* FULL ESTIMATED COST ' / 0.31 0.31 [ 

Connecting via Winsock to STN i I 

FILE 'REGISTRY* ENTERED AT 13:05:43 ON 35 SEP 3006 / 



Welcome to STN International I Enter x:X 
LOOINID:essptal633*Ct 



Welcome to STN In 



emational 



FEB 37 

MAY 10 

MAY 11 

MAY 19 

MAY 30 



NEWS 10 JUN 36 



NEWS 11 

NEWS 13 

NEWS 13 

NEWS 14 

NEWS 15 

NEWS 16 

NEWS 17 

NEWS 18 



JUN 38 

JU1 11 

JU1 14 

JU1 19 

AUG 09 

AUG 38 

AUG 30 

SEP 11 

SEP 21 



Web Page URL» for STN Seminar Schedule - N. America 
"Ask CAS" for eel f -help around the clock 
New STN AnaViet pricing effective March 1. 3006 
CA/CAplua enhanced with 1900-1906 U.S. patent recorde 
KOREA PAT update* reaume 

Derwent World Patent* Index to be reloaded and enhanced 
IPC 8 Rolled -up Core code* added to CA/CAplu» and 
US PAT FULL / US PAT2 

The F-Tertn theeaurue ia now available in CA/CAplus 

The first reclassif ication of IPC codea now complete in 

INPADOC 

TULSA/TULSA3 reloaded and enhanced with new aearch and 
and diapiay fields 

Price change* in full -text patent databaaes EPFULL and PCTFULL 

CHEMSAFB reloaded and enhanced 

FSTA enhanced with Japanese patents 

Coverage of Reeearch Oiecloaure reinstated in DWPI 

INSPEC enhanced with 1898-1968 archive 

ADISCTI Reloaded and Enhanced 

CA(SM)/CAplu*(SM) Austrian patent law change* 

CA/CAplua enhanced with more pre* 1907 record* 

CA/CAplua fields enhanced with simultaneous left and right 

truncation 



JUNE 30 CURRENT WINDOWS VERSION IS VB.Olb. CURRENT 
MACINTOSH VERSION IS V6.0c(ENO) AND V6.0Jc(JP). 
AND CURRENT DISCOVER FILE IS DATED 36 JUNE 3006. 

NEWS HOURS STN Operating Hours Plus Help Desk Availability 

NEWS LOGIN Welcome Banner and News Items 

NEWS IPC8 For general information regarding STN implementation of IPC 8 

NEWS X2S X.35 communication option no longer available 

Enter NEWS followed by the item number or name to aee new* on that 
specific topic. 

All u»e of STN i* subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Uae for software development or design or implementation 
of commercial gateways or other similar uae* i* prohibited and may 
result in loaa of u*er privileges and other penalties. 



FILE ■HOME' ENTERED AT 12:05:24 




FILE 'REGISTRY' ENTERED AT 12:05:43 ON 35 SEP 3006 
USB IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 
PLEASE SS8 "HELP USA0STBRKS* FOR DETAILS . 
COPYRIGHT (C) 3006 American Chemical Society (ACS) 

Property value* tagged with IC are from the ZIC/VIN1TI data file 
provided by InfoChem. 



STRUCTURE FILE UPDATES: 
DICTIONARY FILE UPDATES: 



HIGHEST RN 908333-13-8 
HIGHEST RN 908333-13-8 



New CAS Information Uae Policie*, enter HELP USAOSTERMS for detail*. 

TSCA INFORMATION NOW CURRENT THROUGH June 30. 2006 

Please note that search-term pricing doe* apply when 
conducting Smart SELECT searches. 

REGISTRY include* numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http : //www. caa .org/ONLINE/UO/regprop* . html 



Uploading C:\Program Pile*\Stnexp\Queries\HeP C FUSED RING COMPOUNDS. »tr 




chain node a : 
10 13 13 
ring nodes : 

133456789 
chain bond* : 
8-10 9-13 
ring bond* : 

1-3 1-6 3-3 3-4 4-5 5-6 5-7 6-9 7-8 8-9 
exact /norm bond* : 

1-2 1-6 2-3 3-4 4-5 5-6 S-7 6-9 7-8 8-10 9-13 

exact bond* : 

8-9 

isolated ring *y*tema : 
containing 1 2 



Match level : 
1: At eta 3:Atoa 3:Atom 
13: Atom 13: Atom 
Generic attributes 

10: 

Saturation 
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chain node* : 

10 12 13 

ring node* : 

1 2 3 4 5 6 7 

chain bond* : 

8-10 9-13 

ring bond* : 

1-3 1-6 3-3 3-4 

exact /norm bond* : 

1-3 1-6 3-3 3-4 

exact bond* : 



4-S S-6 5-7 6-9 
4-5 5-6 5-7 6-9 



7-8 8-9 

7-8 8-10 9-13 



8-9 

isolated ring systems 
containing 1 : 



Match level : 

l:Atom 3: Atom 3 : Atom 4 :Atom 5:Atot 
13 :Atom 13 :Atom 
Generic attributea : 



6:Atora 7:Atom 8:Atom 9 : Atom 10:Atom 



10: 

Saturation 

Type of Ring System 
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Saturation 



Unsaturated 

Monocyclic 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE : 

INVENTOR(S) : 



CAPLUS COPYRIGHT 2006 ACS on STN 
2005:141029 CAPLUS 
142:240430 

Preparation of heterocyclic compounds as hepatitis C 
virus polymerase inhibitors 

Oka, Takahiro; Yata, Shinji; Ikegashira, KazutaJca; 
Noji, Satoru; Akaki, Tatauo; Hirashima. Shintaro; 



PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



Niwa, Y* sushi; An do, Izuru; 

Japan Tobacco Inc., Japan 

PCT Int. Appl., 467 pp. 

COOSN: PIXX03 

Patent 

Japanese 



Sato, Toshihiro 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



HO 2005014543 



20050317 HO 3004-JPU640 

AB, AO, AL, AM. AT, AU, AZ. BA, BB, BO, BR, BH, 

CN, CO, CR, CU. C2. DB, DK. DM, DZ, EC, EB, EG. 

GS. OH, GM. HR, HU, ID, IL, IN, IS, JP. KB. KG, 

LK. LR. LB, LT, LU. LV, MA. MD, MO, MK. MN. MH, 

NO, NZ. OM. PO, PH. PL, PT, RO, RU, SC. SD. SB, 

TJ. TM. TN. TR. TT, TZ. UA. UO, US. UZ. VC. VN. 

LS. MH. HZ. HA. SO, 6L, SZ. TZ, 

MD, RU, TJ. TM. AT. BB. BO. CH. 

OR. HU. IB, IT, LU, MC. NL. 

CP, CO, CI, CM, OA. GN, OQ, 



RH: BW, OH. CM, 
AZ. BY, KG. 



EB. BS, PI, PR, GB. 
61. SK, TR, BP, BJ. 
SN, TO. TO 



DATE 

20040806 

BY, BZ. CA, CH. 

ES, FI, OB, GD, 

KP, ICR, KZ, LC. 

MX, MZ, KA, NI. 

SO. SK. SL. SY. 

YU. ZA. ZM, ZH 

UG, ZM, ZH, AM. 

CY, CZ. DB. DK. 

PL, PT, RO, SB, 

GH, ML, MR. NB, 



PRIORITY APPLN. INFO. : 
OTHER SOURCE (S) s 



MARPAT 142:240430 




The title compds. I (Gl - CR1, N; G2 - CR2 , N; G3 - CR3 , N; 04 • CR4 . N; 
G5, 06,08, G9 * C. N; 07 - 0, etc.; Rl - R4 - H, halo, etc.; R5, R6 - H, 
halo, etc.; ring Cy • (un) substituted cycloalkyl. etc.; ring A • aryl, 
etc.; X ■ H, halo, etc. J are prepared Thus. 3- {4- (3- (4-chlorophenyl) -5- (3- 
oxopyrrolidin-l-yl)benzyloxy] phenyl! - 3 -cyclohexyl - 1 -methyl -1-H- indole- 6- 
carboxylic acid was prepared in a multistep process starting from Me 
3-aminobenzoate. In an in vitro teat for hepatitis C virus polymerase 
inhibiting activity, compds. of this invention showed IC50 values of < 
0.01 UM to < 1 yM. Formulations are given. 
844893-33-7P 

RL: BSU (Biological study, unclassified); PAC (Pharmacological activity); 
SPN (Synthetic preparation) ; THU (Therapeutic use) ; BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(preparation of heterocyclic compds. as hepatitis C virus polymerase 

inhibitors) 
844893-33-7 CAPLUS 

lH-Benzimidazole-5-carboxylic acid, 3- (4- { [4 ' -chloro-4 - (3-oxo-4- 
morpholinyl) (l, 1' -biphenyl] -3 -yl] raethoxy} -3-f luorophenyl) - l-cyclohexyl- , 
monohydrochloride (9CI) (CA INDEX NAME) 



(dimethyl amino) ethyl] amino) -1- { (4- hydroxyphenyl) methyl} -2-oxoethyl) -2- (3- 
furanyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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TITLE: 



CORPORATE SOURCE: 



CAPLUS COPYRIGHT 2006 ACS on STN 
2004:991104 CAPLUS 
142:126546 

Non- Nucleoside Benzimidazole-Baaed Allosteric 
Inhibitors of the Hepatitis C Virus NS5B Polymerase: 
Inhibition of Subgenomic Hepatitis C Virus RNA 
Replicons in Huh-7 Cells 

Beaulieu, Pierre L.; Bousquet, Yves; Oauthier, Jean; 
Gillard. James; Marquis, Martin; McKercher, Ginette; 
Pellerin, Charles; Valois, Serge; Kukolj, George 
Departments of Chemistry and Biological Sciences, 
Boehringer Ingelheim (Canada) Ltd., Laval, QC, H7S2G5, 
Con. 

Journal of Medicinal Chemistry (2004), 47(27), 
6B84-6B92 

CODEN: JMCMAR; ISSN: 0023-2633 
American Chemical Society 
Journal 
English 

CAS REACT 143:126S46 
A previously disclosed series of nonnucleoside allosteric inhibitors of 
the NS5B polymerase of the hepatitis C virus (HCV) was optimized to yield 
novel compds. with improved physicochem. properties and activity in 
cell-based assays. Replacement of ionizable carboxylic acids with neutral 
substituents in lead compds. produced inhibitors with cellular 
permeability and antiviral activity in a cell -based assay of subgenomic 
HCV RNA replication (replicon EC50 as low as 1.7 uM) . The improvement 
in potency in this ex vivo model of HCV RNA replication validates, in 
part, the mechanism by which this class of allosteric benz imidazole 
deriva. inhibits the polymerase and represents a significant atep forward 
in the discovery of novel hcv therapeutics. 
390812-47-2P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); BIOL 

(Biological study) ; PREP (Preparation) 

(non-nucleoside bens imidazole -based allosteric inhibitors of hepatitis 
C virus NS5B polymerase and inhibition of subgenomic hepatitis C virus 
RNA replicons in huh- 7 cells) 

390812-47-2 CAPLUS 

lH-Benzimidazole-S-carboxamide, l-cyclohexyl -N- ( (IS) -2- [ [2- 
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TITLE: 



INVENTOR (S) : 
PATENT ASSIGNEE (S) : 



DOCUMENT TYPE: 
LANGUAGE: 
PAMILY ACC. NUM. COUNT 
PATENT INFORMATION: 



CAPLUS COPYRIGHT 2006 ACS on STN 
2003:203407 CAPLUS 
138:236181 

Preparation of substituted l-cyclohexyl -2- 

phenylbenz imidazole- 5 -carboxylic acids as remedies for 

hepatitis C 

Hashimoto. Hiromasa; Mizutani, Kenji; Yoshida,_ 
Atsuhito 

Japan Tobacco Inc . , Japan 

U.S. Pat. Appl. Publ., 406 pp . . Cpnt . - if lartW Appl. 
No. PCT/JP0O/O91B1. "* s & 

CODEN: USXXCO 
Patent 
English 



PATENT NO. 



KIND DATE 




LANGUAGE 
OTHER SOURCE (S) 



US 3003050320 
US 6770666 
HO 3001047883 

H: AB, AO, 
CR. CU. 
HU. ID, 
MA, MD. 
SO, SI, 
RH: GH, GM, 
0E, DK, 
BJ, CP, 
JP 2001247550 
ZA 2003001393 
US 2004097438 
PRIORITY APPLN. INFO 



OTHER SOURCE (S) : 



Al 20030313 
B3 20040803 
Al 30010705 
AL, AM, AT, AU, AZ, BA, 
CZ. DB, DK, OM, DZ, EB, 
IL, IN. IS, KB. KO, KR, 
MO. MK. MN, MH, KX, MZ, 
SK. SL, TJ, TM, TR. TT, 
KB. LS, MH. MZ, SD. SL, 
ES, PI. PR, GB, OR, IB, 
CO, CX. CM, OA, GN. GH, 
A3 30010911 
A 3004071S 
Al 30040530 



US 2001-939374 
HO 2000-JP9181 



KZ, LC 
NO, NZ, 
TZ, UA, 
SZ. TZ. 
IT. LU, 
ML. MR, 
JP 2000- 
ZA 2003- 
US 2003- 
JP 1999- 
HO 2000- 
JP 3000- 
JP 3001- 
US 3001- 



BR. BY, BZ, 
GB, GD, GE, 
LX. LR, LS, 
PL. PT, RO, 
UO. US. UZ 
UO. ZH, AT, 
MC. NL, PT, 
NB. SN. TO 

391904 

1393 r 

615339 M 

369008 V 

JP9181 

391904 

193786 

939374 



30010834 

30001322 
CA, CH. CN. 
GH, GM. HR, 
LT. LU, LV, 
, RU, SD, SB, 
, VN. YU. ZA. ZH 
BB. CH. CY. 
SB. TR. BP. 
TO 

20001225 
20020626 
20030708 
A 19991227 
A3 20001223 
A 30001335 
A 20010626 
A3 20010834 



MARPAT 138:338181 



STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT • 

iB The cicle compds. I [the dotted line in ring* Bl and B3 indicate* e single 
or double bond; Ol • N. CR1; 02 - N. CR3. 03 - N. CRJ , CM - N, CR4 ; 05. 
OS, G8, 09 * C. N; 07 - O. S, CRT, etc.; R1-R4 - H, N03. etc.; ring Cy * 
(un) substituted cycloalkyl ring, etc.; ring A - Ph, cycloalkyl. etc. R5, 
R6 » H. halo, etc.; X - H, CN, etc.; R7 - H. alkyl] are prepared and 
formulated. Compds. I showed HCV polymerase inhibitory activity (data 
given). E.g., a multi-step synthesis of II.HC1. starting from 
3-bromo-5-nitrotoluene and Me 2- (3-f luoro-4 -hydroxyphenyl ) -1- 
cyclohexylbenziraidazole-S-carboxylate, was given. 

T 347165-68-BP 347168-00-7P 

RL : PAC (Pharmacological activity); BPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of substituted 1 -cyclohexyl -3-phenylbenzimidazole-S-carboxylic 
acids as remedies for hepatitis C) 
IN 347165-68-8 CAPLUS 

Til iH-Benzimidazole-5-earboxylic acid. 1-cyclopentyl -2- (4- 1(4- 
met hoxyphenyl) met hoxy) phenyl)- (SCI) (CA INDEX NAME) 
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347168-00-7 CAPLUS 

lH-Benzimidazole-S-carboxamide, 2- [5- (3 -chlorophenyl ) -2-furanylJ - 
cyclopentyl- (9CI) (CA INDEX NAME) 




347174-0B-7P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of substituted 1 -cyclohexyl -2 -phenyl ben z imidazole- 5- carboxy lie 

acids as remedies for hepatitis C) 
347174-08-7 CAPLUS 

lH-Benzimidazole-5-carboxylic acid. 2- (4- [ (4" -chloro-4-methoxy |l , 1 ' - 
biphenyl) -2-yl ) ntethoxyl phenyl] - 1-cyclohexyl - , ethyl ester (9CI) (CA INDEX 
NAME) 




REFERENCE COUNT; 



THERE ARE 40 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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Fused cyclic compounds and medicinal use thereof 
Hashimoto, Hiromase; Mizutani, Kenji; Yoshida, 
Atsuhito 

Japan Tobacco Inc., Japan 
per Int. Appl., 603 pp. 
CODEN: PIXXD3 
Patent 

LANGUAGE : Japanese 
FAMILY ACC. NUM. COUNT: 3 
PATENT INFORMATION: 
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DATE 
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BR 


2003005684 
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3003000833 




A 




30030432 




NO 3003-833 




20030331 


IITY APPLN. 


INFO. : 












JP 3001-193786 




A 20010636 






















JP 3001-351537 




A 30011116 






















WO 2002-JP640S 




W 20020636 



MARPAT 138:66657 



7 



\ R« 



Fused cyclic compds. represented by the following general formula [I) or 
pharmaceutically acceptable salts thereof and remedies for hepatitis C 
containing these compds. : I wherein each symbol is as defined in the 
description. Because of having an effect against hepatitis C virus (HVC) 
based on an HCV polymerase inhibitory effect, these compds. are useful as 
remedies or preventives for hepatitis C. 
347165-68-8P 480462-40-6P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(fused cyclic compds. as hepatitis C virus polymerase inhibitors and 
antiviral agents) 
347165-68-8 CAPLUS 

lH-Benzimidazole-5-carboxylic acid, 1 -cyclopentyl -3- [4- [(4- 
methoxyphenyDmethoxy) phenyl) - (9CI) (CA INDEX NAME) 
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RACT 



YyyO"' 



•Xk. 



• HCl 

347174-08-7P . Ethyl 2 - (4 - [2- (4 - Chiorophenyl ) - 5- 

methoxybenzyloxy] phenyl }-l-cyclohexylbenzimidazole-5-carboxylate 
RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); 
(Reactant or reagent) 

(fused cyclic compds. as hepatitis C virus polymerase inhibitors and 

antiviral agents) 
347174-08-7 CAPLUS 

lH-Benzimidazole- 5 -carboxy lie acid. 2- (4- ( (4 ' -chloro-4-methoxy (1. 1 ' - 
biphenyl) -2-yl)methoxy] phenyl} - 1 -cyclohexyl - , ethyl ester (9CI) (CA INDEX 
NAME) 



480462-40-6 CAPLUS 

lH-Benzimidazole-5-carboxylic acid, 2- (4- [ (4* -cbloro-4- 

[raethyl (me thylsul f onyl) amino) (l . 1 ■ -biphenyl] I - 2-yl J methoxy] -2- f luorophenyl) - 
1-eyclohexyl-, monohydrochloride (9CI) (CA INDEX NAME) 
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136:118447 

Preparation of benzimidazolecarboxylates and related 

compounds as viral polymerase inhibitors 

Beaullau, Pierre Louis; Fazal, Gulrez; Gillard, James, 

Kuxolj. George; Austel. Volkhard 

Boehringer Ingelbeim (Canada) Ltd.. Can. 

PCT Int. Appl.. 323 pp. 

CODEN: PIXXD3 



LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



NO 2002004435 



KIND DATS 



APPLICATION NO. 



H: AH, AO. AL, 
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HU, ID, IL, 

LU. LV. MA. 

SD. SB, SO. 

YU. ZA. ZW 
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Benz imidazole Derivatives Bearing Substituted 
Biphenyls as Hepatitis C Virus NSSB RNA- Dependent RNA 
Polymerase Inhibitors: Structure -Activity Relationship 
Studies and Identification of a Potent and Highly 
Selective Inhibitor JTX-109 

Hiraahima, Shintaro; Suzuki, Takayoahi; Iahida, Tomio; 
Noji, Satoru; Yata, Shinji; Ando, Izuru; 
Masakazu; ikeda, Satoru: Hashimoto, 
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Tobacco Inc., Osaka, 569-1125, Japan 
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Following the discovery of a new series of benz imidazole derivs. bearing a 
diary lmethyl group as inhibitors of hepatitis C virus NS5B RNA - dependent 
RNA polymerase (HCV NSSB RdRp) , we extended the structure-activity 
relationship (SAR) study to analogs bearing a substituted biphenyl group 
and succeeded in a aignificant advancement of activity. The compds. 
efficiently blocked subgenomic viral RNA replication in the replicon cell 
assay at low submicromolar concns. Among the new compds.. JTK-109 (I) 
exhibited favorable pharmacokinetic profilea, high selectivity for NSSB, 
and good safety profilea, suggeating the potential for a clin. candidate 
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FI. PR. OB. OR, HU. IB, IB, 

SI. SK, TR. B7. BJ, CP, CO. 

SN. TO. TO 



BZ. BO. CH. CY. CZ, DS. OX, 
IT. LT, LU. MC. NL, PL., PT. 
CI. CM, OA. ON, GO, OW. ML. 



MAR PAT 144:69628 



STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFPLINB PRINT • 

3 Fuaed heterocyclic compda . represented by the formula (I), 

' pharmaceutical ly acceptable salt* thereof, or solvates of them [A • N or 
CH; BeC • Q-Q10; wherein RO ■ H, each (un) substituted alkyl, cycloalkyl. 
aryl. heteroeryl. aralkyl. heteroaralkyl . or O0NH3. C03H or ita eater; R - 
each |un> substituted alkyl. cycloalkyl, aryl, heteroaryl. aralkyl. 
heteroaralkyl. or CONH2. O02H or ita eater; Rl - H. each (un) substituted 
alkyl, alkenyl, cycloalkyl, aryl, heteroaryl, aralkyl, heteroaralkyl . 
heterocyclyl , arylcarbonyl , heteroarylcarbonyl , aryloxy, arylthio, 
arylaulfonyl, or NH3; R2 ■ any group liated in Rl, HO, alkylthio, 
alkyl aulfonyl; R3 • each (un) aubat ituted alkyl or NH2, alkenyl, halo, MO 2 , 
alkoxy; p - on integer of 0*3} are prepared These compds. exhibit antiviral 
activity against flavivirus, hepacivirua, and pestivirus, preferably HCV, 
as well as direct inhibitory activity against various enzymes of virus, 
inhibit replication or proliferation of HCV, and poaaess excellent 
metabolic stability. CYP (cytochromes P 450) inhibition, and solubility They 
are useful as anti-HCV agents and therapeutic agents for hepatitis C. 
Thus. 903 tag 1-cyclohexyl -2- (furan- 3-yl > - 1H> bans imidazole* 5-carboxylic 
acid was dissolved in 3 mL DM7. successively treated with 486 mg HOBt and 
690 tag EDC at roan temperature, stirred for 30 min. cooled to -SO*, 
successively treated with 680 ng 2 -amino- 4 1 - chloroecetophenone 

hydrochloride and 1.05 ml Et3N, warmed to room temperature, atirred for 1 h to 
give, after workup and silica gel chrometog.. 560 mg 1-cyclohexyl- a- (furan- 
3-yl) -IH-benzimidazole-S-carboxylie acid N- (3- (4-chlorophenyl) -2- 
oxoethyl) amide (II). A solution of 64 mg II in 0.6 mL POC13 was stirred at 
100» for 1 h and 110* for 3 h to give, after silica gel 

chromatog.. 54 mg 5- {5- (4-chlorophenyl >oxazol-2-yl J -1-cyclohexyl -3- (f uran- 
3-yl) -lH-benzimidazole which was converted into the di hydrochloride salt 
(III). In a replicon cell assay. Ill showed IC50 of so.l uM 
against HCV subgenoraic lb-N replicon cells. 

T 871928-52-8P 671930-33-4P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(React ant or reagent) 

(preparation of fused heterocyclic compds. as anti-HCV (hepatitis C virua) 
agents) 

» 871936-53-8 CAPLUS 

N lH-Benz imidazole- S-cerboxamide, N- (3- (4-chlorophenyl) -2-oxoethyl) -1- 
cyclohexyl-3- (3-furanyl) - (9CI) (CA INDEX NAME) 



II II 
C-CH2-NH-C- 



■X) 



871930-33-4 CAPLUS 
lH-Benzimidazole- 5-carboxylic acid. 
3- 1 (4-f luorophenyl) acetyl J hydraiide 



l-cyclohexyl-3- (3-furanyl) - 
(9CI) (CA INDEX NAME) 



C-NH-NH-C 



■X) 



L8 ANSWER 4 OP 18 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



CORPORATE SOURCE: 



83 THERE ARB 63 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 

CAPLUS COPYRIGHT 2006 ACS on STN 
3005:1335073 CAPLUS 
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Binding Site Characterization and Resistance to a 
Claaa of Non-nucleoaide Inhibitors of the Hepatitis C 
Virus NSSB Polymerase 

Kukol j , George; McGibbon. Graham A.; McKercher. 
Oinette; Marquis. Martin; Lefebvre. Sylvein; 
Thauvette, Louise; Gauthier, Jean; Ooulet. Sylvie; 
Poupart, Marc -Andre; Beaulieu, Pierre L. 
Departments of Biological Sciences and Chemistry, 
Research and Development, Boehringer Ingelheim. Ltd., 
Laval, OC. H7S 2G5. Can. 

Journal of Biological Chemistry (2005), 280(47), 
39260-39267 

CODEN: JBCHA3; ISSN: 0021-9258 

American Society for Biochemistry and Molecular 
Biology 
Journal 
English 

The virally encoded NSSB RNA-dependent RNA polymerase haa emerged as a 
prime target in the search for specific HCV antivirals. A series of 
benz imidazole S-carboxamide compds. inhibit the cellular RNA replication 
of a HCV subgenoraic replicon. and we have advanced our understanding of 
this class of inhibitors through a combination of complementary approaches 
that include biochem. crosal inking expts. with a photoreact ive analog 



followed by mass spectrometry anal, of the enzyme. A novel binding site 
has been localized for these inhibitors at the junction of the thumb 
domain and the N- terminal finger loop. Furthermore, the isolation and 
characterization of resistant replicon mutants that co-localize to this 
region distinguished this class of compds. from other non -nucleoside NS5B 
inhibitors that bind to distinct allosteric sites. Resistant mutations 
that emerged with the benziraidazole 5-carboxamide and related compds. were 
found at three amino acid positions in the thumb domain: Pro49S with 
substitutions to Ser, Leu, Ala, or Thr; Pro496 substitutions to Ser or 
Ala; and a V499A substitution. Mutations at each of these positions 
conferred different levels of resistance to this drug class: the Pro495 
changes provided the greatest shifts in compound potency, followed by 
moderate changes in potency with the Pro496 substitutions, and finally 
only minor shifts in potency with V499A. Combinations that include the 
benzimidazole 5-carboxamide polymerase inhibitors and compds. that bind 
other sites or other HCV targets, including HCV protease inhibitors, are 
complementary in cell culture models of HCV RNA replication at suppressing 
the emergence of resistant variants. This novel class of compds. and 
unique binding site expand the diversity of HCV antivirals currently under 
development and offer the potential to improve the treatment of chronic 
HCV infection. 

IT 390810-32-9 491SB3-86-1 

RL: BSU (Biological study, unclassified); BIOL (Biological study) 

(inhibitor-binding site and resistance to non-nucleoside inhibitors of 
hepatitis C virus NS5B polymerase) 

RN 390810-32-9 CAPLUS 

CN l- Tryptophan. N- ( (3- (4 - [3- [ (3 - ( (4 - benzoyl benzoyl ) amino) ethyl] amino] -3- 
oxoethoxy) phenyl ] -l-cyclohexyl-lH-benzimidazol-5-yl] carbonylj -5- 
(carboxymethoxy) - (9CI) (CA INDEX NAME) 

Abaolute stereochemistry- 



X) 



RN 491583-88-1 CAPLUS 

CN 3-Propenoic acid, 3 - (4- [[ [1- [[ (l-cyclohexyl-3- (3- furanyl) - lH-benzimidazol - 
5-yl)carbonyl] amino) cyclobutyl J carbonyl) amino) phenyl] (2E) - (9CI) (CA 
INDEX NAME) 

Double bond geometry as shown. 
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CAPLUS COPYRIGHT 2006 ACS on STN 
3005:410483 CAPLUS 
143:91635 

Replication fitness and NS5B drug sensitivity of 
diverse hepatitis c virus isolates characterized by 
using a transient replication assay 

Ludmerer, Steven Graham, Donald J.; Boots, Evelyn; 

Murray, Edward M. ; Simcoo, Amy; Harkel, Eric J.; 
Grobler. Jay A.; Flores, Osvaldo A.; Olsen, David B.; 
Hazuda, Daria J.; LaFeraina. Robert L. 
Department of Antiviral Research, Merck Research 
Laboratories, West Point. PA, 19486. USA 
Antimicrobial Agents and Chemotherapy (2005), 49 (5), 
20S9-3O69 

CODEN: AMACCQ; ISSN: 0066-4604 
American Society for Microbiology 
Journal 
English 

The innate genetic variability characteristic of chronic hepatitis C virus 
(HCV) infection makes drug resistance a concern in the clin. development 
of HCV inhibitors. To address this, a transient replication assay was 
developed to evaluate the replication fitness and the drug sensitivity of 
NSSB sequences isolated from the sera of patients with chronic HCV 
infection. This novel assay directly compares replication between NSSB 
isolates, thus bypassing the potential sequence and metabolic differences 
which may arise with independent replicon cell lines. patient -derived 
NSSB sequences were similar to thoae of the established HCV genotypes, but 
isolates from each patient shared genetic variability specific to that 
patient, with addnl . genetic variability observed across the individual 
iaolates. Every sample provided functional NS5B iaolates which supported 
subgenomic replication, frequently to levels comparable to that of 
laboratory -optimized repl icons. All isolates were equivalent ly sensitive to i 
act ive- site nucleoside inhibitor, but the sensitivities to a panel of 
nonnucleoside inhibitors which targeted three distinct sites on NSSB 
varied among the isolates. In conl. the original laboratory-optimized 
replicon, 

the NS5B S383T substitution confers resistance to the nucleoside inhibitor 
but impairs replication. This substitution was engineered into both 
genotype la and genotype lb isolates. Replication was severely 



PUBLISHER: 
DOCUMENT TYPE 
LANGUAGE 



debilitated, demon st rating that no compensatory reaiduea wen 
within theae genetically diverae sequences to increaae the replication 
fitneaa of the nutated replicona. Thia work deacribea a tranaient 
repl icon- baaed aaaay that can aupport the clin. development of compda. 
which target NSSB and demonatratea ita utility by examining aeveral 
patient -derived NSSB ieolatea for replication fitneaa and differential 
aeneitivity to NS5B inhibitora. 
658693-60-8 

RL: BSU (Biological atudy. unclaaaif ied) ; BUU (Biological uae. 

unclaaaif ied) ; PRP (Properties); THU (Therapeutic uae); BIOL (Biological 

atudy) ; USES (Uaea) 

(replication fitneaa and NSSB drug aeneitivity of diverae hepetitie C 
virua ieolatea characterized by uaing a transient replication aaaay) 

6S8693-60-B CAPLUS 

lH-B«nzimidazole-S-carboxylic acid, 2 - [4- [ (4 • -chloro-4 - [ (4 -hydroxy- 1- 
piperidinyDcarbonyl) [1, l ' -biphenyl] - 2 -yl) methoxy) -2-f luorophenyl] -1- 
cyclohexyl- (9CI) (CA INDEX NAME) 




REFERENCE COUNT: 



(S> : 



CORPORATE SOURCE: 



CAPLUS COPYRIGHT 3006 ACS on STN 
3005:106895 CAPLUS 
143:330931 

Development and Preliminary Optimization of 
Indole-N-Acetaaide Inhibitora of Hepatitia C Virua 
NSSB Polymerase 

Harper, Steven; Pacini, Barbara; Avolio, Salvatore; Di 
Pilippo, Marcel lo; Migliaccio. Giovanni; Laufer, 
Ralph; De Franceaco, Raffaele; Rowley, Michael; 
Narjea, Frank 

IRBM. Merck Reaearch Laboratoriea Rome, Pomezia, Rome, 
00040, Italy 

Journal of Medicinal Chemistry (3005), 48(5), 
1314-1317 

CODEN: JMCMAR; ISSN: 0033-3633 
American Chemical Society 
Journal 
English 

CAS REACT 143:338931 
Allosteric inhibition of the hepatitis C virua (HCV) NSSB RNA-dependent 
RNA polymeraae enzyme haa recently emerged aa a viable strategy toward 
blocking replication of viral RNA in cell -based systems. Me report here a 



TYPE: 



OTHER SOURCE (S) : 



novel claas of alloateric inhibitor of NSSB that ahows potent affinity for 
the NSSB enzyme and effective inhibition of subgenomic HCV RNA replication 
in HUH- 7 cells. Inhibitora from this class have promising characteristics 
for further development as ant i -HCV agents. 
658693-60-8 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study) .- USBS (Uses) 

(indoleacetamide inhibitors of hepatitis C virus NSSB polymerase) 
658693-60-8 CAPLUS 

IH-Benzimidazole-S-carboxylic acid. 2- [4 - { (4 ' -chloro-4- { (4 -hydroxy- 1- 
pipe r id iny 1 ) ca rbony 1 J [ 1 . 1 ' - b ipheny 1 } - 3 - y 1 ) methoxy ) - 2 - f 1 uoropheny 1 ) - 1 - 
cyclohexyl- (9CI) (CA INDEX NAMS) 
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Inhibition of native hepatitis C virus replicase by 
nucleotide and non- nucleoside inhibitors 
Ma, Han; Leveque. Vincent; De Witts, Anniek; Li, 
Meixing; Hendricka, Than; Clausen, Saundra M. ; 
Cammack, Nick; Klumpp, Klaus 

Roche Palo Alto LLC. Palo Alto, CA. 94304. USA 
Virology (2005). 333(1). 6-15 
CODEN: VIRLAX; ISSN: 0042-6822 
Elsevier 
Journal 
English 

A number of nucleotide and non -nucleoside inhibitors of HCV polymeraae are 
currently under inveatigation aa potential antiviral agenta to treat 
HCV- infected patients. HCV polymeraae ia part of a replicase complex 
including the polymeraae aubunit NSSB together with other viral and host 
proteins and viral RNA. The RNA synthesis activity of the native 
replicaae complex was inhibited by 3 • -deoxy-CTP, a chain- terminating 
nucleotide analog, but not inhibited by non- nucleoside NSSB polymerase 
inhibitors of three different structural classes. The HCV replicase was 
also resistant to heparin, a broad- spectrum, RNA- competitive polymerase 
inhibitor. Prebinding of the recombinant NSSB protein with a RNA template 
rendered the polymerase largely resistant to the inhibition by heparin and 
the non- nucleoside inhibitors, but did not affect the inhibitory potency 
of 3 • -deoxy-CTP. Therefore, the HCV replicase showed a similar pattern of 
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inhibitor sensitivity as compared to RNA-bound NSSB. Theae results 
suggest that the native HCV replicase complex represents a stable and 
productive polymerase-RNA complex. The allosteric non- nucleoside NS5B 
polymerase inhibitors are inactive against established HCV replicase but 
may function antagonistically with the formation of a productive 
enzyme -template complex. 
347167-03-7 

RL: DMA (Drug mechanism of action); PAC (Pharmacological activity); THU 
(Therapeutic use) ; BIOL (Biological study) ; USES (Uses) 

(inhibition of native hepatitis C virus replicaae by nucleotide and 

non -nucleoside inhibitors) 
347167-03-7 CAPLUS 

lH-Benzimidazole-S-carboxylic acid. 2- [4- [ [4- (acetylamino) -4 ■ - chloro (l , I' - 
biphenyl] -2-yl J methoxy} phenyl] - 1 -cyclohexyl - (9CI) (CA INDEX NAME) 



CA 2538044 AA 30041316 CA 3004-2528044 20040604 

US 200S154040 Al 20050714 US 2004-861765 20040604 

EP 1631554 A3 20060308 BP 2004-776308 30040604 

R: AT. BE, CH, DE. OK, BS, FR, GB, GR, IT. LI. LU, NL. SB, MC. PT, 

RO, KK, CY, AL, TR, BO, CZ, EE, HU, PL, SK. 



BR 3004010967 
CN 1798740 
NO 3005006100 
PRIORITY APPLN. INFO.: 



OTHER 



(S) : 



20060704 
20060705 
30060301 



MARPAT 142:56309 



BR 3004-10967 
CN 3O04-80O1S378 
NO 3005-6100 
US 3003-476141P 
WO 2004-US178S6 



30040604 
30040604 
30051331 
20030604 
2004 0604 
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Preparation of substituted imidazole derivativea aa 
antiviral agents 

Roberts. Christopher Don; Shi, Dong-Fang; Griffith, 
Ronald Conrad 

Gene labs Technologies, Inc., USA 
PCT Int. Appl., 54 pp. 
CODEN: PIXXD2 
Patent 
English 



STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT • 

J3 Title compds. represented by the formula I {wherein Rl « (un) substituted 
alkoxy or amino; R3, R13 ■ independently H, (un) substituted (cyclo) alkyl. 
alkenyl, aryl, etc.; R2R12 - (un) substituted (hetero) cyclic ring; R3 - H 
or alkyl; R2R3 ■ (un) substituted (hetero) cycl ic ring; R4 • halo, nitro, 
(un) substituted amino, cyano, hydroxyl; Q - O, SOm, NR3; m - 0-2; X • O, 
S, NR11; Rll - H or alkyl; R5 - (un) substituted alkylene; R6 - 
(un) substituted (hetero) sryl ; n ■ 0-3; and pharmaceutical ly acceptable 
salts thereof] were prepared as antiviral agents. For example, II was given 
in a multi-step synthesis starting from Me 4-chloro-3-nitrobenzoate . The 
pharmaceutical formulation comprising the compound I is disclosed. I and 
their pharmaceutical compns . are useful aa antiviral agents for the 
treatment of Flaviviridae family virua infections, such aa Hepatitis C 
virus (no data) . 

T B08135-93-1P 

RL: PAC (Pharmacological activity) ; RCT (Reactant) ; SPN (Synthetic 
preparation); THU (Therapeutic uae); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(preparation of substituted imidazole derive, for treatment of Flaviviridae 
family virua infections) 
N 808125-93-1 CAPLUS 

N L-Tryptophan, N- ( [l-cyclohexyl-2- (4- (pheny lmethoxy) phenyl ] - lH-benzimidazol - 



S-yl]carbonylJ -5-hydroxy-, 
Absolute stereochemistry. 



monohydrochloride (9CI) (CA INDEX NAME) 



PATENT NO. 




KIND 


DATE 






APPLICATION NO. 




DATS 


WO 


2004108687 




A3 




20041216 




WO 2004- 


US178S6 




2004 0604 


WO 


2004108687 




A3 




30050835 














W: AB. AO. 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA , 


BB, BO, 


BR. BW, 


BY, 


BZ. CA, CH 




CN, CO, 


CR, 


CU, 


CZ. 


DE. 


DK, 


DM, 


DZ, EC, 


BS, EG. 


ES. 


FI. GB, GO. 




GE, OH, 


GM. 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, JP, 


KB, KG. 


KP, 


KR. KZ. LC 




LK, LR. 


LS, 


LT, 


LU. 


LV, 


MA, 


MD, 


MO. MX. 


MN, MM. 


MX, 


MZ, HA, NI. 




NO, NZ, 


OM, 


PO, 


PH, 


PL, 


PT, 


RO, 


RU, SC. 


SO. ss. 


SO, 


SK, SL, SY. 




TJ. TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


uo. 


US, UZ, 


VC. VN. 


YU, 


ZA, ZM, ZM 




RH: BW. OH, 


GM, 


KB, 


LS, 


MM, 


MZ. 


MA. 


SD. SL, 


SZ. TZ, 


uo. 


ZM, ZM, AM. 




AZ, BY. 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, BE, 


BO, CH, 


CY, 


CZ. DE, DK. 




SB, ES, 


FX, 


FR, 


OB, 


OR, 


HU, 


IE, 


IT, LU, 


MC, NL. 


PL, 


PT. RO, SB, 




SI, SK, 


TR, 


8F, 


BJ, 


CP, 


CO, 


CI, 


CM, OA, 


ON, GO. 


GW, 


ML, MR, ME 




SN, TD, 


TO 




















AU 


200424S5S9 




Al 




20041216 




AU 2004- 


245559 




20040604 




• HC1 

808125- 89-SP 808125-90-8P 80812S-91-9P 
80B125-92-0P 808125-94-3P 808135-96-4P 
806126-11-6P 80B126-13-8P 808126-1S-0P 

808126- 17-2P 80B126-19-4P 80B126-31-8P 



RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Ueea) 

(preparation of substituted imidazole derivs. for treatment of Flaviviridao 
family virus infections) 
RN 808125-69-5 CAPLUS 

CN L-Tryptophan. K- ( [3- (4- [ {4- (aminocarbonyl) -4' -chloro [1,1* -biphenyl] -2- 

y 1 1 oe t hoxy } • 2 - f 1 uoropheny 1 J - 1 • cycl ohexy 1 - 1H - bens im i dazol - 5 - y 1 ] csrbony 1 ] - 5 - 
hydroxy-, monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 808125-90-fl CAPLUS 

CN L-Tryptophan, N- ( (3* [4- ( (4 ' - chloro- 4- { (4 -hydroxy- 1- 

piper idinyDcarbonyl] -biphenyl] -2-yl]methoxy] -2- f luorophenyl] -1- 

cyclohexy 1 - 1H - benz im idazol - 5 - y 1 } ca rbony 1 ) - 5 - hydroxy - , monohydrochlo r ide 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 





RN 808125-91-9 CAPLUS 

CN L-Tryptophan. N- [{2 - {4- { [2-bromo-S- ( (4- hydroxy- 1- 

piperidinyl) ca rbony 1] phenyl ) met boxy) - 2- f luorophenyl] - 1 -cycl ohexy 1 -1H- 
benzimidazol-5-yl) carbonyl) -S-hydroxy-, nonohydrochloride (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 808125-94-2 CAPLUS 

CN lH-Benzimidazole-5-carboxamide. N- { (16) -2-amino-l- [ (5-hydroxy- 1H- indol- 3- 
yl) methyl] -2-oxoethyl] -l-cyclohexyl-2- (4- (phenylmet hoxy) phenyl) - . 
monohydrochloride (9CI) (CA INDEX name) 

Absolute stereochemistry. 





RN B0812S-92-0 CAPLUS 

CN L-Tryptophan, N- { (l-cyclohexyl-2- (2-fluoro-4- ( (3- ( (4-hydroxy-l- 

pipe ridinyl) carbonyl) phenyl ]methoxy] phenyl ] -lH-benzimidazol-5-yl] carbonyl) - 
S-hydroxy-, monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



• HCl 

B0812S-96-4 CAPLUS 

2-Propenoic acid. 3- [4- [ ( (1- [ [ [2- (4* [ (4- (aminocarbonyl) -4 • -chloroll. 1' - 
biphenyl) -2-yl]methoxy] -2 -f luorophenyl) -l-cyclohexyl-lH-benzimidazol-5- 
yl ] carbonyl] amino] cyclopentyl] carbonyl ) amino] phenyl ] - (9CI) (CA INDEX 
NAME) 



K02C-CH=CH 








X) 




r ^ NH-C 



808126-11-6 CAPLUS 

L-Tryptophan, N- [ (l-cyclohexyl-2- [4- { phenylmet hoxy) phenyl J - 1H- benz imidazol - 
S-yl)csrbonyl] -5-hydroxy- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



XjOx 




RN 808126-13-S CAPLUS 

CM L-Tryptophan. N- [ [2- (4- [ (4- (aainocarbonyl) -4 * -chlorofl, 1* -biphenyl] -2- 

yljmethoxy) -2-f luorophenyl] -l-cyclohexyl-lH-benziraidazol-5-yl] carbonyl] -5- 
hydroxy- (9CI) (CA INDEX NAME) 

Absolute atereochemistry. 





RN 808126-15-0 CAPLUS 

CN L-Tryptophan, N- I (2- (4- 1 t2-bromo-S- [ (4-hydroxy- l- 

piperidinyl) carbonyl] phenyl] methoxy) -2 - f luorophenyl] -1-cyclohexyl-lH- 
benzimidazol-5-yl] carbonyl] -5-hydroxy- (9CI) {CA INDEX NAME) 

Absolute atereochemistry. 



a i-A 

Br^ 





RN 808126-17-2 CAPLUS 

CN L-Tryptophan. N- t [1-cyclohexyl -2- {2- f luoro-4- ( [3- t (4-hydroxy- 1- 

pipe r id iny 1 ) ca rbony 1 J phenyl } met hoxy ] phenyl ] - 1H - ben z ioi dazol - 5 - y 1 ] ca rbony 1 ] - 
5-hydroxy- (9CI) (CA INDEX NAME) 

Absolute atereochemiatry. 





, N- ( (IS) -2-amino-l- ( (5-hydroxy-lH-indol-3- 



yl) methyl] -2-oxoethyl] -l-cyclohexyl-2- (4- (phenylmethoxy) phenyl] - (9CI) 
(CA INDEX NAME) 



Abaolute atereochemiatry 




808126-D1-4P B06126-02-5P 808126-03-6P 
808126-04-7P 

RL: RCT { React ant ) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(React ant or reagent) 

(preparation of substituted imidazole derivs. for treatment of Plaviviridae 

family virus infections) 
347166-09-0 CAPLUS 

lH-Benziraidazole-S-carboxylic acid, l-cyclohexyl-2- [4- 
(phenylmethoxy) phenyl] - (9CI) (CA INDEX NAME) 



RN 608126-21-8 CAPLUS 

CN L-Tryptophan, N- ( [2 - (4 - [ (4 • -chloro-4- I (4-hydroxy- 1- 

piperidinyl) carbonyl] [1, 1 ' -biphenyl) -2 -yl] oethoxy] -2 - f luorophenyl] -1- 
cyclohexyl-lH-benzimidazol-5-yl} carbonyl] -5-hydroxy- (9CI) (CA INDEX 
NAME) 

Absolute atereochemiatry. 



- N 

6 



503859-29-8 CAPLUS 

lH-Benzimidazole-5-carboxylic acid, l-cyclohexyl-2- [4- 
(phenylmethoxy)phenyl]-. methyl eater (9CI) (CA INDEX NAME) 




6 
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lH-Benzimidazole-S-carboxylic acid. 2- [4- E (4 • -chloro-4- ( (4-hydroxy-l- 
piperidinyl) carbonyl) [1. 1 * -biphenyl] -2-yl] methoxy] -2-f luorophenyl) -1- 
cyclohexyl- (9CI) (CA INDEX NAME) 




IT 347166-09-0P S03859-29-8P 6SB693-60-8P 
755744-19-5P 773050-53-SP 808125-97-5P 
808125-98-6P 80812S-99-7P 808126-0O-3P 
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lH-Benzimidazole-S-cerboxylic acid, 3- {«- ( (4- (aminoearbonyl) -4 • - 
chlorotl. 1* -biphenyl] - 3 -yl) methoxy] - 3- f luorophenyl] - 1-cyclohexyl - 
(CA INDEX HAKE) 
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lH-Benzimidazole- 5-carboxylic acid, 3 - (4 - ( ( 4 - carboxy -4 ' - chloro [ 1 , 1 ' - 
biphenyl] - 3 -yl ) methoxy } -3- f luorophenyl) - 1-cyclohexyl - . S-methyl ester 
(9CI) (CA INDEX NAME) 




80812S-97-S CAPLUS 

lH-Benzimidazole- 5-carboxylic acid. 2- {4- ( {2-bromo-5- 1(1,1- 
dimethylethoxy) carbonyl] phenyl) methoxy) - 3- f luorophenyl] - 1-cyclohexyl - 
methyl eater (9CI) (CA INDEX NAME) 




RN 808125-98-6 CAPLUS 

CN lH-Benz imidazole- 5-carboxylic acid. 3- [4- [ (4 ' -chloro-4- I (1. 1- 

dimethylathoxy) carbonyl] [1, 1 ' -biphenyl] -2-yl] methoxy] -3- f luorophenyl] -1- 
cyclohexyl-, methyl eater (9CI) (CA INDEX KAKB) 
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1H- Benzimidazole- 5-carboxylic acid, 2- [4- [ [4- (aminoearbonyl) -4 ' - 
chloro (1, l 1 -biphenyl) - 3 -yl) methoxy] - 3 - f luorophenyl) - 1-eyclohexyl - 
eater (9CI) (CA INDEX name) 



6 

808126-00-3 CAPLUS 




CN lH-Benzimidazole-S-carboxylic acid, 2- [4- 1 (4* -chloro-4- ( (4 -hydroxy- 1- 
piperidinyl) carbonyl) [1.1" -biphenyl) -2-yl] methoxy) -2 -f luorophenyl] -1- 
cyclohexyl-, methyl eater (9CI) (CA INDEX NAME) 



lH-Benziraidazole- 5-carboxylic acid, l-cyclohexyl-2- {4- [ [3- 1(1,1- 
dimethylethoxy) carbonyl] phenyl] methoxy] - 2- f luorophenyl] -, methyl eater 
(9CI) (CA INDEX NAME) 



o 




808126-04-7 CAPLUS 

lH-Benzimidazole- 5-carboxylic acid, l-cyclohexyl-3- [2-fluoro-4- [(3- t(4- 
hydroxy-l-piperidinyl)carbonyl)phenyl)methoxy]phenyl] - (9CI) (CA INDBX 



RN 808126-01-4 CAPLUS 

CN 1H- Benz imidazole -5-carboxylic acid, 2- (4- [ [2-bromo-S- [ (4-hydroxy-l- 

piperidinyl) carbonyl) phenyl) methoxy) -2- f luorophenyl] -1-cyclohexyl- , methyl 
eater (9CI) (CA INDEX NAME) 
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CN 1H- Benzimidazole- 5-carboxylic acid, 2- (4- I [2-bromo-5- ( (4-hydroxy-l- 
piperidinyl) carbonylj phenyl JmethoxyJ -2 -f luorophenyl] -1-cyclohexyl- (9CI) 
(CA INDEX NAME) 
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Drug deaign: Binding mode determination of 
benzimidazole inhibitors of the hepatitie C virua RNA 
polymeraae by a structure and dynamics strategy 
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Angevandte Chemie. International Edition (2004), 
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CODED: ACIEF5; ISSN: 1433-7851 
Wiley- VCH Verlag OmbH t Co. KGaA 
Journal 
English 

A novel strategy involving NKR, medicinal chemical, and rool , modeling is 
described for determining the binding mode of ligande and the binding roles of 
their substituents. The first solution structure of an inhibitor bound to 
hepatitis C virus (HCV) polymerase provides practical information for the 
rational deaign of potential therapeutics against HCV infections. 
390811-66-2 669070-60-4 

RL: DMA (Drug mechanism of action); PAC (Pharmacological activity); PRP 
(Properties); THU (Therapeutic use); 9IOL (Biological study); USBS (Uses) 

(drug design and binding mode determination of benzimidazole inhibitors of 



hepatitis C virus RNA polymerase by a structure and dynamic* strategy) 

RN 390811-66-2 CAPLUS 

CN L-Tyroeine. 3- I (IB) - 2 -carboxyethenyl] -N- [ (1 -cyclohexyl -2- (3 - furanyl >- 1H- 
Denzimidazol-S-yl]carbonyl}- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry shown. 




€69070 -€0-4 CAPLUS 

lH-Benzimidazole-S-carboxamide. 1 -cyclohexyl -N- (2- (3,4- 
dimethoxyphenyi) ethyl] -2- |4- (2- [ [3- (dimethylamino) propyl J amino} - 
oxoethoxy] phenyl ] - (9CI) (CA INDEX HAMS) 



CH2-CH2-NH-C — 




— (CH 2 )3-NMe 3 
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The invention relates to a preparation of heterocyclic compds. of formula I 
(wherein: Rl is (cyclo) alkyl , cycloalkenyl , 4 to 7-membered heterocyclic 
ring, etc.; R2 is halogen or (un) substituted (hetero) aryl ; B is N and A is 
:CH-. or :N-. etc.; B is :C- and A ia O, S, or NH, etc.; Ml and M4 are 
independently selected from CR3; M2 and M3, when not linked to -C(:Y)Z, is 
CR3; R3 is H, halogen, CN, or azido, etc.], useful as inhibitors of RNA 
dependent RNA polymerases, particularly those viral polymerases within 
Flaviviridae family, more particularly to hepatitis C virus (HCV) 
polymerase. For instance, NS5B RNA dependent RNA polymerase inhibition of 
pyridinyl indole derivative II was determined (compound 101. table 1; ICS0 < 



733035-45-5P 733035-4€-€P 733035-48-8P 
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RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of heterocyclic compds., useful as inhibitors of RNA dependent 
RNA polymerases) 
733035-45-5 CAPLUS 

lH-Bcnz imidazole- 5-carboxamide, 1-cyclopentyl -N- (phenylsul f onyl) -2- (2- 
pyridinyl)- (9CI) (ca INDEX NAME) 




Ph- S-NH-C 



! XftO 
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RN 733035-51-3 CAPLUS 

CN lH-Benziraidezole-S-carboxamide, 1-cyclopentyl -3- (3 -furanyl ) -N- 
(phenylsulfonyl)- (9CI) (CA INDEX NAME) 



Ph- S-NH-C, 



RN 733035-46-6 CAPLUS 

CN lH-Benzimidazole-S-carboxamide, 1- cyclohexyl -N- (phenylsulf onyl ) -2- (2- 
pyridinyl)- (9CI) (CA INDEX NAME) 




Ph- S-NH-C. 



W; 



RN 733035-53-5 CAPLUS 

CN IH-Benzimidazole-S-carboxamide, 1-cyclopentyl-N- ( (2, 5- 

dimethoxyphenyl)eulfonyl) -2- <3- furanyl)- (9CI) (CA INDEX NAME) 
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OMo Q o 

6 



73303S-48-B CAPLUS 

IH-Benzimidazole-S-carboxamide, 1 - cyclohexyl -N- ( (2.5- 
dimethoxyphenyDsulfonyl] -2- (2 - pyridinyl ) - (9CI) (CA 
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CN IH-Benzimidazole-S-carboxamide. l-cyclohexyl-2- (3-furanyl) -N- 
(phenylsulfonyl)- (9CI) (CA INDEX NAME) 



Ph- S-NH-C. 



WO 
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lH-Benzimidazole-5-carboxamide, 1-cyclopentyl-N- ((2,5- 
diBethoxyphenyDsulfonyl)- 2- (2 -pyridinyl)- (9CI) (CA 
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CN lH-Benzimidazole-5-carboxaraide, 1 -cyclohexyl -N- ( (2,5- 

diaethoxyphenyDsulf onyl] -2- (3- furanyl)- (9CI) (CA INDEX NAME) 
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MARPAT 140:199315 



STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

iB The title compound I (Rl - C1-C6 alkyl. C3-C7 cycloalkyl. C6-C10 aryl. Cl-Cfi 
alkoxy, C6-C10 aryloxy, C6-C10 aryl (Cl-C6)alkyl. C6-C10 aryl (CI- C6) alkoxy . 
etc.; R3. R3 - independently C1-C6 alkyl. C3-C7 cycloalkyl. C6-C10 aryl. 
C1-C6 alkoxy, C6-C10 aryloxy, heterocyclyl , C6-C10 aryl (C1-C6) alkyl , 
C6-C10 aryl (CI -C6) alkoxy. etc.. with the proviso that one of R3 or R3 can 
be a bond and R3 and R3 are joined to form a cyclic atructure; R4 » C1-C4 



alkyl. optionally substituted with 1-3 halo. 1-3 oxygen, or 1-3 nitrogen, 
said R4 having an S at ereocon figuration; RS • H or a bond wherein R4 and 
R5 are joined to form a cyclic atructure] were prepared as inhibitors of HCV 
replication. Thus, reaction of 5- (4-aminophenyl) -3- (3-f luorophenyl imino) - 
3-furan-3-ylmethylthiazolidin-4-ona (preparation given) with 

N-benzyloxycarbonyl-L-alanyl chloride gave compound II. The prepared compds. 
were aasayed for the inhibition of HCV replicon cell line and were 
classified with activity of ECS0 < 0.1 uM, 0.1 uM S ECSO 
S 1 MM, 1 UM £ ECSO £ 5 UM. or ECSO £ 
5 UM. 
IT 491563-43-7 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(preparation of iminothiazol idinone amino acid derive, as inhibitors of HCV 
replication in co-administration with) 
RW 491563-43-7 CAPLUS 

CN 3-Propenoic acid. 3 - [4- ( [ U - [ Ul-cyclohexyl-3- (3- furanyl) - lH-benzimidezol - 
S-yHcarbonyl)amino}cyclopentyl)carbonyl)amino|phenyl}-. <3B)- (9CI) (CA 
INDEX NAME) 

Double bond geometry as shown. 
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• STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Disclosed are combination pharmaceutical agents for the treatment of an 
HCV infection compriaing a compound which is effective in inhibiting the 
function of the HCV NS5A protein and another compound having anti-HCV 
activity. Compds . which can inhibit the function of the NS5A protein have 
atructure I [Rl. R3. R3 are (cyclo) alkyl , aryl, alkoxy, aryloxy. 
aryl alkyl, etc.; R4 ia alkyl, optionally substituted by halogen, oxygen, 
or nitrogen; R3/R3 and R4/R5 can form rings) or their pharmaceutically- 
acceptable salt or prodrugs. Compds. having anti-HCV activity are 
•elected from HCV netalloprotease, HCV serine protease, HCV polymerase, 
HCV helicase. etc. Thus, compound II was prepared by reaction of 
5- (4-aminophenyl) -3- ( (3 - f luorophenyl ) imino] -3- (furen-3- 

ylmethyl)thiazolidin-4-one (preparation given) with N- (benzyloxycarbonyl ) -L- 
alanyl chloride (Cbz-L-Ala-Cl) and showed EC50 - 0.1-1 uM in the HCV 
replicon cell line assay. 
IT 491S83-43-7 

RL: PAC {Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(preparation of iminothiazol idinone amino acid derive, as combination 
pharmaceutical agents for use as inhibitors of HCV replication) 
RN 491583-43-7 CAPLUS 

CN 3-Propenoic acid. 3- [4- [ I {1- ( [ [l-eyclohexyl-3- (3-furanyl) -lH-benzimidazol- 
5-yl]carbonyl} amino} cyclopentyl] carbonyl) amino} phenyl]-, (3E)- (9CI) (CA 
INDEX NAME) 

Double bond geometry as shown. 
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an NSSB with lower affinity for template/primer 
substrata 
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>f the hepatitis C virus (HCV) RNA -dependent RNA 
polymerase with RNA substrate is incompletely defined. The authors have 
characterized the activities of the HCV NSSB polymerase, modified by 
different deletions and affinity tags, with a routinely used homo polymeric 
substrate, and established apparent affinities of the various NS5B 
constructs both for the NTP and the template/primer substrates. The 
authora identified a uniquely tagged HCV NS5B RNA polymerase construct 
with a lower affinity (higher Km) than mature HCV NSSB for template/ 
primer substrate and highlighted the use of such a polymerase for the 
identification of inhibitors of NSSB activity, particularly inhibitors of 
productive RNA binding. The characterization of specific 
benz imidazole- S-carboxaaide -baaed inhibitors, identified in a screening 
campaign, revealed that this class of compds. was non- competitive with 
regard to NTP incorporation and had no effect on processive elongation, 
but inhibited an initiation phase of the HCV polymerase activity. The 
potency of theae compds. vs. a panel of different NSSB polymerase 
constructs was inversely proportional to the enzymes' affinities for 
template/primer substrate. The benzimidazole- 5-carboxamide compds. also 
inhibited the full-length, untagged NS5B de novo initiation reaction using 
HCV 3'«UTR substrate RNA and expand the diversifying pool of potential HCV 
replication inhibitors. 
IT 390810-76-3 390810-83-0 390610-89-6 
669070-60-4 

RL: BSU (Biological study, unclassified); BIOL (Biological study) 

(inhibitor; hepatitis C virus RNA-dependent RNA polymerase NSSB with 
lower affinity for tempi ate /primer substrate inhibition by 
benzimidazole- 5- carboxamide- based inhibitors) 
RN 390810-78-3 CAPLUS 

CN Benzeneacetic acid, a- [ [ (l-cyclohexyl-3- (3- furanyl) -lH-benzimidazol- 
5 -yl J carbonyl) amino] -3, 4- dime thoxy- . (oS)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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L- Tyrosine , N- { [l-cyelohexyl-3- (3-furanyl) - lH-benzimidazol-S-yl] carbonyl] - 
(9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



Xxj:. 




RN 3908 10- 89- 6 CAPLUS 

CN L-Tyrosine, 0- (earboxymethyl) -N- [(1-cyclohexyl -2 - (3 -furanyl) -18- 
benzimidezol-S-yl) carbonyl]- OCX) (CA INDEX NAME) 

Absolute stereochemistry. 
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CN IH-Benz imidazole- S-carboxamide. 1-cyclohexyl-N- [2- (3.4- 

dimethoxyphenyl) ethyl] -2- (4- [2- 1 [3- (dimethylemino) propyl] amino] - 2- 
oxoethoxy] phenyl}- (9CI) (CA INDEX NAME) 



OMe 



CH2-CH2-NH-C 




" <CH 2 )3-MMe 2 
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AB Optimization of benz imidazole 5 - carboxamide derivs. previously identified 
as specific inhibitors of the NSSB polymerase of the hepatitis C virus 
(HCV) has led to the discovery of potent analogs that inhibit the enzyme 
at low- nanomolar concns. Greater than 800 -fold improvement in potency 
from the original lead structure was achieved through the combined effects 
of conformational rigidif ication. mol. size extension and the 
identification of previously unexploited interactions. Furthermore, these 
inhibitors retain specificity for HCV polymerase relative to other viral 
and mammalian RHA polymerases. 

IT 39O810-78-3P 390810-63-OP 390B12-30-1P 
390814-23-9P 390814-23-OP 390814-36-5P 
390814-37-6P 390814-48-9P 676618-19-2P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(benzimidazole S-carboxylic amide derivs. as inhibitors of hepatitis C 
virus NSSB polymerase) 
RN 3 908 10 -78 -3 CAPLUS 

CN Benzeneacetic acid, o- (( (1-cyclohexyl -3- (3- furanyl )- IH-benzimidazol - 
5-yl]carbonyl] amino] -3 , 4 -dimethoxy- . <oS) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 390810-83-0 CAPLUS 

CN L-Tyrosine, N- 1 (1-cyclohexyl -3- (3-f uranyl) - IH-benzimidazol -S-yl] carbonyl ] - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



TXX. 





RN 390813-20-1 CAPLUS 

CN L- Phenylalanine, N- J 1 1-cyclohexyl -2 - (3 - furanyl ) - lH-benzimidazol-5- 
yl]carbonyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 390814-36-5 CAPLUS 

CN Benzeneacetic acid, a- [ [ |l-cyclohexyl-2- (2-pyridinyl) -1H- 

benzimidazol-S-yl] carbonyl] amino] -3, 4-dimethoxy- , (oS) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 





RN 390814-22-9 CAPLUS 

CN lH-Benzimidazole-S-carboxamide, 1-cyclohexyl-N- [ (IS) - 1- (3 . 4- 

dimethoxyphenyl)ethyl]-3-(3-pyridinyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 390814-37-6 CAPLUS 

CN L-Tyrosine. N- [ (1-cyclohexyl -3- (3 -pyridinyl) - IH-benzimidazol- 5- 
yl] carbonyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 





RN 390814-33-0 CAPLUS 

CN 1H -Ben 1 imidazole- S-carboxamide, 1-cyclohexyl-N- [ (1R) -1- (3,4- 

dimethoxyphenyl) ethyl] -2- < 2 -pyridinyl ) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 390814-48-9 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, 1-cyclohexyl-N- [ (3.4- 

dimethoxyphenyl) methyl] -2- (2-pyridinyl) - (9CI) (CA INDEX NAME) 



^s^— CH2-N 




RN 676616-19-2 CAPLUS 

CN L- Phenylalanine. N- [ (l-eyclohexyl-3- (2-pyridinyl) -lH-benzimidazol-5- 
yljearbonyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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CAS REACT 140:246106 
Benzimidazole S - carboxamide derive, from a combinatorial screening library 
were discovered as specific inhibitors of the NSSB polymerase of the 
hepatitis C virus (HCV) . Initial hit -to- lead activities taking advantage 
of high-throughput parallel synthetic techniques, identified a 
1, 2-disubstituted benzimidazole S-carboxylic acid acaffold as the min. 
core for biol . activity. Potent analogs in this series inhibit the 
polymerase at low micromolar concns. and provide an attractive 'drug- like' 
lead structure for further optimization and the development of potential 
HCV therapeutics. 
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669070-60-4P 

RL: PAC (Pharmacological activity); PRP (Properties); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation) ; uses (Uses) 

(discovery and preliminary SAR of benzimidazole deriva . aa inhibitora 

of hepatitis C virus NSSB polymerase) 
669070-60-4 CAPLUS 

1H- Benzimidazole -S- carboxamide, 1-cyclohexyl-N- [2- (3,4- 
dimethoxyphenyl) ethyl) -2- {4- (2- I (3- (dimethylamino) propyl] amino] -2- 
oxoethoxylphenyl] - (9CI) (CA INDEX NAME) 



OMe 



CH2 ~ CH 2 - NH- C — 




O-CHz-C-NH- 



THU 



— (CH 2 )3-NMe2 

IT 390811-96-8P 390814-48-9P 669070-61-SP 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); uses 
(Uses) 

(discovery and preliminary SAR of benzimidazole derivs. as inhibitors 
of hepatitis c virus NS5B polymerase) 
RN 390811-96-8 CAPLUS 

CN 1H- Benzimidazole- 5- carboxamide, l-cyclohexyl-N- [2- (3,4- 

dimethoxyphenyl)ethyl]-2- (2-pyridinyl) - (9CI) (CA INDEX NAME) 



OMe 




390814-48-9 CAPLUS 

lH-Benzimidazole-5-carboxamide, 1-cyclohexyl-N- ( (3,4- 
dimethoxyphenyl) methyl] -2- (2-pyridinyl) - (9CI) (CA INDEX NAME) 



OMe 

°\J\ 0 

T il 11 

CH2-NH-C- 
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669070-61-5 CAPLUS 

lH-Benzimidazole-5-carboxamide, 1-cyclohexyl-N- (3,4-dimethoxyphenyl) -2- (2- 
pyridinyl)- (9CI) (CA INDEX NAME) 



these compds. map to proline 495, a residue located on the surface of the 
polymerase thumb domain and away from the active site. Substitution of 
this residue is sufficient to make the HCV enzyme and replicons resistant 
to the inhibitors. Interestingly, proline 495 lies in a recently 
identified noncatalytic OTP-binding site, thus validating it as a 
potential allosteric site that can be targeted by small -mol. inhibitors of 
HCV polymerase. 
658693-60-8 

RL: DMA (Drug mechanism of action); PAC (Pharmacological activity); THU 

(Therapeutic use); BIOL (Biological study); USES (Uaes) 

(mechanism of action and antiviral activity of benzimidazole -based 
allosteric inhibitors of hepatitis C virus RNA- dependent RNA 
polymerase) 

658693-60-8 CAPLUS 

1H- Benzimidazole -S-carboxylic acid, 2- (4- { (4 ' -chloro-4- [ (4-hydroxy-l- 
piperidinyDcarbonyl] (1. 1 ' -biphenyl] -3-yl)methoxy] -2-f luorophenyl] -1- 
cyclohexyl- (9CI) (CA INDEX NAME) 
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Journal 
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The RNA- dependent RNA polymerase of hepatitis C virus (HCV) is the 
catalytic eubunit of the viral RNA amplification machinery and is an 
appealing target for the development of new therapeutic agents against HCV 
infection. Nonnucleoside inhibitors based on a benzimidazole scaffold 
have been recently reported. Compds. of this class are efficient 
inhibitora of HCV RNA replication in cell culture, thus providing 
attractive candidates for further development. Here we report the 
detailed anal, of the mechanism of action of selected benzimidazole 
inhibitora. Kinetic data and binding expts. indicated that these compds. 
act aa alloateric inhibitors that block the activity of the polymerase 
prior to the elongation step. Escape mutations that confer resistance to 
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of formula I [Q » CH, N; Rl • tetrazolyl, MeCONHS02 . PhC0NHSO2, 
etc.; R2 • CH2-aryl. CHPh2, etc.; R3 ■ cycloalkyl] are prepared which are 
uaeful in treating viral hepatitia C. Thus, II wae prepared and had an IC50 
of 0.14 uM againat HCV NSSB RdRp {RNA-dependent RNA polymeraae) . 
503857-59-8P 5038S7-60-1P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic mil ; BIOL (Biological atudy) ; PREP (Preparation); USES 
(Uaea) 

(preparation of phenyl ben z imidazole compda. for treating hepatitia C viral 
infection) 
503657-59-6 CAPLUS 

lH-Benzimidazole-S-carboxAmide. l-cyclohexyl-2- 14- (phenylmethoxy) phenyl ] -N- 
(phenylaulfonyl)- (9CI) (CA INDEX NAME) 
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503657-60-1 
1H - Bens imidazole- 5 - carboxamide , 
(phenylmethoxy) phenyl]- (9CI) 



o 



1-cyclohexyl-N- (methyleulf onyl) -2- (4- 
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RACT 
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(preparation of phenylbenz imidazole compda. for treating hepatitia C viral 

infection) 
347166-09-0 CAPLUS 

IH-Benzimidazole-S-carboxylic acid, l-cyclohexyl-2- (4- 
(phenylmethoxy) phenyl)- (9CI) (CA INDEX NAME) 




503859-29-6 CAPLUS 

IH-Benzimidazole-S-carboxylic acid, l-cyclohexyl-2- (4- 
(phenylaethoxy) phenyl]-, methyl eater (9CI) (CA INDEX NAME) 
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carboxamido. etc.; R2 ■ alkyl. haloalkyl, cycloalkyl. cycloalkenyl , etc.; 
B, D, X - N, CRS; R5 - H, halo, alkyl, etc.; Z • N, O. NR6; R6 - H. alkyl. 
cycloalkyl, etc.; R3-4 ■ H, alkyl, haloalkyl, cycloalkyl, etc.; Yl-2 - O, 
S; R7 ■ H, alkyl, cycloalkyl, etc.) are prepared For inetance, Et 
4-chloro-3-nitrobenzoate (preparation given) ia treated with cyclohexylamine 
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(DMF. oxone) and the reaulting adduct eeponified (MaOH, HOAc) to give II. 
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4915B4-37-3P 4915S4-39-SP 491SS4-41-9P 
491584-44-3P 491584-48-6? 491S64-49-7P 
491584-50-0P 491S84-53-3P 49X584-54-4P 
491S84-56-6P 491584-S8-8P 491SB4-60-3P 
491S84-63-4P 491584-68-OP 4915B4-7X-SP 
491S84-74-BP 491584-77-1P 491SB4-79-3P 
491S84-83-8P 491564-84-OP 491564-66-3P 
491S84-8B-4P 4915B4-90-BP 491S64-93-0P 

491584- 94-3P 491SB4-98-6P 491SBS-00-3P 

491585- 03-5P 491585-04-7P 49158S-06-9P 
491S85-0B-1P 491S85-10-5P 4915BS-14-9P 
49158S-16-1P 491SB5-17-3P 491S8S-19-4P 
491S85-31-BP 491S85-33-0P 491SSS-3S-3P 

RL: PAC (Pharmacological activity); SPM (Synthetic preparation); THU 
(Therapeutic use); 9I0L (Biological atudy) ; PREP (Preparation); USES 
(UMl) 

(preparation of benz imidazoles as inhibitor* of hepatitis C virus 
polymerase) 
RN 491583-43-5 CAPLUS 

CN Benzoic acid. 3- ( [3- ( { (1-cyclohexyl- 3- (3-furanyl) -lH-benzimidazol-5- 
yl Icarbonyl ) amino] -1-oxopropyl ] amino) - (9CI) (CA INDEX NAME) 



0 He 

II I II 
MH-C-CH-NH 



-o 



RN 491583-44-6 CAPLUS 

CN 3-Propenoic acid, 3- [3- | (3- ( [ (l-cyclohexyl-3- (3-furanyl) - lH-benzimidazol - 5- 
yllcarbonyl] amino)- 1-oxopropyl 1 amino] phenyl)-, (3R)- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 491582-45-7 CAPLUS 

CN Benzenebutanoic acid. 4- [ {3- [ ( (l-cyclohexyl-2- (3- furanyl) -lH-benzimidazol- 
S-yl) carbonyl) amino) - 1-oxopropyl J amino) - (9CI) (CA INDEX NAME) 



Yjl if 

— NH- C- CH- N 



T 



-o 



R— 

491583-46-8 CAPLUS 

Benzeneacetic acid. 3- ( [3- ( [ [l-cyclohexyl-3- (3 - f uranyl ) -lH-benziaid*zol -5- 
yl) carbonyl) amino) -1-oxopropyl) amino) -4 -hydroxy- (9CI) (CA INDEX NAME) 



-NH-C-CH-NH 



L CCr- 



X) 



R-^}o 



RN 491S83-48-0 CAPLUS 

CN 2-Propenoic acid. 3- [4- ([ (3S) -( [(l-cyclohexyl-3- (3-furanyl) -1H- 

benzimidazol - 5 -yl] carbonyl] amino) phenylacetyl) amino] phenyl] - , (3B) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 



Ph 0 




RN 491583-49-1 CAPLUS 

CN 2-Propenoie acid. 3- [4- f [ (3R> -{[ (l-cyclohexyl-3- (3-furanyl) -1H- 

benzimidazol- 5 -yl] carbonyl] amino) phenylacetyl) amino] phenyl] -. (3B) - 
(CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




II I 

NH-C-CH-NH- 



RN 491583-50-4 CAPLUS 

CN Benzeneacetic acid, 3- [ (2- [ ( [l-cyclohexyl-3- (3-furanyl) - lH-benzimidazol -S- 
yl] carbonyl) amino) -1-oxopropyl) amino] - (9CI) (CA INDEX NAME) 



H2 _ 



0 Me 

II I II 
NH-C-CH-NH-C 



-o 



RN 491583-54-8 CAJLUS 

CN 3-Propenoic acid, 3- [2-chloro-S- I {2- [ [ |l-cyclohexyl-3- (3-furanyl) -1H- 

benzimidazol-5-yl] carbonyl) amino] - 1-oxopropyl) amino] phenyl] -, (38) - (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 



RN 491583-51-5 CAPLUS 

CN Benzeneacetic acid, 4- { [3- [ I [l-cyclohexyl-3- (3-furanyl) -lH-benzimidazol-S- 
yl ) carbonyl) amino) -1-oxopropyl) amino] - (9CI) (CA INDEX NAME) 



Vl i?r 

NH- C- CH- N 



~0 




491583-53-7 CAPLUS 

Benzeneacetic acid, 4- {[3- [[(l-cyclohexyl-3- (3 - f uranyl) - IH-benzimidazol- 5- 

yl] carbonyl ) amino) -1-oxopropyl] amino] - a- methyl- (9CI) (CA INDEX 

NAME) 



CD 2 H 



491582-55-9 CAPLUS 

Butanoic acid. 3- [ (3- [ (3- [ [ (l-cyclohexyl-3- (3-furanyl) - lH-benzimidazol -5- 
yl) carbonyl) amino) -1-oxopropyl) amino] phenyl] methylene] -, (2B) - (9CI) (CA 
INDEX NAME) 



Double bond geometry as shown. 




4915B2-56-0 CAPLUS 

3-Purancarboxylic acid. 5- [3- [ [3- ([ (l-cyclohexyl-3- (3- furanyl) -1H- 
benziaidazol - S -yl ] carbonyl ) amino] - 1 -oxopropyl ] amino) phenyl ] - ( 9CI > 




RN 491583-57-1 CAPLU3 

CN 3-Propenoic acid, 3 - [4- I ( (3S) -3- I [ U-cyciohexyl -3- (3 - furanyl > - 1H- 

benzimidazol -5 -yl J carbonyl J amino) - 3 -methyl- 1-oxopentyl ) amino] phenyl 1 - . 
<3B)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
Double bond geometry ae ahovn. 




RN 491582-61-7 CAPLUS 

CM 2-Propenoic acid. 3- (4- [ I3-cyclohexyl-2- [ [ [1-cyclohexyl -3- (3-furanyl) -1H- 
benzimidazol-S -yl]carbonyl) amino) - 1-oxopropyl] amino] phenyl} ♦ . (2B) - <9CI> 
(CA INDEX NAME) 

Double bond geometry as ihown. 




491583-63-8 CAPLUS 

3-Propenoic acid, 3- {4 - [ [ (3R) -3 - [ I [l-cyclohexyl-2 - (3- f uranyl) -1H- 
benzimidazol-S-yl) carbonyl) amino] - l-oxo-4-phenylbutyl) amino] phenyl] - 
(3E)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
Double bond geometry aa ahovn. 




491582-63-9 CAPLUS 

2-Propenoic acid. 3- (4- [ [ { [ U-cyclohexyl -2- (3- furanyl >-lH-benzimidazol-S- 
yl} carbonyl] amino) phenylacetyl) amino) phenyl] -. (2E)- (9CI) (CA INDEX 



Double bond geometry i 



HQ 2 C' 



X) 



RN 491582-64 -0 CAPLUS 

CN 2-Propenoic acid, 3- {4- [ [cyclohexyl t [ (l-cyclohexyl-2- (3- f uranyl) - 1H- 
bemimidazol -5-yl) carbonyl] amino) acetyl) amino) phenyl] -, (2B> - (9CI) 
INDEX NAME) 

Double bond geometry as shown. 




RN 491582-65-1 CAPLUS 

CN 2-Propenoic acid, 3- [4- { I (3S) -3- {1, 1* -biphenyl) -4-yl-3- [ I [1-cyclohexyl -3- 
(3 -f uranyl) - lH-benzimidazol -5 -yl] carbonyl] amino) - 1-oxopropyl] amino) phenyl) - 
. (3B)- (9CI) (CA INDEX NAME) 

Abaolute stereochemistry - 
Double bond geometry aa shown. 




lH-Benzimidazole-5-carboxamide, 1-cyclohexyl -3- (3-furanyl> -N- [2- ( (4' - 
hydroxy [1.1 '-biphenyl) -3 -yl) amino] -l-methyl-2-oxoethyl) - (9CI) (CA INDEX 
NAME) 




RN 491582-66-2 CAPLUS 

CN 2-Propenoic acid. 3- {4- I [ [ ( [l-cyclohexyl- 3 - (3-furanyl) - lH-benzimidazol - 5- 
yl ) carbonyl] amino]- 3 -thienylacetyl] amino) phenyl]-. (3E) - (9CI) (CA INDEX 
NAME) 

bond geometry aa shown. 




491582-70-8 CAPLUS 

1H- Benz imidazole -S-carboxamide, N- (2- [ (3 ' -amino [1 , 1 • -biphenyl] -3-yl)amino) - 
l-methyl-3-oxoethyl) -l-cyclohexyl-2- (3-furanyl)- (9CI) (CA INDEX NAME) 



RN 491582-71-9 CAPLUS 

CN Acetic acid, (4- {2- ([ <2R) -2- [( {l-cyclohexyl-2- (3 - f uranyl) - lH-benzimidazol- 
5-yl] carbonyl] amino] - l-oxopropyl ] amino) -4-thiazolyl] phenoxy] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



X) 




RN 491582-68-4 CAPLUS 

CN 1H- Benz imidazole- S-carboxamide, l-cyclohexyl-2- (3-furanyl) -N- [3- ( (3' - 
hydroxy [1, 1* -biphenyl) -3 -yl) amino) -1-methyl -3-oxoethyl J - (9CI) (CA 
NAME) 



O Ma 

II I II 
-C-CH-NH- C 



9 



RN 4 91583-72-0 CAPLUS 

CN lM-Benzimidazole-5-carboxamide, N- [ (1R) - 3- ( (4 - (3-amino-4- 

th i a zolyl) phenyl) amino) - 1 -methyl - 3 -oxoethyl ) -l-cyclohexyl-2- (3-furanyl) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry . 



X) 



RN 491583-69-5 CAPLUS 




X) 



RN 491583-73-1 CAPLUS 

CN Propanoic acid. 3- (4- [ l(2R) -2- [ Ul-cyelohexyl-3- (3-furenyl) -1H- 

benzimidazoi-5-yl] carbonyl] amino] - l-oxopropyl] amino] phenoxy] -2 -methyl - 
(9CI) (CA INDEX NAME) 

Absolut© stereochemistry. 



xXX 




RN 491582-75-3 CAPLUS 

CN 3-Furancarboxylic acid. 5- [4- [ ( (2R) -2- [ U l-cyclohexyl-2- (3-furanyl) -1H- 
benzimidazol-S-yl] carbonyl] amino] - l-oxopropyl ] amino] phenyl) -2 -methyl - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




X) 



491S82-81-1 CAPLUS 

2-Furencarboxylic acid. 5- [4- I ( [1- [ [ U-cyclohexyl-2- (3-furanyl) -1H- 
benzimidazol-S-yl] carbonyl] amino] cyclopentyl] carbonyl] amino] phenyl] - 
methyl eater (9CI) (CA INDEX NAME) 



RN 491S82-B2-2 CAPLUS 

CN lH-Benzimidazole-5-carboxamide. l-cyclohexyl-2- (J-furenyl> -N- I (1R> -3- (|4- 
(3 -euranyl) phenyl] amino) -l-methyl-2-oxoethyl] - (»CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 491502-84-4 CAPLUS 

CN 3-Propenoic acid. 3- (4- ([ [1- [ [(l-cyclohexyl-2- (3-furanyl) -lH-benzimidazol - 
5 -yl) carbonyl] amino) cyclopentyl] carbonyl] amino] phenyl] - , ethyl eater, 
<2E>- (9CI) (CA INDEX NAME) 

Double bond geometry am shown. 




RN 491582-8S-6 CAPLUS 

CN lH-Benzimidazole-5-carboxaaide, 1-cyclohexyl-N- [(lR)-2-{(4- (2 , S-dihydro- 5- 
oxo- 3 -Curanyl) phenyl] amino) - 1 -methyi-2-oxoethyl] -2- (3-furanyl) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




4915B2-91-3 CAPLUS 

lH-Indole-2-carboxylic acid. S- ( [(l- [ i [l-cyclohexyl-3 - (3-furanyl) -1H- 
benzimidazol-5-yl] carbonyl] amino] cyclopentyl] carbonyl) amino] -1- 
(phenylmethyl) - (9CI) (CA INDEX NAME) 




p 

-ax 



9 



cf- 



RN 491582-90-2 CAPLUS 

CN 2-Propenoic acid. 3- {3- [[ (1- [( (l-cyclohexyl-3- (3-furanyl) - lH-benzimidazol - 
5 -yl) carbonyl] amino] cyclopentyl] carbonyl] amino) -4- (4 -morpholinyl) phenyl) -. 
(2E)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



491582- 94 -fi CAPLUS 

Benzenepropanoic acid, 4- [ I U- ( ( (l-cyclohexyl-2- (3-furanyl) -1H- 
benzimidazol-5-yl}csrbonyl]amino)cyclopentyl)carbonyl]aaino) - &• 
methoxy- (9CI) (CA INDEX NAME) 



CH- CH2-CO2H 



NH 

_! . Q 



4 91SB2-9S-7 CAPLUS 

Benzoic acid. 2-chloro-4- [ [(1- (( U - cyelehexyl - 2 - (3-furanyl) -1H- 
benzimidazol-5-yl)carbonylJamino)cyclopentyl]carbonyl)a»ino) - (9CI) 



INDEX HAMS) 
COaH 

RN 491562- 97-9 CAPLUS 

CN Benzoic acid. 3- ( ( (1- [ ( [l-cyclohexyl-2- (3-furanyl) -iH-benximidazol-S- 

yl)carbonyl)amino)cyclopentyl]carbonyl)ainino)-4-inethoxy- (9CI) (CA INDEX 
NAME) 

M«0 J 

NH f^-O 

d--"'Xx3.X) 

RN 491582-98-0 CAPLUS 

CM Glycine. N- (4- [ [ [1- I [ (l-cyclohexyl-2- ( 3 - f uranyl ) - lH-b«nzimidazol - 5 - 

yljearbonyl)amino]cyclopentyl)carbonyl]aiaino]bcnzoyl) • (9CI) (CA INDEX 
MAKE) 

0 

II 

C- NH-CH2-C0 3 H 
RN 491582-99-1 CAPLUS 

CN Benzoic acid. 4- [( (1- [( (l-cyclohexyl-2- (3- furanyl) -lH-benziraidazol-S- 


yl ) carbonyl) amino] cyclopentyl) carbonyl] amino) -3 -methoxy- (9CI) (CA INDEX 
NAME) 

m r~°\ 

RN 491583-00-7 CAPLUS 

CN 1,3-Benzenedicarboxylic acid, 5- [[ [1- [( (l-cyclohexyl-3- (3-furanyl) -1H- 

benziaidazol-S-yl] carbonyl) ami no} cyclopentyl] carbonyl } amino] - (9CI) (CA 
INDEX NAME) 

Y 

RN 491S83-02-9 CAPLUS 

CN lH-Benzioidazole-5-carboxamide. l-cyclohexyl-2- (3-furanyl) -N- [1- 11(4'- 

hydroxy(l,l , -biphenyl]-4-yl)aminolcarbonyl]cyclopentyl]- (9CI) (CA INDEX 
NAME) 

OH 


RN 491583-04-1 CAPLUS 

CN Benzenepropanoic acid, 3- [ [ [1- [((l-cyclohexyl-2- (3-furanyl) -1H- 

benzimidazol- 5 -yl) carbonyl JaminoJ cyclopentyl) carbonyl J amino J - (9CI) (CA 
INDEX NAME) 

HO2C-CH2-CH2 

RN 491583-09-6 CAPLUS 

CN 1,3-Benzenedicarboxylic acid, 5- ([ (1- ([ (l-cyclohexyl-2- (3-furanyl) -1H- 

benzimidazol-5-yl] carbonyl] amino) cyclopentyl) carbonyl ] amino) - , mononethyl 
eater (9CI) (CA INDEX NAME) 

O 
II 

M.O-C^^C0 2 H 

V 

RN 491S83-10-9 CAPLUS 

CN Benzoic acid, 4- ( (2- [ [ (l-cyclohexyl-2- (3-furanyl) - lH-benzimidazol-S- 
yl] carbonyl) aminoj - 1-oxopropyl] amino] - (9CI) (CA INDEX NAME) 

H ° 2C \^T\ O Me O 

k^s^i 1 NH-C-CH-NH-C— if ^ R 

R-^} 0 
RN 491583-11-0 CAPLUS 

CN 2-Propenoic acid, 3- (4- ( {2- ( t (l-cyclohexyl-2- (3-furanyl) -lH-benzimidazol-5- 


yl) carbonyl] amino] - 1-oxopropyl] amino) phenyl) (2E)- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 

Me o r == \ 

RN 491583-15-4 CAPLUS 

CN Benzoic acid, 3- [ [2- [( [l-cyclohexyl-2- (3-furanyl) - lH-benzimidazol-5- 

yl) carbonyl) amino) -1-oxopropyl) amino] -4-hydroxy- (9Ct) (CA INDEX NAME) 

C0 2 H 

^\ O Me O 

V^/J NH- C- CH- NH- C 0^ ff R 

- 

RN 4915B3-1C-5 CAPLUS 

CN 2-Propenoic acid. 3- (4 - ( [ (28) -2- ( ( [l-cyclohexyl-3- (3- f uranyl) - 1H- 

benzimidazol-5-yl) carbonyl) amino] -1-oxopropyl) amino] phenyl) - , Us) - (9CI) 
(CA INDEX NAME) 

Abeolute atereochemiatry . 
Double bond geometry as ahown. 

Me 0 r=n 

H0 2 C 

RN 491583-17-6 CAPLUS 

CN 2-Propenoic acid. 3- [4- ( I (2R) -2- ( ( (l-cyclohexyl-2- (3-furanyl) - 1H- 

beniimidazol -5-yl] carbonyl )a»ino] -1-oxopropyl ] amino] phenyl) -, (2E) - (9CI) 
(CA INDEX NAME) 

Absolute atereochemiatry. 



Double bond geometry an shown. 




RN 491583-18-7 CAPLUS 

CM Acetic ecid. [4- [ (2- I ( [l-cyclohexyl-2- (3-furenyl) -lH-benzimidezol - 5- 

yl] cerbonyl] amino) -l-oxopropyl] emino] phenoxy] - (9CI) (CA INDEX NAME) 



" a \^r\ O Me 0 

r iL 11 1 11 

l^^J NH-C-CH-tfH-C 



TO 



-o 



491S63-19-8 CAPLUS 

Acetic acid, [3- [ [2- [ I [l-cyclohexyl-2- (3- furanyl) - IH-benzimidazol - 5- 
yljcarbonyl) amino) -l-oxopropyl] emino) phenoxy]- (9CI) (CA INDEX NAME) 



O Me 

II I 

NH-C-CH-NH-C 



-oa 



491583-20-1 CAPLUS 

2-Furencerboxylic acid, 5- [4 - { {2 - I ( [1-cyclohexyl -2- (3 -furanyl) -1H- 
benzimidazol-S-yl]carbonyl] amino] -l-oxopropyl) amino] phenyl] - (9CI) 
INDEX NAME) 



491583-22-3 CAPLUS 

2-Furancarboxylic ecid, 5- [3- [ (2- { ( U-cyclohexyl-2- (3- f uranyl ) - 1H- 
benzimid«zol-5-yl] cerbonyl] emino] -l-oxopropyl] eoinolphenyl) - (9CI) 
INDEX NAME) 



TO2C ~t>iCr™ 44 "- ra4 i03-Q 

RN 491583-37-8 CAPLUS 

CN 2-Propenoic ecid, 3- [4- [ [2- 1 1 [l-cyclohexyl-2- (3- furanyl ) - lH-benzimidazol-5- 
yl] carbonyl] amino] -l-oxo-3-phenylpropyl] emino] phenyl) -, (2B)- (9CI) (CA 
INDEX NAME) 

Double bond geometry ee shown. 





^ y N 



X) 



RN 491583-29-0 CAPLUS 

CN 2-Propenoic acid. 3- {4- { [2- [[ [l-cyclohexyl-2- (3-furenyl) -lH-benzimidazol-S- 
yllcarbonyl] amino] - 1-oxopentyl) amino) phenyl ]- . (2E> - (9CI) (CA INDEX 
NAME) 

Double bond geometry ae ahown. 



n-Pr O 




RN 491583-32-5 

CM 2-Propenoic acid, 3- [4- [[ (2S) -3- [[ [l-cyclohexyl-2- (3-furenyl) -1H- 

benzimidazol-S-yl] cerbonyl] amino] -4-hydroxy- 1-oxobutyl ] amino) phenyl) - 
(2B)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
Double bond geometry as shown. 




X) 




RN 491583-37-0 CAPLUS 

CN Benzenepropenoic ecid, 4- [[ (2R) -2- ({ [l-cyclohexyl-2- (3-furenyl) -1H- 
benzimidazol-S-yl] cerbonyl) emino] -l-oxopropyl) emino] - (9CI) (CA I! 
NAME) 

Absolute stereochemistry. 




X) 



RN 491583-33-6 CAPLUS 

CN 2-Purancarboxylic ecid, 5- {3- [( (2R) -2- [{ (l-cyclohexyl-2- (3-furanyl) -1H- 
ben zimida zol- 5 -yl] cerbonyl] amino] -l-oxopropyl] amino] phenyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 491583-38-1 CAPLUS 

CN 2-Propenoic ecid, 3- [4- [ [ ( ( 1R) - 1 - [ I (l-cyclohexyl-2- (3- furanyl ) -1H- 

benzioidezol-5-yl) cerbonyl) emino] -2-ethenylcyclopropyl] cerbonyl] amino) phen 
yl}-, <2S)- <9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 491583-35-8 CAPLUS 

CN 2-Furancarboxylic ecid, 5- [4 -[( (2R) -2- [( (l-cyclohexyl-2 - (3- furanyl >- 1H- 
benzimidezol - 5 -yl] cerbonyl) emino) -l-oxopropyl ] emino] phenyl ] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 491583-39-2 CAPLUS 

CN 2-Propenoic ecid, 3- [4- ( [((lfl) -1- f [{l-cyclohexyl-2- (3-furenyl) -1H- 

benzioidezol-5-yl] cerbonyl] emino] -2-ethenylcyclopropyl] cerbonyl] emino) phen 
yl]-, (2B)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 491583-40-5 CAPLUS 

CM 2-Propenoic acid. 3- [4 - [ [ [1- [ [ [1-cyclohexyl -3 - (3 - f uranyl) - lH-benzimidazol - 
S-yi]cei1>c«yl)amino]cyciopropyl]carbonylla«ino]phenyll -, (28)- (9CI) (CA 
INDEX KAKB) 

Double bond geometry as shown. 




RN 491503-42-7 CAPLUS 

CN 2-Propenoic acid, 3- (4- [Ml- If 1 1 -cyclohexyl- 2- (3-furanyl) - 1H - benz imidazol - 
S-yl]carbonyl)amino)cyclopentyl}carbonyl)amino)phenyl] -, (2B) - (9CI) (CA 
INDEX NAME) 

Double bond geometry am »hovn . 




4915B3-44-9 CAPLUS 

2-Propenoic acid, 3- {4- { [ [1- 1 1 [l-cyclohexyl-2- (3-furanyl) -lH-benzimidazol- 
S-yl] carbonyl) amino) cyclohexyl] carbonyl] amino] phenyl]-, (2E) - (9CI) (CA 
INDEX NAME) 



Double bond geometry as shown. 




RN 491585-46-1 CAPLUS 

CN Acetic acid, [ {4- (( (2R) -2- [ I |l-cyclohexyl-2- (3-furanyl) -lH-benzimidazol-S- 
yl Icarbonyl] amino] -1-oxopropyl) amino] phenyl} thio] - (9CI) (CA INDEX NAKS) 

Absolute stereochemistry- 




RN 491S83-48-3 CAPLUS 

CN 3-Furancarboxylic acid, 5- [3- [{ (2R) -2- ([ [l-eyclohexyl-3- (3-furanyl) -1H- 
benzimidazol-5-yl) carbonyl] amino] -1-oxopropyl) amino) phenyl] -2-methyl- 
(9CI) (CA INDEX KAKB) 

Absolute stereochemistry. 




491583-50-7 CAPLUS 

2-Propenoic acid, 3- [4- {( (2R) -2- [[ [l-cyclohexyl-2- (3- furanyl) -1H- 
benzimidazol- 5-yl) car bony 1] amino) -1-oxobutyl] amino] phenyl) -, <2B) - 
(CA INDEX HAKE) 



Absolute stereochemistry. 
Double bond geometry as afc 




HQ 2 C 



RN 4 91583-52-9 CAPLUS 

CN 2-Propenoic acid, 3- [4- [[ (2R) -2- [( (l-cyclohexyl-2- (3-furanyl) -1H- 

benzimidezol-5-yl] carbonyl) amino) -1-oxopentyl] amino] phenyl) - , (28) • (9CI) 
(CA INDEX NAHB) 



Absolute stereochemistry. 
Double bond geometry as shown. 



RN 491583-58-5 CAPLUS 

CN 2-Propenoic acid, 3- (4- [[[[ (l-cyclohexyl-2- (3 - furanyl) - lH-benzimidezol - 5- 
yl) carbonyl] amino] acetyl] amino] phenyl] (2E>- (9CI) (CA INDEX NAKB) 

Double bond geometry as shown. 



RN 491SB3-S9-B CAPLUS 

CN 2-Propenoic acid. 3- (4- I ( [1- [ [ [l-cyclohexyl-2- (3-furanyl) - lH-benzimidazol - 
5 -yl Icarbonyl] amino] cyclopentyl Icarbonyl) amino) phenyl) -2 -methyl-, (28) - 
(9CI) (CA INDEX NAME) 

Double bond geometry as shown. 





491583-76- 7 CAPLUS 

2-Propenoic acid, 3- [4- [[ [1- ( I (l-cyclohexyl-2- (3-furanyl) - lH-benzimidazol- 
S-yl) carbonyl) amino] cyclopentyl Icarbonyl] amino] -2-methylphenyl] - , (2B) - 
(9CI) (CA INDEX NAME) 



Double bond gei 



tetry as shown. 



HOjC 

RN 491S83-S4-3 CAPLUS 

CN 2-Furancarboxylic acid. 5- [4- [ ( [l- [ [ H -cyclohexyl -2- 13-furanyl) -1H- 
benzimidazol- 5 -yl Icarbonyl) amino] cyclopentyl] carbonyl] amino] phenyl] - 
(CA INDEX NAME) 





H0 2 C 


if 


KH ^0 

V-T xj—l-U 




RN 491563-78-9 CAPLUS 

CM 1-Piperidinecarboxylic acid, 4- { [ (4- 1 (IB) -2-carboxyethenyl] phenyl) amino] ca 
rbonyl) -4- [[ (l-cyclohexyl-3- (3-furanyl) - lH-benzimidazol - S- 
yl ] carbonyl} amino] -, 1- (1 , 1-dimethylethyl ) eater (SCI) (CA INDEX HAMS) 

Double bond geometry aa shown . 


RN 491583-62-S CAPLUS 

CN 2-Thiazolecarboxylic acid. 5- (4- { ( [l- ( [ [1-cyclohexyl -3 - (3 - furanyl) - 1H- 
benzimidazol - 5 -yl] carbonyl] amino] cyclopentyl] carbonyl) amino] phenyl] -4- 
metnyi- lyw-Lj iriu&A nanai 




H0 2 C 

Me 


\^ 


y 

NH r-o. 

k_r XJ 1 — »-U 


RN 491583 -SO- 3 CAPLUS 

CN 4-Thiazolecerbcxylic acid, 3- (4- { [ {l- ( ( [l-cyclohexyl-3- (3-furanyl) -1H- 

bensiraidazol-S-yl} carbonyl) amino) cyclopentyl) carbonyl) amino) phenyl) - (9CI) 
(CA INDEX NAME) 


RN 491563*64-7 CAPLUS 

CN Alaninamide, N- [ (l-cyclohexyl-3* (3-furanyl) -lH-benziraidazol-S- 

yl 3 carbonyl) alanyl-N- [4- (3-carboxypropyl) phenyl ] - (9CI) <CA INDEX NAME) 


PAGE 1-A 

H02C-(CH 2 ) 3 _ 

o Me O Me 0 

\ L 

NH-C-CH-NH-C-CH-NH-C jp R 






RN 491563-99-4 CAPLUS 

CN 2-Propenoic acid, 3- (4- {( [4 -[[ (l-cyclohexyl-3 - (3 - furanyl) - IH-benzimidazol - 
5-yl) carbonyl] amino) -4 -piperidinyl] carbonyl) amino] phenyl]-, (3E) - (9CI) 
(CA INDEX NAME) 

Double bond geometry aa ahown. 


PAGE 1-B 






RN 491583-86-9 CAPLUS 

CN 2-Propenoic acid, 3- (4- ( [3- [[ (l-cyclohexyl-3- (3-furanyl) -lH-benziraidazol-S- 
yllcarbonyl] amino] -3 -methyl -l-oxopropyl)aminoj phenyl] -. (3E)- (9CI) (CA 
INDEX NAME) 


0 || 


Double bond geometry a a ahown. 




Me Me P r ==r \ 


RN 491S84-05-S CAPLUS 

CN 2-Thiazolecarboxylic acid, 4- (4- ( (3- ( t ll-cyclohexyl - 3- (3-furanyl) -1H- 
ben x imida zol - 5 - y 1 ) ca rbonyl ] amino] - 3 - me thy 1 - 1 - oxopropy 1 ] am ino] phenyl ] - 
(9CI) (CA INDEX NAME) 


RN 491563-88-1 CAPLUS 

CN 2-Propenoic acid. 3- (4- E[ (l- (( (l-cyclohexyl-3- (3-furanyl) - lH-benzimidazol - 
S-yl) carbonyU amino] cyelobutyl) carbonyl J amino) phenyl] -. (3E)- (9CI) (CA 
INDEX NAME) 


3 — ' NH-C-C-NH-C 7f ^1 R 

Me N 1 


Double bond geometry «a ihowi. 


RN 491584-11-3 CAPLUS 

CN 4-Thiazolecarboxylie acid, 3- (4- ( ( (4- ( ( {l-cyclohexyl-3- (3-furanyl) -1H- 

benzioidazol- 5-yD carbonyl J amino] - l-ethyl-4-pip«ridinyl] carbonyl] amino] phe 
nyl)- (9CI) (CA INDEX NAME) 



RN 491504-12-4 CAPLUS 

CM lH-Benzimidazole-5-carboxamide. N-[4-{((4-[4- (eainocarbony 1 ) -2 - 

thUxolylJphenyl]«BinoJc«rbonyl]-l-ethyl-4-piperidinyl)-l-cyclohcxyl-3- (3- 
furanyl)- (9CI) (CA INDEX NAME) 



II 

H2N-C 



RN 491584-14-6 CAPLUS 

CN lH-Benzimidazole-5-carboxaoide, N- tl- ( [ I*- (2 -amino- 5- 

pyr imidinyl ) phenyl ] amino] carbony 1 } cyclopentyl J - 1 - cyclohexyl - 2 - ( 3 - 1 uranyl ) - 
(9CI) (CA INDEX NAME) 



RN 491 504 -16 -8 CAPLUS 

CN 2-Propenoic acid. 3- [4- [ { [1- I [ [1-cyclohexyl -3- (3-thienyl) - lH-benximidazol- 
5-yl] carbony 1] amino] cyclopentyl) carbonyl) amino] phenyl] -, (2B) - (9CI) (CA 
INDEX NAME) 

Double bond geometry as ahown. 




RN 491504-18-0 CAPLUS 

CN 2-Propenoic acid. 3- (4- t ( (2R) -2- [ t U-cyclohexyl-2- (2-pyridinyl) - 1H- 

benzinidazol-S-yl] carbonyl] amino] - 1-oxopropyl] amino] phenyl} - . (2E) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry oa ahown. 




RN 491504-20-4 CAPLUS 

CN 2-Propenoic aeid, 3- (4- ( t (2R> -2- 1 1 (l-cyclohexyl-2-phenyl-lH-benzimidazol-S- 
yl) carbonyl] amino] -1-oxopropyl] amino) phenyl}-. (2B) - (9CI) (CA INDEX 
MAKE) 

Abaolute atereochemiatry. 
Double bond geometry aa ahown. 



RN 491504-29-3 CAPLUS 

CN 2-Propenoic acid, 3- (4- [ { (1- I ( (l-cyclohexyl-2-phenyl - lH-benzimidazol-S- 
yl) carbonyl] amino] cyclopentyl] carbonyl] amino] phenyl] - , (2B)- (9CI) (CA 
INDEX NAME) 

Double bond geometry aa ahown. 




RN 491504-23-7 CAPLUS 

CN 2-Propenoic acid. 3- (4- { [ <2R) -2- [ [ [l-cyclohexyl-2- (lH-pyrrol-2-yl) -1H- 

benzimidazol- 5 -yl) carbonyl) amino) -1-oxopropyl) amino) phenyl] - . (2B) - (9CI) 
(CA INDEX NAME) 

Abaolute atereochemiatry. 
Double bond geometry aa ahown. 





RN 491504-31-7 CAPLUS 

CN 2-Propenoic acid, 3- [4- [ [ [l- [( {l-cyclohexyl-2- (lH-pyrrol-2-yl ) -1H- 
benzimidazol - 5 -yl] carbonyl] amino] cyclopentyl] carbonyl] amino J phenyl) - 
(2B)- (9CI) (CA INDEX NAME) 

Double bond geometry as ahown. 



RN 491584-26-0 CAPLUS 

CN 3-Propenoic acid, 3- {4- {[ [1- [[ { 1 - cyclohexyl - 2 - (2-pyridinyl) -1H- 

benzimidazol- 5 -yl) carbonyl] amino) cyclopentyl] carbonyl] amino) phenyl] - 
(2E)- (9CI) (CA INDEX MAMS) 

Double bond geometry aa ahown. 





491504-32-8 CAPLUS 

2-Propenoic acid. 3- (4- [ [ [l- [ I (l-cyclopentyl-2- ( l -methyl -m-pyrrol- 2 -yl) - 
lH-benzimidazol-5-yl] carbonyl) amino] cyclopentyl] carbonyl] amino] phenyl] - . 
<2B)- (9CI) (CA INDEX NAME) 



Double bond get 



try aa ahown. 




RN 491584-33-9 CAPLUS 

CN 2-Propenoic acid. 3- (4- I [ [l- { Hl-cyclopentyl-2- (2- f uranyl) - lH-benzimidazol - 
5-yl] carbonyl) amino) cyclopentyl] carbonyl) amino] phenyl) -. <2B)- (9CI) (CA 
INDEX NAME) 

Double bond geometry aa ahown. 




RN 491584-35-1 CAPLUS 

CN 2-Propenoic acid, 3- I*- ( Hi- ( [( 1 -cyclopentyl -2 - phenyl - 1H -bcnzimidoxol - 5- 
yl)carbonyl]anino]cyclopentyl]carbonyl]aiaino}phenyl) -. OB) - (9CI) (CA 
INDEX NAME) 

Double bond geometry as ahown. 




491584-37-3 CAPLUS 

2-Propenoic acid, 3- [4- { I [1- { I (1-cyclopentyl -2 - (2 -thienyl) - lH-benzimidazol- 
S-yl] carbonyl} amino] cyclopentyll carbonyl) aaino} phenyl)-. (2E) - (9CI> (CA 



Double bond geometry as shown. 



K .CQ 2 H 




RN 491584-39-5 CAPLUS 

CN 2-Propenoic acid. 3- [4- ([[1- { [ [1-cyclopentyl -2- (2-pyridinyl) -1H- 

benziraidazol-S-yl) carbonyl | amino) cyclopentyll carbonyl) amino] phenyl) - 
(2B)- (9CI) (CA INDEX NAME) 

Double bond geometry as ahown. 




RN 491584-41-9 CAPLUS 

CN 2-Propenoic acid, 3- (4- I [(1- [ [ I 1-cyclopentyl -2- <3-furanyl) - lH-benzimidazol- 
S-yl] carbonyl) aminoj cyclopentyl Jcarbonyl) amino) phenyl) - , (2B)- (9CI) (CA 
INDEX NAME) 

Double bond geometry a a ahown. 




RN 491584-44-2 CAPLUS 

CN 2-Propenoic acid, 3- (4- [ [ (l- ( [ [l-cyclopentyl-2- ( 1H- pyrrol- 2 -yl ) -1H- 



benzimidazol- 5-yl) carbonyl) amino] cyclopentyl] carbonyl] amino] phenyl] - , 
(2E)- (9CI) (CA INDEX NAME) 

Double band geometry a* ahown. 





RN 491584-48-6 CAPLUS 

CN 2-Propenoic acid. 3 - 14 - [ ( [1- { [ [1- (1R. 2S. 4S) -bicyclo (2 . 2 . l) hept-2-yl-2- (1- 
methyl -1H -pyrrol- 2 -yl) -lH-benzimidazol-5-yl] carbonyl] amino] cyclopentyl] car 
bonyl] amino] phenyl)-, (2E)-rel- (9CI) (CA INDEX NAME) 

Relative atereochemiacrY. 
Double bond geometry aa ahown. 



RN 491584-50-0 CAPLUS 

CN 2-Propenoic acid. 3- (4- [ I (1- ( ( [1- < 1R, 2S. 4S) -bicyclo {2 . 2 . 1) hept-2 -yl-2- 

phenyl-lH-benzimidazol-5-yl) carbonyl) amino] cyclopentyl) carbonyl] amino) phen 
yl]-. (2E)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry . 
Double bond geometry as shown. 





RN 491584-49-7 CAPLUS 

CN 3-Propenoic acid. 3- (4- I [ (1- [ I (1- (1R, 2S, 48) -bicyclo (2 . 2 . 1 J hept-2-yl-2- (2 - 
furanyl) -lH-benzimidazol- 5-yl) carbonyl) amino) cyclopentyl] carbonyl) amino] ph 
enyl]-. (2S)-rel- (9CI) (CA INDEX NAME) 

Relative etereochemiatry . 
Double bond geometry as shown. 



RN 491584-52-2 CAPLUS 

CN 2-Propenoic acid. 3- [4- [ ( [1- ( [ (1- (1R. 2S. 4S) -bicyclo 13 . 2 . 1] hept-2-yl -2- (2- 
thienyl) -lB-benziraidazol-5-yl) carbonyl] amino) cyclopentyl] carbonyl] amino] ph 
enyl]-. (38)-rel- (»CI) (CA INDEX NAME) 

Relative stereochemistry. 
Double bond geometry aa shown. 



8 . Ct> 2 H 




RN 49 1584 -54 -4 CAPLUS 

CN 2-Propenoic acid, 3- [4- [ [ {1- ( [ £l- (1R. 28. 46) -bicyclo[2 .2 . i)hept-2-yl-2- (2- 
pyridinyl) - lH-bcn*imidazol - 5 -yl) carbonyl] amino) cyclopentyl) carbonyl) amino) 
phenyl}-, (2B)-rel- OcU (CA indbx name) 

Relative stereochemistry. 
Double bond geometry a a ahown. 




RN 491504-56-6 CAPLUS 

CN 2-Propenoic acid. 3 - {4- [ [ [1- [ [ [1- (1R. 2S. 4S) -bicyclo [2 . 2 . l] hept-2 -yl-2- (3- 
furanyl) - lH-benzimidezol - 5-yl) carbonyl J amino) cyclopentyl} carbonyl) amino) ph 
enyl}-, {2S)-rel- (9CI) (CA INDBX NAME) 

Relative stereochemistry. 
Double bond geometry aa ahown. 




RN 491504-55-0 

CN 2-Propenoic acid. 3-[4-[[(l-([{l-(lR,2S,4S) -bicyclo (2.2.1) hept-2-yl-2- (1H* 
pyrrol*2*yl) -lH-benzimid**ol-S-yl] carbonyl] amino) cyclopentyl] carbonyl) amin 
olphenyl)-. <2E)-rel- (9CI) (CA INDBX NAKB) 

Relative atoreocheraietry . 
Double bond geometry aa ahown. 




RN 491SS4-60-2 CAPLUS 

CN 2-Propenoic acid. 3- [4- [ [ [1- [ [ ll-cyclobutyl-2- (l-methyl-lH-pyrrol-2-yl) -ih- 
benzimidazol-5-yl] carbonyl) amino) cyclopentyl] carbonyl] amino) phenyl) - , 
(2S)- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 




5- yl) carbonyl) amino) cyclopentyl) carbonyll amino) phenyl) - , (2B)- (9CI) (CA 
INDBX NAKB) 

Double bond geometry aa ahown. 



RN 491504-62-4 CAPLUS 

CN 2-Propenoic acid, 3- (4- [ I (1- [[ {l-cyclobutyl-2- (2-furanyl) - lH-benziraidazol- 
S-yl) carbonyl] amino) cyclopentyl] carbonyl] amino] phenyl] - , (2E) - (9CI) (CA 
INDEX NAME) 

Double bond geometry aa ahown. 




RN 491584-74-0 CAPLUS 

CN 2-Propenoic acid. 3- (4- ( t {1- [( [l-cyclobutyl-2- (2-pyridinyl) -1H- 

benzimidazol - 5 -yl ) carbonyl J amino) cyclopentyl ] carbonyl ] amino] phenyl ] - 
(2E)- (9CI) (CA INDEX NAME) 

Double bond geometry aa shown. 




O 



RN 491564-60-0 CAPLUS 

CN 3-Propenoic acid, 3- [4- { ( (1- [ ( (l-cyclobutyl-2-phenyl-lH-benzi»idazol-S- 
yl ) carbonyl ) amino] cyclopentyl] carbonyl) amino] phenyl ) - , (2B) - (9CI ) (CA 



Double bond geometry aa ahown. 




RN 491504-77-1 CAPLUS 

CN 2-Propenoic acid. 3- [4- I [ (l- { t [l-cyclobutyl-2- (3-furanyl) -lH-benzimidazol- 
5-yl ] carbonyl] amino] cyclopentyl) carbonyl) amino] phenyl) -. (2B)- (9CI) (CA 
INDBX NAME) 

Double bond geometry aa ahown. 



RN 491504-71-5 CAPLUS 

CN 2-Propenoic acid. 3- [4- f [ [l- [ [ (l-cyclobutyl-2- (3-thienyl) - lH-benzimidazol - 




RN 491584-79-3 CAPLUS 

CN 2-Propenoic acid. 3- [4- { [ ll- [ [ tl-cyclobucyl -3- (1H- pyrrol- 2 -yl) -1H- 

beniiraidorol -S-yl) carbonyl ] amino! cyclopentyl ] carbonyl] amino] phenyl) - 
(28)- <9CI> <CA INDEX NAME) 

Double bond geometry aa ahown. 




RN 491584-02-8 CAPLUS 

CN 2-Prop«noic acid, 3 - (4- 1 1 (1- [ I {l - [ (2R. 6R) -2 , 6 - dimethyl eye lohexyl I - 2- (1- 

methyl -IH-pyrrol -2 -yl ) -lH-benzimidazol -5-yl] carbonyl) amino] cyclopentyl) car 
bonyl) amino] phenyl)-. (2E)-rel- (9CI) <CA INDEX NAME) 

Relative atereochemiatry . 
Double bond geometry aa ahown. 




RN 491584-84-0 

CN 2-Propenoic acid. 3- |4- (| (l- [ I U- I (2R. 6R) -2. 6-dimethylcyclohexyl] -3- (2- 

furanyl) -lH-benximidarol-5-yl]carbonyl) amino] cyclopentyl ] carbonyl) amino) ph 
enylj-. (2B)-rel- (9CI) (CA INDEX MAKE) 

Relative atereochemiatry. 
Double bond geometry aa ahown. 




RN 491584-86-2 CAPLUS 

CN 2-Propenoic acid. 3- {4- [ [ [1- [1 (1- I (2R. 6R) -2. 6-dimethylcyclohexyl] -2-phenyl- 
1H -bensimidazol- 5 -yl) carbonyl) amino) cyclopentyl] carbonyl] amino) phenyl) - , 
(2B)-rel- (9CI) (CA INDEX NAME) 

Relative atereochemiatry. 

nd geometry aa ahown. 



K -CO2H 




RN 491584-88-4 CAPLUS 

CN 2-Propenoic acid, 3- (4- ([[1- I ( [1- I (3R, 6R) -2. 6 -dimethyl eye lohexyl] -2- (2- 

thienyl) - 1H- bensimidazol- 5 -yl] carbonyl ) amino] cyclopentyl] carbonyl) amino) ph 
enyl] -, (2B)-rel- (9CI) (CA INDEX NAKB) 

Relative atereochemiatry. 
Double bond geometry a a ahown. 




S ^C0 2 H 




RN 491584-90-8 CAPLUS 

CN 2-Propenoic acid. 3- [4- ( Ul- H U- [(2R.6R) -2. 6-dimethylcyclohexyl] -2- (2- 

pyridinyl) - lH-benzimida zol - 5-yl] carbonyl ] amino) cyclopentyl) carbonyl] amino] 
phenyl]-. (2E)-rel- (9CI) (CA INDEX NAME) 

Relative atereochemiatry. 
Double bond geometry aa ahown. 



RN 491584-94-2 CAPLUS 

CN 2-Propenoic acid, 3 - (4- [{[1- [[ [1-[(2R. 6R) - 2 , 6-dimethylcyclohexyl) -2 - (lH- 
pyrrol-2 -yl) - lH-benzimidazol-5-yl ] carbonyl) amino] cyclopentyl J carbonyl} amin 
o)phenyl]-, (2E)-rel- (9CI) (CA INDEX NAME) 

Relative atereochemiatry. 
Double bond geometry aa ahown. 





RN 491S84-92-0 CAPLUS 

CN 2-Propenoic acid. 3- (4 -[[ [1- ([ (l- [ (2R. 6R) -2 , 6-dimethylcyclohexyl] -2- (3- 

f uranyl ) - 1H - benz imida zol - S - y 1 ] ca rbony 1 ) amino] eye lopent y 1 ) ca rbonyl } ami no] ph 
enyl]-. (2B)-rel- (9CI) (CA INDEX NAME) 

Relative atereochemiatry. 
Double bond geometry aa ahown. 



RN 491584-98-6 CAPLUS 

CN 2-Propenoic acid. 3 - [4 - { I (1- ( ( [1- I (1R. 2R) -2-methylcyclohexyl J -2- (1 -methyl - 
1H- pyrrol - 2 -yl > -lH-benz imida zol -5-yl] carbonyl] amino] cyclopentyl] carbonyl] a 
mino) phenyl)-. (2E)-rel- (9C1) (CA INDEX NAME) 

Relative atereochemiatry. 
Double bond geometry aa ahown. 




RN 491SBS-00-3 CAPLUS 

CN 3-Propenoic acid, 3- {4 - U [l- [ [ (3- (3 - f uranyl) - 1- I (1R, 3R) -3- 

methylcyclohexyl) - lH-tenzimidazol -5-yl] carbonyl] amino] cyclopentyl J carbonyl 
] amino] phenyl)-, |3B)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry . 
Double bond geometry as shown. 




RN 4 91SBS-03-5 CAPLUS 

CN 3-Propenoie acid, 3- [4- { [ ( [1- [ (1R.3R) -2-methylcyclohexyl) -2-phenyl-lH- 
benzimidazol- 5-yl J carbonyl] amino] cyclopentyl] carbonyl] ataino) phenyl] 
(2B)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
Double bond geometry as shown. 




RN 4*1565-04-7 CAPLUS 

CN 3-Propenoic acid, 3- [4- (( (l- ( ( [l- ( (1R, 3R) -3 -methyl cyclohexyl] -3- (3- 

thienyl) - lH-benrimidaxol -5-yl ] ca rbonyl) amino) cyclopentyl) carbonyl) amino) ph 
enyl)-, <3B)-rel- (9C1) (CA INDEX NAME) 

Relative stereochemistry. 
Double bond geometry as shown. 




RN 491505-06-9 CAPLUS 

CN 3-Propenoic scid, 3 - (4- 1 1 [l- [ [ (l- [ (1R. 2R) -3-raethylcyclohexyl] -3 - (3- 

pyridinyl) - IH-benximidazol- 5-yl] carbonyl) amino) cyclopentyl) carbonyl) amino] 
phenyl)-. <3B)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
Double bond geometry ss shown. 





RN 491585-08-1 CAPLUS 

CN 3-Propenoic acid, 3- (4 - [ [ (l- ( [ {3- (3 -f uranyl) - 1- ( ( 1R, 3R) -3- 

methylcyclohexyl] - lH-benzimidazol- 5-yl] carbonyl) amino] cyclopentyl] carbonyl 
] amino) phenyl] (3E)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
Double bond geometry as shown. 



RN 491585-14-9 CAPLUS 

CN 2-Propenoic acid, 3- [4- [[[I- [{ [l-cyclohexyl-3- ( 1 -methyl - 1H- pyrrol -3 -yl) -1H- 
benzimidazol- 5-yl] carbonyl] amino) cyclopentyl) carbonyl] amino] phenyl) - , 
(2B)- (9CI) (CA INDEX NAMB) 

Double bond geometry as shown. 





RN 491585-10-5 

CN 3-Propenoic acid. 3- [4- [ [ [1- [ Hi- IUR. 3R) -3-methylcyclohexyl) -3- (lH-pyrrol- 
3 -yl ) -lH-benzimidazol-S-yl] carbonyl ) amino J cyclopentyl] carbonyl J amino] pheny 
1)-. (2B»-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
Double bond geometry as shown. 



RN 49156S-16-1 CAPLUS 

CN 3-Propenoic acid. 3- {4- [ [{1- [( {l-cyclohexyl-3- (3- f uranyl) - lH-benzimidazol - 
5-yl]carbonyl)amino]cyclopentyl]carbonyl)a«ino]phenyl] -, (3B>- (9CI) (CA 
INDEX NAME) 

Double bond geometry as shown. 



B _,C0 2 H 




RN 491S8S-17-2 CAPLUS 

CM 2-Propenoie acid. 3 - [4 - [ ( [1 - [ [ 1 1 - cyclohexyl - 2 - (2 - thienyl > - lH-benzimldazol - 
S-yl] carbonyl) amino) cyclopentyl ] carbonyl] aminol phenyl] - , (28)- (9CI> (CA 
INDEX NAME) 

Double bond geometry aa ahown. 




RN 491585-19-4 CAPLU5 

CN 2-Propenoic acid. 3- (4- [ [ (4- [ ( [2- [4- [2- { [2- [ (4- 

benzoylbenzoyl ) amino] ethyl) amino] -2 -oxoethoxy] phenyl J -1 -cyclohexyl - 1H- 
benzimidazol- S-yl J carbonyl) amino] -4 -piperidinyl J carbonyl) amino) phenyl] - , 
(2E>- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 





SIN 491585-21-8 CAPLUS 

CN 2-Propenoic acid, 3- [4- ( I M- [ ( (2* (4- |2- ( [2- ( (4- 

benzoyl benzoyl) amino) ethyl] amino] -2 -oxoethoxy) phenyl] - 1 - cyclohexyl - 1H • 
benziraidazol- S-yl] carbonyl] amino] -1- [5- ( (3aS.4S.6aR) -hexahydro-2-oxo-lH- 
thieno [3. 4-d] imidazole 4 -yl] -1-oxopentyl] - 4 -piperidinyl] carbonyl) amino) phen 
yl) -, (2E)- (9CI) (CA INDEX NAME) 

Absolute atereochemiatry . 
Double bond geometry aa ahom. 




-a 
■o 



i 

C0 3 H 

RN 491585-23-0 CAPLUS 

CN 2-Propenoic acid. 3- [4- ( [ (2R> -2- 1(1 l-cyclohexyl-2- (3-furanyl) - 6-roethyl- 1H- 
benzimidazol-S-yl] carbonyl] amino) -1-oxopropyl] amino) phenyl) -. (2B) - (9CI) 
(CA INDEX NAME) 

Abaolute atereochemiatry . 
Double bond geometry aa ahown . 




X) 



RN 491SB5-25-2 CAPLUS 

CN 2-Propenoic acid, 3- {4- [( (2R) -2- [[ (l-cyclohexyl-2- (3- furanyl) - 4 -methyl - 1H- 
benzioidazol- 5 -yl) carbonyl] amino] -1-oxopropyl] amino] phenyl] -. (2B) - (9CI) 
(CA INDEX NAME) 

Abaolute atereochemiatry. 
Double bond geometry aa shown. 
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AB The author* describe novel fluorescent N-deoxy riboside* (I and II) having 
3-pyrido-3-benzimidazole and 3-quino-2-benzimidazole a* aglycona . The 
compds. were prepared from the previously unknown heterocyclic precursors 
and Hoffer'a chlorosugar, yielding alpha anomera as the chief products. 
X-ray crystal structures confirmed the geometry and showed that the 
pyridine and benzimidazole ring systems deviated from coplanarity in the 
solid state by 1S4* and 140*, reap. In methanol the compds. 
I and II had absorption maxima at 360 and 370 nm, reap., and emission 
maxima at 4 94 and 539 nm. Expts. revealed varied fluorescence responses 
of the nucleosides to a panel of 17 monovalent, divalent, and trivalent 
metal ions in methanol. One or both of the nucleosides showed significant 
changes with 10 of the metal ions. The most pronounced spectral changes 
for ligand-nucleoaide I included red shifts in fluorescence (Au», Au3*), 
strong quenching (Cu3*, Ni3». Pt3») , and substantial enhancements in 
emission intensity coupled with red shift* (Ag». Cd3*. Zn3*) . The 
greatest spectral changes for ligand- nucleoside II included a red shift in 
fluorescence (Ag+). a blue shift (Cd3*) , strong quenching (Pd3», Pt3») , 
and substantial enhancements in emission intensity coupled with a blue 
shift (Zn3*) . The compds. could be readily incorporated into 
oligodeoxynucleotides, where an initial study revealed that they retained 
•enaitivity to metal ions in aqueous solution and demonstrated possible 
cooperative sensing behavior with several ions. The two free nucleosides 
alone can act as differential sensor* for multiple metal ion*, and they 
are potentially useful monomers for contributing metal ion sensing 
capability to DNA* . 

IT 889664-41-9P 889664-42-0P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(fluorescent pyridobenzimidazole nucleosides DNA building blocks for 
sensing metal ions) 

RN 889664-41-9 CAPLUS 

CN lH-Benzimidazol-6-amine, 1- (5-0- Ibis(4-methoxyphenyl)phenylmethyl) -2-deoxy- 
a-D-erythro-pentofuranosyl]-N.N-dimetbyl-3- (3-pyridinyl) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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HAMS) 

Absolute stereochemistry. 
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AB Title con 
nitrogen; 

Rl - alkyl. halo, haloelkyl, etc.; k - 0-3; when Het is morpholino group, 
k is 1-3; R2 , R3 ■ H , alkyl, -elkylcne-OR6. etc.; R6 - H, alkyl; ; X - 
-CR7R8-, -O-, -CO-, etc.; R7, R8 - H, alkyl, halo, etc.; n - 0-3; n - 0-3 
such ss 3£m«nS5) were prepared For example, reaction of 
tert-Bu 3- <4 -cyano- 3 -thioxo-3, 3 . S , 6, 7 , S - hexahydroiaoqu inol in- 1 - 
yl ) piper idine- 1- car boxy late, e.g., prepared from cyanothioecetamide, with 
2-bronoaceteaide followed by treatment with HCl/dioxane afforded compound 
I1HC1 [A - piperidin-3-yl; Y • H] . In IKK2 inhibition assays, the 
IC50 value of compound II-3HC1 [A • piperasin- 1-yl ; Y • methyl) was 
11 nM. Compds. I are claimed useful for the treatment of inflammation, 
auto immune diseases. 
IT 673137-36-5P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
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treatment of inflammation, autoimmune diseases) 
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CN Thieno[2,3-c) isoquinoline-3-carboxaaide. 1- amino- 6. 7, 6, 9- tet rahydro- 5 - [4- 
<3-phenyl-lH-beniiaiidazol-l-yl)-l-piperidinyl]- (9CI) (CA INDEX NAME) 
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RN B63B64-17-7 CAPLUS 

CN 2-Propenoic acid, 3- {l-cyclobutyl-3- [1- [ ( (3 -cyclopentyl- l-mathyl-3- (3- 

pyridinyl) -lH-indol-6-yl] cerbonyll amino] cyclobutylj -lH-benzimidazol-6-ylJ - 
, <3B)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



AB Title compds. (I; 1 of A, B ■ N, the other ■ C; 1 dotted line between 2 c 
atoms ■ double bond; dotted line between a C and an N atom » single bond; 
Rl - H, alkyl; R3 - halo, cyano, alkyl, alkenyl, alkynyl, cycloalkyl, 
(substituted) aryl. heterocyclyl ; R3 • (halo) cycloalkyl ; R4. R7 - H. 
alkyl, alkoxy, alkylthio, amino, halo; 1 of R5, R6 - C03H, aminocarbonyl , 
(substituted) alkenyl, aryl, heterocyclyl; R8 - (substituted) alkyl, 
cycloalkyl, cycloalkylalkyl ; R9, RIO - alkyl; CR9R10 - atoms to form a 
(substituted) cycloalkyl. cycloalkenyl , heterocyclyl ring), were prepared 
for treatment of e.g. Hepatitis C virus (no data) . Thus, title compound 
(II) was prepared via solution phase coupling reaction. 
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RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
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(preparation of indolylcarbonylafflinamethylbenz imidazoles as viral polymerai 
inhibitors) 
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CN 3-Propenoic acid. 3- [l-cyclobutyl-3- [l- ([ O-cyclopentyl-l-methyl-3- 

pyrazinyl- lH-indol-6-yl)carbonyl] amino) cyclopentyl] -lH-benziraidazol-6-yl] - 
. (3E)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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CN 3-Propenoic acid. 3- (l-cyclobutyl-3- [1- I [ (3 -cyclopentyl- l-methyl-3- 

pyrazinyl-lH-indol-6-yl)carbonyl)araino]cyclobutyl] -lH-benzimidazol-6-yl] - 
(3B)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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3-Propenoic scid, 3- {l-cyclobutyl-3- [1- [( [3 -cyclopentyl- 3- (3-furanyl) -1- 



met hy 1 - 1H - indol - 6 - y 1 ) carbony 1 } am inoj cyclobut y 1 } - 1H - benx imidazol - 6 - y 1 1 - . 
OS)- (9CI) (CA INDEX NAME) 

Double bond geometry a a shown. 




RN 863884-35-9 CAPLUS 

CN 2-Propenoic acid, 3- Il-cyclobutyl -2 - (1- J I [3-eyclopentyl-l-methyl-2- (3- 

pyridinyl) -lH-indol-6-yl] carbony 1] amino) cyclopentyl J - IH-benz imidazol -6-yl} - 
, (2H)- (9CI) (CA INDEX NAME) 

Double bond geometry aa shown. 
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AB The title compds. I (A - C2-C8 alkylene optionally aubstituted with halida 
or OH; B - aryl, heteroaryl ring; Rl - aryl, heteroaryl, annulated 
heteroaryl, etc.; R5 - C1-C6 alkyl. C1-C6 alkoxy, C1-C6 aralkyl, C3-C6 
cycloalkyl, halide, N02, etc.; X - N, CH. CR6; Y - CF2, NR4 , O, SlOjn; n - 
0, 1, 2; T, U, V, Z - independently (CH2)x, x - O, 1, 2; w - C1-C3 
alkylene, CH2-Z-CH2 ; Z - O, S, NR4 ; R4 - H, C1-C6 alkyl , C3-C8 -cycloalkyl , 
(C3 -C8- cycloalkyl) -CI -C6-alkyl. etc.; R6 - C1-C6 alkyl, C1-C6 alkoxy. 
C3-C6 cycloalkyl, OR3, SR3 , cyano, COR3 , S02R3, aryl, etc.; R3 - H, C1-C6 
alkyl, C3-C8- cycloalkyl, (C3-CB- cycloalkyl) -Cl-C6-alkyl ; etc.] were prepared 



» the CCR-3 



to be used for treating or preventing diseases related i 
receptor. Thus, 4-FC6H4CF2 (CH2) 3Br was reacted with 
(azabicyclooetyl)benzimidazole II to give alkylated derivative III. The 
binding constant, Ki, for III was 10 nM. 
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8- [3- [ (4-fluorophenyl) thiojpropyl] - , monohydrochloride , (3-exo)- (9CI) 
(CA INDEX NAME) 

Relative stereochemistry. 
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AB The HCV NS5B polymerase, when complexed with certain inhibitors, adopts 
confirmation in which the finger loop region defined by amino acid 
residues 18 to 35 is displaced to expose a binding pocket defined 
generally by amino acid residues 392, 393. 395, 396, 399. 424, 425. 428, 
429, 492, 493, 494, 495, 496, 500 and 503. This newly exposed binding 
pocket defines a novel target in the search of further chemical entities 
which are capable of binding to HCV NSSB and modulating, or preferably 
inhibiting, the polymerase activity of HCV NSSB. 
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Coapd*. that may be uaed to inhibit hi atone deacetylaae are diacloaed. 
Thus, 119 cocnpda. were prepared which exhibited better than 1000 nM ICS0 
againat HDAC1, KDAC2, HDAC6, and HDAC8 (auberanilohydroxamic acid ahowed 
an IC50 of 63 nM in thia aaaay) . Many of theae compda . were 
3- t3- (l-aubatituted-lH-benzoiiaidazol-2-yl)phenyl]acrylic acida and 
N- hydroxy- {3- (l-eubetituted-lH-benzoimidazol-2-yl) phenyl J acrylamidea. 



758694-26-7 

RL: BSU {Biological atudy, unclaaaif led) ; PRP (Propertiea) ; BIOL 
{Biological atudy) 

(hi atone deacetylaae inhibitora) 
758694-26-7 CAPLUS 

2-Propenaraide. N-hydroxy-3- {3- !l- |l- (phenylmethyl) -3-piperidinyl 1 - 1H- 
benzimidazol-2-yl] phenyl] - (9CI) (CA INDEX NAME) 
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Multiatep parallel ayntheaia of aubatituted 
S-aminobenzimidazolea in aolution phaae 
Li. Li; Liu, Gang; Hang, Zhanguo; Yuan. Yunyun; Zhang, 
Chunxu; Tian, Hongyu; Mu, Xianghong; Zhang. Jing 
Inatitute of Materia Medica, Peking Union Medical 
College. Chineae Academy of Medical Science a, Beijing, 
100050, Peop. Rep. China 

Journal of Combinatorial Cheraiatry (2004), 6(S), 
811-821 

CODEN: JCCHFF; ISSN: 1520-4766 
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Journal 
Engliah 

141:277557 




An efficient aolution -phaae parallel ayntheaia of nultiaubetituted 
5 - am inobenz imidazole s, e.g, I. ia deacribed. The two fluorine atome of 
1, 5-dif luoro-2,4-dinitrobenzene were aequentially and quant, replaced by 
nucleophilea. Simultaneoua reduction of aromatic m-dinitro group* by 
Pd-C/HC00NH4 reaulted in 2.4,5-benzenetriaminea. which were continuoualy 
condenaed with aldehyde* to aucceaefully conatruct the benzimidazole ring 
without addnl. oxidant*. The free aromatic amino group waa further modified 
by anhydride*, iaocyanatea, iaothiocyanate*. and aulfonyl chloridea. All 
the react iona involved here were highly effective in giving the de aired 
product* at room temperature Four diveraity pointa were introduced in the 



product a . 

758690-61-8P 758690-62-9P 758690-63-0P 
758690-64-1P 758690-6S-2P 758690-66-3P 
75B690-67-4P 756690-6S-5P 758690-69-6P 
7S8690-70-9P 758690-71-0P 7S8690-72-1P 

RL: CPN (Combinatorial preparation); CMBI (Combinatorial atudy); PREP 
(Preparation) 

(combinatorial preparation of aminobenzimidazolea via reduction of 
f luorodinitroanilinea followed by heterocyclization with aldehyde* and 
acylation with acylating agenta) 
758690-61-8 CAPLUS 

Benzeneaulfonamide, N- [6-ethoxy-l- {2-methylcyclohexyl) -2- (3,4. S- 
trimethoxyphenyl)-lH-ben*imidazol-5-yl)-4-methoxy- {9CI) (CA INDEX NAME) 



CN Benzeneaulfonamide, N- (6-cthoxy-2- (4-ethoxy-3-methoxyphenyl) -1- (2- 

methylcyclohexyl)-lH-benzimidazol-5-yl] -4-methoxy- (9CI) (CA INDEX NAME) 





RN 758690-65-2 CAPLUS 

CN Benzeneaulfonamide, 4- (1 , 1-dimethylethyl) -N- (6-ethoxy-2- (4-ethoxy-3- 

met hoxypheny 1 ) - 1 - ( 2 - met hyl eye lohexy 1 ) - 1H - benz in idazol -5-yl]- (9CI) (CA 
INDEX NAME) 



RN 758690-62-9 CAPLUS 

CN Benzeneaulfonamide, 4- (1, 1-dimethylethyl) -N- {6-ethoxy-l- (2- 

methylcyclohexyl) -2- (3,4, 5-triraethoxyphenyl) - lH-benzimidazol - S-yll - (9CI) 
(CA INDEX NAME) 



Yli 




RN 758690-66-3 CAPLUS 

CN Benzeneaulfonamide. N- {6-ethoxy-2- (4-ethoxy- 3 - met hoxypheny 1) -1- (2- 

methylcyclohexyl)-lH-benzimidazol-5-yll-2,4.6-trimethyl- (9CI) {CA INDEX 
NAME) 



RN 758690-63-0 CAPLUS 

CN Benzeneaulfonamide, N- [6-ethoxy- 1 - (2-methylcyclohexyl) - 2- (3 , 4 , 5- 

trimethoxyphenyl) - lH-benzimidazol - 5-yl] -2,4, 6-trimethyl- (9CI) (CA INDEX 





RN 758690-67-4 CAPLUS 

CN Benzeneaulfonamide. N- (6-ethoxy- 2- (4 -met 

lH-benzimidazol-5-yl)-4-methoxy- (9CI) (CA 



) -1- (2-methylcyclohexyl) - 
NAMB) 




RN 758690-64-1 CAPLUS 



758690-66-5 

Benzenesulfonaaide, 4- (1. 1-dimethylethyl) -N- (6-ethoxy-2- (4-mothoxyphenyl) - 
l-(2-methylcyclohexyl)-lH-benzimidazol-5-yl)- <9CI) (CA INDEX HAKE) 




758690-69-6 CAPLUS 

Benzene sulfonamide, N- [6-othoxy-2- (4 -methoxyphenyl) -1- (3 -oe thy lcyclohexyl ) • 
lH-benzimidazol-S-yl]-2,4,6-trimethyl- (9CI) (CA INDEX NAME) 




758690-70-9 CAPLUS 

Benzoic acid, 4- (6-ethoxy-S- { ( (4 -methoxyphenyl ) sulfonyl] amino] -1- {2- 
methylcyclohexyl) -lH-benzimidazol-2-yl] - , methyl ester <9CI> (CA I 
NAME) 




75B690-71-0 CAPLUS 

Benzoic acid. 4- [5- ( [ [4- (1, 1-dimethylethyl) phenyl] sulfonyl] amino] -6-ethoxy- 
1- <2-methylcyclohexyl)-lH-benzimidazol-2-yl]-, methyl eater (9CI) (CA 
INDEX NAME) 




RN 7S8 690 -72-1 CAPLUS 

CN Benzoic acid, 4- {6-ethoxy- 1- (2 -methy lcyclohexyl) -5- [[(2,4,6- 

trimethyl phenyl) sulfonyl] amino] -lH-benzimid«zol-2-yl] - , methyl eater (9CI) 
(CA INDEX HAKE) 
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Combinatorial synthesis of biheterocyclic 

benz imidazoles by microwave irradiation 
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Laboratory of Combinatorial Drug Design, National Tong 

Hwa University, Hualien, 974, Taiwan 

Combinatorial Chemistry and High Throughput Screening 
(2004), 7(3), 251-255 
CODEN: CCHSFU; ISSN: 1386-2073 
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Journal 
English 

141:424144 
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Liquid phase synthesis of biheterocyclic ben z imidazoles, e.g., I, by 
controlled microwave irradiation was investigated. Polymer immobilized 
o- phenyl enediaminee was synthesized under microwave irradiation The resulting 
PEG bound diamines was N-acylated with 4-f luoro-3-nitrobenzoic acid 
selectively in primary aromatic amino moiety. Nucleophilic aromatic 
substitution of amide was performed with various amines then cyclized to 
form the first benzimidazole scaffold, e.g., II (X ■ PEG), in acidic 
condition. Successive reduction, cyclization with isothiocyanatea yielded 



S- (benzimidazol-2-yl)benzimidazoles. The desired products were released 
from the polymer support to afford the tri-substituted bis-benzimidazoles 
in good yields and purity. 
796S40-97-6P 796B40-98-7P 796841-05-9P 
796841-06-0P 

RL: CPN (Combinatorial preparation) ; CRT (Combinatorial reactant) ; RCT 
(Reactant); CMBI (Combinatorial study); PREP (Preparation); RACT (Reactant 
or reagent) 

(preparation of PEG- bound benzimidazolylphenylenediamines as biheterocyclic 
benzimidazole precursor via TFA- catalyzed cyclocondensation of 
PEG-bound (phenylenediaminecarbonyl)n it roani lines followed by 
n it ro- reduction with "zinc) 
796840-97-6 CAPLUS 

Poly (oxy-1, 2-ethanediyl) , a- ( [l-cyclopentyl-2- [3-nitro-4- 
t { (tetrahydro-2-furanyl) methyl) amino} phenyl} -lH-benzimidazol-5- 
yl] carbonyl ] -m-methoxy- (9CI) (CA INDEX NAME) 



MeO 1— C 




796841-06-0 

Poly (oxy-1, 2-ethanediyl). a- [(2- [3-amino-4- [(3- 

pyridinylmethyl) amino] phenyl] -l-cyclopentyl-lH-benzimidazol-5-yl] carbonyl) - 
»-methoxy- (9CI) (CA INDEX NAME) 



O £ — CH2-CH2-O — J 




o — c 



796840-98-7 CAPLUS 

Poly(oxy-1. 2-ethanediyl) , a- [ (l-cyclopentyl-2- |3-nitro-4- [ (3- 
pyridinylmethyl } amino} phenyl ) -lH-benzimidazol- 5 -yl) carbonyl] - 
methoxy- (9CI) (CA INDEX NAME) 



No a 
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796B41-0S-9 CAPLUS 

Poly (oxy-1, 2-ethanediyl) , o- { (2- O-amino-4- ( ( (tetrahydro- J 
f urany 1 ) me thyl ] amino) phenyl ] - 1 - eye lopenty 1 - 1H- benzimida zol - 
<p-methoxy- (9CI) (CA INDEX NAME) 
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2004:242539 CAPLUS 
140:375116 

Focused microwave -assisted parallel synthesis of 
bis-benzimidazoles 

Lin, Mei-Jung; Sun. Chung-Ming 

Department of Chemistry. National Dong Hwa University. 

Hualien, 974. Taiwan 

Synlett (2004), (4), 663-666 

CODEN: SYNLES; ISSN: 0936-5314 

Oeorg Thierae Verlag 

Journal 
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CAS REACT 140:375116 



5 -yl) carbonyl)- 




Combinatorial parallel synthesis of bia (benzimidazoles) « e.g. I, by 
focused (mono -modal) microwave irradiation, ia deacribed. Polymer- immobilized 
o-phenylenediaminea a* a veraatile template were ayntheeized under 
microwave irradiation The resulting PEG- bound diamines were H-aeylated with 

4- f luoro-3-nitrobenzoic acid aelectively on the primary aromatic amino 
moiety. The nucleophilic aromatic eubetitution of amidee wea performed with 
different amines, then cyclized to benzimidazolea under acidic condition. 
Succeasive reduction and cyclization with varioua aldehydes yielded 

5- (benzimidazol -2 -yl) benzimidazolea. The desired products were releaaed 
from the polymer support to afford the tri-aubatituted bia-benzimidazolee 
in good yields and purity. 

684359-39-8? 684359-30-1P 684359- 31-2P 
684359-33-3P 6843S9-33-4P 6B4359-34-5P 

RL: CPN (Combinatorial preparation) ; CMBI (Combinatorial study) ; PREP 
(Preparation) 

(microwave-assisted combinatorial preparation of bis (benzimidazolea) via 
heterocyclization of PEG- supported [ (amino) nitrobenzamido] aminobenzoate 
followed by reduction, heterocyclization with aldehydes, and resin 
cleavage) 
684359-29-8 CAPLUS 

(2,5' -Bi-lH-benzimidazole} -S-carboxylic acid. 1 • -cyclopentyl-l- (2- 
furanylmethyl) -3 '-phenyl-, methyl eater (9CI) (CA INDEX NAME) 



RN 684259-30-1 CAPLUS 

CN [2. 5' -Bi-lH-benzimidazole] -5-carboxylic acid, 1 ' -cyclopentyl-l- (2- 

furanylmethyD-a-- (4- (methylthio) phenyl) - . methyl eater (9CI) (CA INDEX 
NAME) 




RN 684259-31-2 CAPLUS 

CN [2, S ' -Bi-lH-benzimidazole] -5-carboxylic acid, 2 ' -cyclohexyl-1* -cyclopentyl- 
1- (2-furanyloethyl) -. methyl ester (9CI) (CA INDEX NAME) 



P 

CkvO^r 
6 



RN 604259-32-3 CAPLUS 

CN {a.S'-Bi-lH-benziraidazole] -5-carboxylic acid. 1' -cyclopentyl-l- (3 - 
furanylmethyl) -2'- (3-thienyl) -. methyl ester (9CI) (CA INDEX NAME 




CCL, 



RN 684259-33-4 CAPLUS 

CN {2. S'-Bi-lH-benzimidazoleJ -5-carboxylic acid. 1 ' - cyclopentyl - 2 ' - [4 - 

(methylthio) phenyl] -1- {3- (4 -morphol inyDpropyl] methyl ester (9CI) (CA 
INDEX NAME) 



0 

I 

<CH 3 ) 3 

6 



RN 684259-34-5 CAPLUS 

CN [2, 5* -Bi-lH-benzimidazole] -5-carboxylic acid, 2 ' - (4 -chlorophenyl) - 1 • 



cyclopentyl-l- [3- (4 -morphol inyl ) propyl] -, 
NAME) 



0 

I 

<CH 3 ) 3 
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Preparation of 1- (4 -piperidinyl) benzimidazolea aa 
hiatamine H3 antagonists 
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Schering Corporation, USA 
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The title compde. [I; Rl • (un) substituted benzimidazolyl or a derivative 
thereof; R2 - (un) substituted aryl or beteroaryl; Ml, M2 - CR3 , N; X « a 
bond, elkylene; Y - CO. CS, S02. etc.; Z - a bond, alkylene, CO. etc.; R3 
. H. halo, alxyl. etc.; R12 - elkyl. OH, alkoxy, etc.; R13 - alkyl, 
alkoxy, OH, etc.; a, b - 0-2; n, p - 1-3; r - 0-3; with the provisos] 
which are histamine H3 antagonists, were prepared E.g.. a multi-etep 
eyntheeis of II which showed Ki of 1 nM in rHu H3 binding assay, was 
given. Alao diaclosed are pharmaceutical compns. comprising the compds. 
of formula I and methods of treating various diseases or conditions, such 
aa allergy, allergy -induced airway responses, and congestion (e.g., nasal 
congeation) using the compds. I. Also disclosed are methods of treating 
said diaeaaes or conditions using the compds. of formula I in combination 



with an HI receptor 


antagonist . 






618892 


71 


OP 


616B92 


72 


IP 


616092 


65 


6P 


618093 


01 


9P 


610893 


02 


-OP 


610093 


03 


IP 


610093 


04 


2P 


610093 


06 


4P 


616093 


08 


6P 


610093 


10 


OP 


616093 


12 


2P 


610693 


14 


4P 


616893-16 


6P 


616093 


16 


8P 


616093 


20 


2P 


610093-32 


4P 


610093 


24 


-6P 


610093 


26 


8P 


616093 


27 


9P 


616093 


39 


IP 


616093 


31 


SP 


610893 


35 


9P 


616093 


37 


IP 


610093 


38 


2P 


616093 


40 


6P 


610093 


46 


2P 


610093 


48 


4P 


610093 


50 


BP 


610093 


52 


OP 


610093 


54 


2P 


610093 


56 


4P 


616093 


59 


7P 


610093 


61 


IP 


618893-63 


3P 


610893 


65 


5P 


610093 


67 


7P 


618893 


68 


6P 


610093 


69 


9P 


610093 


71 


3P 


618893 


73 


SP 


610093 


75 


7P 


610093 


77 


9P 


618893 


79 


IP 


610093 


81 


SP 


610093 


82 


6P 


618893 


83 


7P 


610093 


05 


9P 


610093 


86 


OP 


610893 


87 


IP 


610093 


69 


3P 


610093 


91 


7P 



618693- 92-8P 618S93-93-9P 618893-94-OP 
61BB93-95-1P 61BB93-96-3P 61B893-97-3P 
618B93-99-SP 618894-O0-1P 616894-01-3P 
616B94-03-3P 61SS94-04-SP 61B894-06-7P 
616894-07-BP 618894-O9-0P 616894-11-4P 

616894- 13-6P 618B94-1S-8P 618894-17-OP 
618B94-19-2P 618B94-31-6P 61B894-33-8P 
61B694-25-0P 618894-37-3? 61B894-3B-3P 
618B94-39-4P 61BB94-30-7P 618894-31-8P 
618B94-33-9P 618894-33-0P 61BB94-34-1P 

618694- 3S-2P 616S94-36-3P 618B94-37-4P 
610694-3B-5P 61B894-39-6P 616894-40-9P 
618894-41-0P 616694-43-1P S18894-S4-SP 
618694-S5-6P 616894-61-4P S18894-63-6P 
618694-70-5P 618B94-71-6P 616B94-73-7P 
618894-73-BP 618B94-74-9P 61BB94-7S-0P 
618894-76-1P 618894-77-3P 618B94-79-4P 
61B894-80-7P 618894-Bl-flP 618B94-S3-9P 
618894-83-0P 618894-84-1P 618894-87-4? 
618894-86-5? 618894-89-6P 618B94-90-9P 
618894-91-0P 618894-94-3P 618B94-9S-4P 

618894- 96-SP 618894-97-6P 618694-98-7P 

618895- 43-4P 618895-43-5P 618B95-44-6P 

616895- 45-7P 61B895-49-1P 618B9S-50-4P 
618895-51-5P 618895-53-6P 61B69S-53-7P 
616895-54-8P 61889S-S6-0P 618B95-57-1P 
618895-70-6P 618895-71-9P 618B9S-73-0P 
61B895-73-1P 61889S-74-3P 618B9S-7S-3P 
61689S-77-5P 61B89S-78-6P 61889S-79-7P 
61B89S-80-OP 618895-81-1P 61869S-83-3P 
61889S-84-4P 618895-85-5P 618B9S-86-6P 
61889S-87-7P 618895-88-BP 618B9S-90-3P 
618895-91-3P 618895-96-BP 618895-98-OP 

618895- 99-1P 618896-17-6P 618896-19-6P 

618896- 31-3P 618896-33-4P 618B96-35-6P 
618896-37-0P 618896-46-1P 618B96-47-3P 
618896-S4-1P 618896-SS-3P 618B96-S6-3P 
61889C-S7-4P 618896-60-9P 61BB96-61-OP 
618896-62-1P 618896-66-5P 618B9G-67-6P 
618B96-68-7P 618896-76-7? 618B96-93-7P 

618896- 94-9P 61B896-96-1P 618897-29-3P 
61B897-30-6P 618897-31-7P 618B97-33-8P 

618897- 33-9P 618B97-34-0P 616B97-35-1P 
618897-36-3P 618897-38-4? 616B97-40-8P 
618697-41-9P 618897-43-0P 61B897-S2-3P 
618897-53-3P 618897-54-4P 618897-55-SP 
618S97-56-6P 61B897-57-7P 618897-S8-8P 
618897-63-4P 61B897-63-5P 61B897-64-6P 
618B97-65-7P 61B897-66-8P 61B897-67-9P 
618897-6B-0P 61B897-70-4P 618897-71-SP 

618897- 74-BP 61B697-B9-SP 61B897-90-8P 
61BB97-97-5P 618898-04-7P 61BB98-39-6P 
61889B-60-5P 618898-62-7P 61BB98-66-1P 
61B89B-6B-3P 618B98-70-7P 61B898-71-8P 

618898- 72-9P 61B898-73-OP 61BB98-74-1P 
61BB9B-75-3P 618898-90-1P 618B98-93-3P 
61B898-93-4P 61B899-07-3P 618899-08-4P 
61B899-09-5P 61B899-10-6P 618899-32-2P 
61B899-3B-BP 618899-29-9P 618B99-30-3P 

618899- 31-3P 618899-32-4P 618899-40-4P 
618B99-41-5P 61BB99-46-0P 618899-47-1P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic uae) ; BIOL (Biological atudy) ; PREP (Preparation); USES 
(Uses) 

(preparation of 1- (4-piperidinyl ) benz imidazoles aa histamine H3 antagoniata) 


RN 618893-71-0 CAPUTS 

CN Piperidine, 1- [ [1- [ (3 -amino- 4 -pyridinyl) methyl] -4 -piperidinyl] carbonyl] -4- 
[S-fluoro-3- (3-pyridinyl)-lH-ben»imidazol-l-yll- (9CI) (CA INDEX NAME) 

Xxio J! -° 

RN 618893-72-1 CAPLUS 

CN Piperidine, 1- { [1- [ <3-amino-4-pyridinyl) methyl] -4-piperidinyl] carbonyl] -4 - 
(3- (3-pyridinyl)-5-(trifluoromethyl)-lH-ben»iB»ida»ol-l-yl}- (9CI) (CA 
INDEX NAME) 

RN 61B893-8S-6 CAPLUS 

CN Piperidine, 1- I [1- i (2 -amino- 4 -pyridinyl) methyl 1 -4-piperidinyl J carbonyl] -4- 
<5-chloro-3-cyclohexyl-lH-benzimidazol-l-yl)- (9CI) (CA INDEX NAME) 

RN 618893-01-9 CAPLUS 

CN Piperidine. 1- ( [1- { (3 -amino- 4 -pyridinyl) methyl] -4-piperidinyl] carbonyl] -4- 
[6-fluoro-2-(tetrahydro-3H-pyran-4-yl)-lH-benzimidazol-l-yl]- (9CI) (CA 
INDEX NAME) 

RN 618893-02-0 CAPLUS 

CN Piperidine. 1- { [1- { (3 -amino-4 -pyridinyl )methyl} -4-piperidinyl] carbonyl] -4- 
(5-fluoro-3- <tetrahydro-2H-pyran-4-yl) - lH-benzimidazol-l-yl] - (9CI) (CA 
INDEX NAME) 


RN 618893-03-1 CAPLUS 

CN Piperidine. 1- [ [1- I (2-amino-4-pyridinyl) methyl] -4-piperidinyl) carbonyll -4- 
[6-fluoro-3- (tetrahydro-3-furanyl) - lH-benzimidazol - 1-yl] - (9CI) (CA INDEX 
NAME) 

RN 618893-04-3 CAPLUS 

CN Piperidine, 1- I [1- [ (3-amino-4-pyridinyl)methyl) -4-piperidinyl) carbonyl] -4- 
(S-fluoro-3- (5-oxo-3-pyrrolidinyl) -lH-benziraidazol-l-yl] - (9CI) (CA INDEX 
NAME) 

H 

RN 618893-06-4 CAPLUS 

CN Piperidine, 1- 1 £l- ( (3-*mino-4-pyridinyl)methyl] -4-piperidinyl}carbonyl] -4- 
[S-fluoro-3- (2-oxo-4-imidazolidinyl) -lH-benximidazol-l-yl] - (9CI) (CA 
INDEX NAME) 


H 

RN 618893-08-6 CAPLUS 

CN Piperidine. 1- I [1- [ (3 -amino- 4 -pyridinyl) methyl] -4-piperidinyl] carbonyl] -4- 
[S-bromo-3- (tetrahydro-3-furanyl) -lH-benzinidazol-l-yl] - (9CI) (CA INDEX 
NAME) 

^ N ~||"T" _^/NH3 
RN 616893-10-0 CAPLUS 

CN Piperidine, 1- [ (1- [ (3 -amino- 4 -pyridinyl) methyl] -4 -piperidinyl] carbonyl] -4- 

fS-fluoro-3- (tetmhydro-3-furanyl)-lH-benxioidazol-l-yll- (9CI) (CA INDEX 
NAME) 

^" rO— -rr" 

Is^N 

RN 618693-13-3 CAPLUS 



CN Piperidino, 1- [ (1- I (2- amino- 4 -pyridinyl) methyl] -4-piperidinyl] carbonyl} -4- 
lS-fluoro-2-(tetrahydro-2-furanyl)-lH-benzimidazol-l-yl)- (9CI) (CA INDEX 
NAME) 



v 



RN 618893-14-4 CAPLUS 

CN Piperidine, 1- [ (l- ( (2 -amino-4 -pyridinyl ) methyl] -4 -piperidinyl] carbonyl) -4- 
[2-(2.4-difluorophenyl)-lH-benzimidezol-l-yl]- (»CI) <CA INDEX NAME) 



-fx" 



RN 616893-16-6 CAPLUS 

CN Piperidine, 1- ({1- | (2 -amino- 4 -pyridinyl) methyl) -4-piperidinyl] carbonyl] -4- 
[2-<3.S-difluorophenyl)-5-fluoro-lH-benzisiidazol-l-yl)- (9CI) (CA INDEX 
NAME) 



— CH 2 -0\„ 



RN 618693- 18- B CAPLUS 

CN Piperidine, 1- [[1- t (2 -amino- 4 -pyridinyl) methyl] -4 -piperidinyl) carbonyl] -4- 
(6-fluoro-2- (4-fluorophenyl) -IH-benzimidazol-l-yl] - <9CI) (CA INDEX NAKB) 



ft \ 



X&X) 



-lO 



RN 616893-20-2 CAPLUS 

CN Piperidine, 1- ( [l- [ (2-amino-4-pyridinyl)methyl) -4-piperidinyl) carbonyl] -4- 
[2- (3.4-difluorophenyl) -6, 7-dif luoro-lH-benzimidazol-l-yl) - (9CI) (CA 



Jt \ 



RN 616893-22-4 CAPLUS 

CN Piperidine. 1- [ (1- ( (2 -amino-4 -pyridinyDraethyl] -4-piperidinyl] carbonyl] -4- 
|6-chloro-2- (4-fluorophenyl) -IH-benzimidazol-l-yl]- (9C1) (CA INDEX NAME) 



f^N 



RN 618893-24-6 CAPLUS 

CN Piperidine. 1- [ [1- [ (2-araino-4-pyridinyl)inethylJ -4-piperidinyl)carbonyl) -4- 
[5-fluoro-2- (4-fluorophenyl) -IH-benzimidazol-l-yl]- (9CI) (CA INDEX NAKB) 



|^N 
— CH 2 -i^X 



RN 616693-26-8 CAPLUS 

CN Piperidine. 1- [ [l- I (2 -emino-4 -pyridinyl) methyl] -4-piperidinyl] carbonyl] - 
l5-ehloro-2-<3,S-difluorophenyl)-lH-benzimidazol-l-yl]- (9CI) (CA 1NDI 
NAME) 



RN 618893-35-9 CAPLUS 

CN Piperidine. 1- [ [1- I (2 -amino- 4 -pyridinyl) methyl] -4-piperidinyl] carbonyl] -4- 
[S-bromo-2-(2-fluorophenyl)-lH-benzimidazol-l-yl] - (9CI) (CA INDEX NAME) 



JLO 



,-».-CX 



»-fr' 

I^N 



RN 618893-27-9 CAPLUS 

CN Piperidine. 1- [[1- I (2 -amino- 4 -pyridinyl) methyl] -4-piperidinyl] carbonyl] - 
{2- (3.4-difluorophenyl) -IH-benzimidazol-l-yl J- (9CI) (CA INDEX NAME) 



RN 61BB93-37-1 CAPLUS 

CN Piperidine. 1- [ (1- I (2 -amino -4 -pyridinyl) methyl] -4-piperidinyl] carbonyl] -4- 
(5-bromo-3-(3,4-difXuorophenyl)-lH-benzimidazol-l-yl}- (9CI) (CA INDEX 



r — (' y 



'~CH 2 — U^A. 



Jt \ 



l~CH 2 

-a. 



RN 618893-29-1 CAPLUS 

CN Piperidine, 1- ( U- I (2-emino-4-pyridinyl) methyl) -4-piperidinyl] carbonyl] - 
(5-chloro-2- (4-fluorophenyl) - lH-benziraidazol - 1-yl ] - (9CI) (CA INDEX NJ 



RN 618893-36-2 CAPLUS 

CN Piperidine. I - III- ( (2-amino-4 -pyridinyl) methyl] -4-piperidinyl) carbonyl] -4- 
[2-<4-chlorophenyl)-5-fluoro-lH-benzimidazol-l-yl]- (9CI) (CA INDEX NAME) 



ft \ 



»xx. 



RN 61B893-31-S CAPLUS 

CN Piperidine. 1- i (1- I (3-amino-4-pyridinyl) methyl] -4 -piperidinyll carbonyl] - 
(S-chloro-2-phenyl-lH-benziraidazol-l-yl)- (9CI) (CA INDEX NAME) 



RN 618693-40-6 CAPLUS 

CN Piperidine. 1- [ [1- [ (2 -emino-4 -pyridinyl) methyl] -4-piperidinyl] carbonyl J -4- 
[S-fluoro-2- (2-hydroxyphenyl> -IH-benzimidazol-l-yl] - (9CI) (CA INDEX 



RN 618693-46-3 CAPLUS 

CM Piperidine. 1- 1 U- ( (2-amino-4-pyridinyl)methylJ -4 .piperidinyl) carbonyl) -4- 
|2-<4-chlorophenyl)-lH-benziraidazol-l-ylJ- (9CI) (CA INDEX NAME) 

CI 

CQ-O -° 

RN €16893-40-4 CAPLUS 

CM Piperidine. 1 - 1 1 1 - 1 (2-amino-4-pyridinyl)raethyl] -4 -piperidinyl ] carbonyl] -4- 
|2-<3.5-dichlorophenyl)-5-riuoro-lH-benzimidazol-l-yl]- (9CI) (CA INDEX 
NAME) 

CI 

ci -0 f^> 

^=f ,? «^N— CH 2 — W 
RN 618893-50-6 CAPLUS 

CN Piperidine. 1- [ [1- [ (2-amino-4-pyridinyl)methyl) -4-piperidinyl] carbonyl J -4- 
[5-chloro-2- (4-chlorophenyl)-lH-benziraidazol-l-yl]- (9CI) (CA INDEX NAME) 

CI 

RN 616893-52-0 CAPLUS 

CN Piperidine, 1- ( {1- I (2-amino-4-pyridinyl)methyl] -4 -piperidinyl] carbonyl] -4- 
(6-chloro-2- (4-chlorophenyl)-lH-benzimidezol-l-yl)- (9CI) (CA INDEX NAME) 


Cl 

RN €18893-54-2 CAPLUS 

CN Piperidine. 1- I [1- [ (2-emino.4-pyridinyl)methyl) -4-piperidinyl] carbonyl) -4- 
[5-fluoro-2-(2-methoxyphenyl)-lH-benzimidatol-l-yl]- (9CI) (CA INDEX 
NAME) 

t^N 

RN 61S893-56-4 CAPLUS 

CN Piperidine, 1- ( (1- ( (2 -amino- 4 -pyridinyl) methyl] -4 -piperidinyl] carbonyl] -4- 
[S-tluoro-2- 12- (trif luoromethyl) phenyl] - IH-benziraidazol- 1-yl) - <9CI) (CA 
INDEX NAME) 

U^N 

RN €18893-59-7 CAPLUS 

CN Piperidine. 1- ( [1- [ (2 -amino- 4 -pyridinyl) methyl) -4 -piperidinyl) carbonyl] -4 - 
[S-chloro-2-(3.S-dichlorophenyl)-lH-ben»imidazol-l-yl]- (9CI) (CA INDEX 
NAME) 


CI 

RN 618893-61-1 CAPLUS 

CN Piperidine, 1- { [l- I (2 -amino-4-pyridinyl) methyl) -4-piperidinyl] carbonyl) -4- 
(S-fluoro-2- {2- (trifluoromethoxy)phenyl]-lH-benzimidazol-l-yl] - (9CI) (CA 
INDEX NAME) 

^N 

RN 618893-63-3 CAPLUS 

CN Piperidine, 1- [ [1- I (2-amino-4-pyridinyl)methyl) -4-piperidinyl] carbonyl) -4- 
(5-bromo-2-(2-methoxyphenyl)-lH-benziraidezol-l-yl]- (9CI) (CA INDEX NAME) 

l^N 

RN 61B893-65-S CAPLUS 

CN Piperidine. 1- 1 ll- { (2 -amino- 4 -pyridinyl )methyl] -4-piperidinyl) carbonyl] -4- 
[6-chloro-2-(3,5-dichlorophenyl)-lH-benzimidazol-l-yl] - (9CI) (CA INDEX 
NAME) 

Cl 

Cl 


RN 618693-67-7 CAPLUS 

CN Piperidine. 1- { II- { (2 -amino-4 -pyridinyl )methyl] -4-piperidinyl) carbonyl ] -4- 
(2- (4-ethoxy-3-fluorophenyl) - 5-methyl - lH-benzimidazol - 1-yl] - (9CI) (CA 
INDEX NAME) 

EtO 

r~/^) r^N 

RN 618893-66-8 CAPLUS 

CN Piperidine, 1- Ml- [ (2-amino-4 -pyridinyl ) methyl] -4-piperidinyl] carbonyl ) -4 - 
(2- [3. 5-bia (trif luoromethyl) phenyl) -S-chloro-lH-benzimidazol- l-yl) - (9CI) 
(CA INDEX NAME) 

CP 3 

•■ x g_ Cr !_0-^-. 

RN 618693-69-9 CAPLUS 

CN Piperidine, 1- [ [1- I ( 2- amino-4 -pyridinyl ) methyl] -4-piperidinyl] carbonyl) -4- 
17- [3, 5 -bi»( trif luoromethyl) phenyl] -5-bromo-lH-benzimidazol-l-yl] - (SCI) 
(CA INDEX NAME) 

CP3 

RN 618893-71-3 CAPLUS 

CN Piperidine. 1- I [1- { (2-amino-4 -pyridinyl )methyl) -4-piperidinyl) carbonyl] -4- 
[€-ethoxy-2- (2 -pyridinyl ) - lfi-benzimidazol- 1-yll - (9CI) (CA INDEX NAME) 



RN 618893-73-5 

CN Piperidine. 1- ( [1- ( (2-emino-4 -pyr idinyl ) methyl ] -4-piperidinyl) carbonyl] -4- 
[5-chloro-2-(l-oxido-2-pyridinyl)-lH-benzimidazol-l-yl]- <9CI> (CA INDSX 



."Oil— c 



-or 



RN 618893-75-7 CAPLUS 

CM piperidine, 4- [2- (2- araino-3 -pyridinyl) - lH-benzimidazol - l-yl) - 1- { [1- I (2- 

a»ino-4- pyridinyl) methyl) -4-piperidinylJcerbonyl] - (9CI) (CA INDSX NAME) 



CH2— 



RN 618893-77-9 CAPLUS 

CN Piperidine. 4- [S-fluoro-2- (2 -pyridinyl) - lH-benziraidazol- l-yl) -1- ( ll- (4- 
pyridinyloethyl) -4-piperidinyl] carbonyl]- (9CI) (CA INDEX NAME) 



RN 61SB93-79-1 CAPLUS 

CN Piperidine, 1- ( |l- [ (2-araino-4-pyridinyl ) methyl) -4 -piperidinyl) carbonyl] -4- 
(6-chloro-2- (2 -pyridinyl ) - IH-benzimidazol- l-yl)- (9CI) (CA INDEX NAME) 



RN 618893-81-5 CAPLUS 



CN Piperidine, 1- { tl- | (2-emino-4-pyridinyl)methyl] -4 -piperidinyl ) carbonyl) -4- 
tS-fluoro-3-(4-pyrimidinyl>-lH-benzimidezol-l-yl]- (9CI) (CA INDEX NAME) 



VX J _ 
N — I 0 f ^^ N 

Xn-o J! -° 



RN 618893-82-6 CAPLUS 

CN Piperidine, 1- { [1- [ (3-amino-4-pyridinyl) methyl) - 4 -piperidinyl ) carbonyl 1 -4- 
[6-fluoro-2- (2-pyridinyl) -lH-benzimidazol- l-yl)- (9CI) (CA INDEX NAME) 



-ch 2 -OL 



RN 618893-83-7 CAPLUS 

CN Piperidine, 1- t [1- [ (2-emino-4-pyridinyl)methyl) - 4 -piperidinyl ) carbonyl ) -4- 
(6-fluoro-2-pyrazinyl-lH-benzimidazol-l-yl)- (9CI) (CA INDEX NAME) 



RN 618893-65-9 CAPLUS 

CN Piperidine, 1- [{1- { (2-amino-4-pyridinyl)methyl) -4 -piperidinyl) carbonyl) -4- 
(7-chloro-3- (2-pyridinyl) -lH-benzioidazol-l-yl] - (9CI) (CA INDEX NAME) 



9do 



RN 618893-86-0 CAPLUS 

CN Piperidine, 1- [ (l- t (2-amino-4-pyridinyl)methyl] -4 -piperidinyl) carbonyl) -4- 
[2- (2-pyridinyl) -lH-benzimidazol- l-yl]- (9CI) (CA INDEX NAME) 



lO 



r^N 
-CH 2 J^ h 



.XX. 



RN 61BS93-87-1 CAPLUS 

CN Piperidine. 1- I (1- | (2 -emino-4 -pyridinyl) methyl J -4 -piperidinyl J carbonyl) -4 - 
<5-fluoro-2-pyrazinyl-lH-benzimidazol-l-yl)- (9CI) (CA INDEX NAME) 



RN 618893-93-9 CAPLUS 

CN Piperidine, 1- tlx- I (2-amino-4-pyridinyl)methyl) -4 -piperidinyl ) carbonyl) -4- 
{S-bromo-2- (2-pyridinyl )- IH-benzimidazol - l-yl] - (9CI) (CA INDSX NAME) 



r= n 

Q 



— CH 2 — 



N— { O 



RN 618B93-89-3 CAPLUS 

CN Piperidine, 1- [ [1- [ (2 -amino-4-pyridinyl) methyl) -4 -piperidinyl) carbonyl] -4- 
(5-chloro-2-pyrazinyl-lH-benzi»idazol-l-yl) - (9CI) (CA INDEX NAME) 



RN 61BB93-94-0 CAPLUS 

CN Piperidine. l-{[l- I (2-amino-4-pyridinyl)oethyl) -4 -piperidinyl) carbonyl) -4- 
[6-ethoxy-2- (4-pyrimidinyl)-lB-benzimidazol-l-ylJ - (9CI) (CA INDEX NAME) 



N— j O fS^-ji 



N CH 2 

XX. 



RN 618893-91-7 CAPLUS 

CN Piperidine, 1- Hi- I (2 -amino-4 -pyridinyl) methyl) -4 -piperidinyl) carbonyl] -4- 
l5-chloro-2-(4-pyrimidinyl)-lH-benziaidazol-l-yl]- (9C1) (CA INDEX NAME) 



RN 61B893-9S-1 CAPLUS 

CN Piperidine. 1- t [l- [ (2-amino-4-pyridinyl)methyl) -4 -piperidinyl) carbonyl) -* 
[S-fluoro-2- (6-o*thyl-2-pyridinyl)-lH-benzimidazol-l-yl)- (9CI) (CA IM 
NAME) 



■j^r-XX, 



RN 61B893-93-8 CAPLUS 

CN Piperidine, 1- {[1- I (2 -amino- 4 -pyridinyl ) methyl] -4-piperidinyl) carbonyl) -4- 
(5, 6-difluoro-a- (2-pyridinyl) -lH-benzimidazol-l-yl] - (9CI) (CA INDEX 



RN 618893-96-2 CAPLUS 

CN Piperidine. 1- [ [1- { (2-amino-4-pyridinyl) methyl] -4 -piperidinyl J carbonyl] -4- 
16- fluoro-2-<4-pyriraidinyl) -lH-benzimidazol-l-yl) - (9CI) (CA INDEX NAME) 



RN 618893-97-3 CAPLUS 

CN Piperidine. 1* ( [1- [ (2 -amino- 4 -pyridinyl) methyl] -4-piperidinyl) carbonyl) -4- 
|5-brorao-2- (l-oxido-2-pyridinyl) - lH-benzimidazol - 1-yl) - (9CI) (CA INDEX 
NAME) 

RN 61S893-99-S CAPLUS 

CN Piperidine, 1- [ [1- [ (2 -amino-4 -pyridinyl )methyl] -4-piperidinyl] carbonyl] -4- 
(S-ehloro-2-(2-pyridinyl)-lH-benzimidazol-l-yl]- (9CI) <CA INDEX NAMB) 

RN 618894-00-1 CAPLUS 

CN Piperidine. 1-1 (1- ( (2-amino-4-pyridinyl) methyl] -4-piperidinyl] carbonyl] -4- 
lS-chloro-2- (4 -pyridinyl ) -lH-benzimidazol- 1-yl) - (9CI) (CA INDEX NAME) 

N — \ 

■ 

RN 618894-01-2 CAPLUS 

CN Piperidine, 1- [ [1- [ (2 -amino-4 -pyridinyl) methyl) -4-piperidinyl) carbonyl) -4- 
(2-|4-chloro-2-pyridinyl)-5-fluoro-lH-benzimidazol-l-yl)- (9CI) (CA INDEX 
NAMB) 


CI 

fi ^» 

RN 618894-02-3 CAPLUS 

CN Piperidine. 1- I (l- [ (2-amino-4-pyridinyl)methyl] -4 -piperidinyl) carbonyl] -4- 
[2- (4-pyrimidinyl) -S- (trif luoromethyl ) - lH-beniimidazol- 1-yl) - (9CI) (CA 
INDEX NAME) 

RN 618894-04-5 CAPLUS 

CN Piperidine. 1- I (1- { (2 -amino-4 -pyridinyl) methyl] -4 -piperidinyl] carbonyl J -4- 
(2- (4 -pyrimidinyl)- IH-benzimidazol- 1-yl)- (9CI) (CA INDEX NAMB) 

N=\ 

(\ /) r^N 

odcH-° 

RN 618894-06-7 CAPLUS 

CN Piperidine. 1- ( {l- I (2-amino-4-pyridinyl)methyll - 4- piperidinyl ) carbonyl J -4- 
(2- (4-chloro-2-pyridinyl)-6.7-difluoro-lH-benzimidazol-l-yl]- (9CI) (CA 
INDEX NAME) 

CI 

7 

RN 618894-07-8 CAPLUS 

CN Piperidine. 1- [ [1- [ (2-amino-4-pyridinyl)methyl] -4-piperidinyl J carbonyl] -4- 
[6.7-difluoro-2- (2-pyridinyl)-lH-benzimidazol-l-yl) - (9CI) (CA INDEX 


NAME} 
F 

RN 618894-09-0 CAPLUS 

CN Piperidine, 1- [ [1- | (2 -amino-4 -pyridinyl) methyl] -4 -piperidinyl] carbonyl] -4- 
[2- (1.2-dihydro-2-oxo- 3 -pyridinyl) -5- f luoro- IH-benzimidazol- 1 -yl) - (9CI) 
(CA INDEX NAME) 

H 

RN 618894-11-4 CAPLUS 

CN Piperidine. 1- [[1- J (2 -amino-4 -pyridinyl )methyll -4-piperidinyl] carbonyl] -4- 
{2- (4-chloro-2-pyridinyl) -7-fluoro-S- (tritluoromethyl) - IH-benzimidazol- 1- 
yl)- (9CI) (CA INDEX NAME) 

CI 

RN 618894-13-6 CAPLUS 

CN Piperidine. 4- 12- (2 -amino- 4 -pyridinyl) -S-fluoro-lH-benziraidazol-l-yl) -1- 
Hl- { (3-amino-4-pyridinyl)methyl] -4 - piperidinyl ) carbonyl] - (9CI) (CA 
INDEX NAME) 


NH 2 

RN 618894-15-8 CAPLUS 

CN Piperidine, 1- [ [1- [ (2 -amino- 4 -pyridinyl) methyl] -4 -piperidinyl) carbonyl] -4- 
{2-{S-raethyl-3-i»oxazolyl) - IH-benzimidazol -1-yl J - (9CI) (CA INDEX NAME) 

^ rG-«-fY- 

Me 

N 

RN 618894-17-0 CAPLUS 

CN Piperidine, 1- [ [1- [ (2-amino-4-pyridinyl)methyl) -4-piperidinyl) carbonyl] -4- 
[2-(2-furanyl)-lH-benzimidazol-l-yl]- (9CI) (CA INDEX NAMB) 

XX** 

RN 618894-19-2 CAPLUS 

CN Piperidine. 1- [ [1- [ (2-a»ino-4-pyTidinyl)mothylJ -4-piperidinyl] carbonyl) -4- 
(2- <lH-pyrrol-2-yl> - IH-benzimidazol- 1-yl) - (9CI) (CA INDEX NAMB) 



N 
H 

rn 6iaa»4-ai-6 caplus 

CN Piperidine, 1- { [1- ( (2-amino-4-pyridinyl )methyl) -4 -piperidinyl] carbonyl] -4- 
[6-fluoro-2-(3-thienyl)-lH-benzimidazol-l-ylJ- <9CI) (CA INDEX NAME) 

"0-,|-Q_ ch Ml 

V M 

R— ^s 

RN 618894-23-8 CAPLUS 

CN Piperidine, 1- [ [l- { (2 -amino- 4 -pyridinyl Jraethyl] -4 -piperidinyl] carbonyl] -4- 
[6-fluoro-2-(3-furanyl)-lH-benzimidazol-l-yl]- (9C1) (CA INDEX name) 

^-,rO--YY- 

k^N 

RN €18894-35-0 CAPLUS 

CN Piperidine, 1- [(1- I <2-*mino-4 -pyridinyl) methyl J -4-piperidinyl J carbonyl] -4- 
(S-fluoro-2- (2-furanyl) -lH-benzimidazol-l-yl] - (9CI) (CA INDEX NAME) 


RN 618894-27-2 CAPLUS 

CN Piperidine. 1- [ [1- ( (3-amino-4-pyridinyl)methyl] -4-piperidinyl] carbonyl] -4- 
l2-(2-thienyl)-lH-benziaidazol-l-yl)- (9CI) (CA INDEX NAME) 

RN 618894-28-3 CAPLUS 

CN Piperidine, 1- t [l- I (2-amino-4-pyridinyl)methyll -4-piperidinyl] carbonyl] -4- 
lS-fluoro-2- <S-methyl-3-ieoxa2olyl) -lH-benziraidazol-1-yl] - (9CI) (CA 
INDEX NAME) 

l^N 

Me 

N 

RN 618894-29-4 CAPLUS 


CN Piperidine, 1- [ (l- ( (2-amino-4-pyridinyl)methyl] -4 -piperidinyl J carbonyl] -4- 
[S-chloro-2- (5-methyl-3-iaox*zolyl) -lH-ben2imidazol-l-yl] - (9CI) (CA 
INDEX NAME) 

Me 

RN 618894-30-7 CAPLUS 

CN Piperidine, 1- [{1- I (2-amino-4 -pyridinyl ) methyl) -4-piperidinyl) carbonyl} -4- 
(5-fluoro-2-(2-thienyl)-lH-benzimidazol-l-ylJ- (9CI) (CA INDEX NAME) 

RN 618894-31-8 CAPLUS 

CN Piperidine, 1- III- ( (2 -amino-4 -pyridinyl ) methyl] -4 -piperidinyll carbonyl] -4- 
{6.7-difluoro-2- (S-methyl-3-ieoxazolyl) -lH-benzimidazol-l-yl) - (9CI) (CA 
INDEX NAME) 


l^N 

Me 

RN 618894-32-9 CAPLUS 

CN Piperidine, 1- [ [1- I (2-amino-4-pyridinyl)methyl) -4 -piperidinyl] carbonyl) -4- 
(5-browo-2-(S-methyl-3-i«oxazolyl)-lH-benzimid«zol-l-yl]- (9CI) (CA INDEX 
NAME) 

Me 

RN 618894-33-0 CAPLUS 

CN Piperidine, 1- ( [1- I (2 -amino-4 -pyridinyl ) methyl] -4-piperidinyl] carbonyl] -4- 
|6-ethoxy-2- (S-methyl-3 - ieoxazolyl ) -lH-benzimidazol-l-yl] - (9CI) (CA 
INDEX NAME) 



^.N 

He 

N 

RN 616894-34-1 CAPLUS 

CN Piperidine. 1* [ {l- ( (2-emino-4-pyridinyl)methylJ -4 -piperidinyl] carbonyl) -4- 
(5-fluoro-2-(3-furanyl)-lH-benzioidazol-l-yl)- (9CI) <CA INDEX NAME) 

^TG— fir- 

^N 

RN 61B894-3S-2 CAPLUS 

CN Piperidine. 1- [ ll- [ (2- amino- 4 -pyridinyl) methyl] -4 -piperidinyl) carbonyl] -4- 
[S-bromo-2- (lH-pyrrol-2-yl) - lH-benzimidazol - l-yl] - (9CI) (CA INDEX NAME) 

rO— ~-fY" 

H 

RN 618894-36-3 CAPLUS 


CN Piperidine, 1- [ U- I (2-a»ino-4-pyridinyl >»ethyl) -4 -piperidinyl ] carbonyl) -4- 
[S-fluoro-2- (lH-pyrrol-3-yl) -IH-benzimidaxol-l-yl] - (9CI) (CA INDEX NAME) 

H 

RN 618894-37-4 CAPLUS 

CN Piperidine, 1- ( [1- [ (2 -amino- 4 -pyridinyl ) methyl ] -4 -piperidinyl ) carbonyl] -4- 
[2- (5-methyl-3-iaoxazolyl) -5- (trif luoromethyl) - lH-ben*imidazol-l-yl] - 
(9CI) (CA INDEX NAME) 

^,N 

Ha 

R— ^"^O 
N 

RN 618894-38-5 CAPLUS 

CN Piperidine, 1- ( (l- [ (2-amino-4-pyridinyl)methyl) -4-piperidinyl] carbonyl 1 -4 - 
[7-fluoro-2- (5-methyl-3-i«oxazolyl)-S-(trifluorooethyl)-lH-benzimidazol-i- 
yl)- (9CI) (CA INDEX NAME) 


I ^ N_ ll~0 ^\/KH2 
N 

RN 618094-39-6 CAPLUS 

CN Piperidine, 1- [ [1- I (2-amino-4-pyridinyl)methyl] -4 -piperidinyl] carbonyl] -4- 
(5-fluoro-2- (5- (4-fluorophenyl)-3-iaox*zolyl] -lH-benzimidazol-l-yl) - (9CI) 
(CA INDEX NAME) 

r 

N 

RN 618894-40-9 CAPLUS 

CN Piperidine. 1- Hi- [ (2-emino-4-pyridinyl)methyl) -4 -piperidinyl] carbonyl) -4- 
[5-fluoro-2-(2-Bethyl-3-furanyl)-lH-ben»ioid«zol-l-yl] - (9CI) (CA INDEX 
NAME) 


Me 

RN 618894-41-0 CAPLUS 

CN Piperidine, 1- I(l- ( (2 -amino- 4 -pyridinyl) methyl) -4-piperidinyl] carbonyl) -4- 
(2- (5- (1, 1-dimethylethyl) -2-methyl-3-furanyl] - 5- f luoro- IH-benzimidazol - 1- 
yl)- (9CI) (CA INDEX NAME) 

Bo-t 

Me 

RN 618894-42-1 CAPLUS 

CN Piperidine, 1- ( (1- ( (2-araino-4-pyridinyl)methyl) -4-piperidinyl) carbonyl] -4- 
|5-fiuoro-3- (3-methyl-2-furanyl)-lH-ben*imidazol-l-yl)- (9CI) (CA INDEX 
NAME) 

^HfL" _^/-2 
Me 

o 



RN 618694-54-5 CAPLUS 

CM Piperidine. 1- [ [1- [ <2-amino-4-pyridinyl) methyl) -4-piperidinyl) carbonyl] -4- 
[5-fluoro-2-(4-n»iTpholinyl)-lH-benzimidazol-l-yl]- (9CI) (CA INDEX MAKE) 

RN 618694-55-6 CAPLUS 

CN Piperidine. 1- [[1- ( (2 -amino- 4 -pyridinyl) methyl] -4-piperidinyl] cerbonyl) -4- 
(S-fluoro-2- [4-<methylaulfonyl) • l-piperazinyl ] - IH-benzimidazol -1-yl] - 
(9CI) (CA INDEX NAME) 

Me 

1 

o=s==o 

RN 616894-61-4 CAPLUS 

CN Piperidine, 1- [ [1- [ (3 -amino -4- pyridinyl) methyl] -4-piperidinyl) carbonyl) -4- 
l5-fluoro-2- [4- [ (trifluororaethyl)eulfonyl} -l-piperazinyl} -IH-benziraidazol- 
1-yl)- (9CI) (CA INDEX NAME) 

o=[-o 

°~\° 

RN 61B894-63-6 CAPLUS 

CN 4-Piperidinecarboxamide. 1- [1- (1- ( (1- { (2-amino-4-pyridinyl)methyl J -4- 


pipe ridinyl] carbonyl] -4-piperidinyl] -5- f luoro- IH-benzimidazol -2-yl] - (9CI) 
(CA INDEX NAME) 

1? 

H2N-C 

b r,r 

RN 618894-70-5 CAPLUS 

CN Piperidine, 4- [2- (6 -amino- 3 -pyridinyl) -lH-benzimidazol-l-yl) -1- [ [1- { (2- 

amino- 4 -pyridinyl) methyl) -4-piperidinyl) carbonyl)- (9CI) (CA INDEX NAME) 

H2N 

RN 618894-71-6 CAPLUS 

CN Piperidine. 1- [(1- [ (2 -amino-4 -pyridinyl) methyl] -4-piperidinyl] carbonyl] -4- 
[7-f luoro-2- (2-pyridinyl) -5- (trif luororaethyl) -lH-benzimidazol-l-yl] - (9CI) 
(CA INDEX NAME) 

7 

RN 616894-72-7 CAPLUS 

CN Piperidine, 1- ( [l- [1- (2-amino-4-pyridinyl)ethyl) -4 -piperidinyl] carbonyl] -4- 
[5- £luoro-2- (2-pyridinyl) -IH-benzimidazol-l-yl] - <9CI) (CA INDEX NAME) 


nor"*"' 

RM 618894-73-6 CAPLUS 

CN Piperidine, 1- { tl- I <2-amino-4-pyridinyl)methyl] -4-f luoro-4- 

piperidinyl] carbonyl] -4- (5- f luoro- 2 - (2 -pyridinyl ) - lH-benzimidazol-1 -yl) - 
(9CI) (CA INDEX NAME) 

RN 618B94-74-9 CAPLUS 

CN Piperidine, 1- [ (1- [ (2-amino-4-pyridinyl)oethyl] -4-hydroxy-4- 

piperidinyl] carbonyl) -4- [S-f luoro-2- (2-pyridinyl) -lH-bensiraidazol-l-yl] - 
(9CI) <CA INDEX NAME) 

RN 618894-75-0 CAPLUS 

CN Piperidine, 1- ( U- [1- (2-amino-4 -pyridinyl) ethylj -4-piperidinyl]carbonyl] -4- 
(5-fluoro-2- (4-pyrimidinyl) - IH-benzimidazol - 1 -yl J - (9CI) {CA INDEX NAME) 

X0xr-° 


RN 618894-76-1 CAPLUS 

CN Piperidine, 1- ( [l- t (2-araino-4-pyridinyl)methyl) -4-methyl-4- 

piperidinyl) carbonyl] -4- (5- f luoro-2- (2-pyridinyl) - IH-benzimidazol- 1-yl] - 
(9CI) (CA INDEX NAME) 

H I? ^-"iAA 

WCr^P - 

RN 618894-77-2 CAPLUS 

CN Piperidine, 1- [ [1- (1- (2 -amino- 4 -pyridinyl ) ethyl] -4 -piperidinyl] carbonyl] -4- 
(6 -f luoro-2- (2-pyridinyl) - IH-benzimidazol- 1-yl] - (9CI) (CA INDEX NAME) 

^ rXX~ 

JO 

RN 618894-79-4 CAPLUS 

CN Piperidine. 1- I [1- [ (2 -amino -4- pyridinyl) methyl] -4-piperidinyl] carbonyl) -4- 
(2- (2, 5-dimethyl-3-Curanyl) - 5- f luoro- IH-benzimidazol- 1-yl] • (9CI) (CA 
INDEX NAME) 

v- rO-— rx- 

R— (yo 
He 

RN 616894-80-7 CAPLUS 



CN Piperidine, 1- { ll- [ (2-amino-4-pyridinyl)mothyl] -4 -piperidinyl] carbonyl ] -4- 
{3-(4,5-dimethyl-2-furanyl)-S-nuoro-lH-benximidasol-l-yl]- (9CI) (CA 
INDEX NAME) 

Me 

RN 618894-81-8 CAPLUS 

CN Piperidine, I- ( [l- [ (2 -amino-4 -pyridinyl ) methyl] -4 -piperidinyl] carbonyl] -4- 
[5-fluoro-3- (S-methyl-3- (trif luoromethyl) -3-furenyl) - iH-ben*imidazol - 1-yl] - 
(9CI) (CA INDEX NAME) 

WO— fY- 

Me 

CF 3 

RN 618694-83-9 CAPLUS 

CN Piperidine. 1- I (1- ( (2 -araino-4 -pyridinyl) methyl J -4-piperidinyl] carbonyl] -4- 
(5-fluoro-2- (tetrahydro-2,2-dimethyl-2H-pyran-4-yl) -lH-benzimidazol-l-yl) - 
(9CI) (CA INDEX NAME) 

Me Me 

TO— n^Y"' 

l^N 


RN 618894-83-0 CAPLUS 

CN Piperidine. l- I (1- [ (2-amino-4 -pyridinyUmethyl] -4-piperidinyl] carbonyl] -4- 
(S-f luoro-3- [5- (trif luoromethyl) -2- furanyl] -lH-benzimidaxol-l-yl] - (9CI) 
(CA INDEX NAME) 

RN 618894-84-1 CAPLUS 

CN Piperidine, X- [ (1- ( (3-amino-4-pyridinyl)ii»ethyl] -4- fluoro-4- 

piperidinyl] carbonyl) -4- (3- (3-pyridinyl) -IH-bensimidaxol-l-yl) - (9CI) (CA 
INDEX NAME) 

RN 618894-87-4 CAPLUS 

CN Piperidine. 1- I [1- [ (2-amino-4-pyridinyl)methyl] -3-methyl -4- 

piperidinyl] carbonyl) -4- (5-f luoro-3- (2 -pyridinyl )- lH-benzimidazol-l-yl] - 
(9CI) (CA INDEX NAME) 

O T i^- 

RN 61 6 894- 88 -5 CAPLUS 

CN Piperidine, 1- [ [1- { (2 -amino- 4 -pyridinyUmethyl) -4-piperidinyl] carbonyl] -4- 
[S -fluoro- 2- (3 -pyridinyl ) - lH-benzimidazol- 1-yl] - (9CI) (CA INDEX NAME) 

r. — N 

RN 618894-89-6 CAPLUS 


CN Piperidine, 1- [ (1- [ (3 -amino-4 -pyridinyl ) methyl] -4-piperidinyl] carbonyl] -4- 
[S-fluoro-2- (3-pyridinyl)-lH-benzimidazol-l-yl] - (9CI) (CA INDEX NAME) 

RN 618694-90-9 CAPLUS 

CN Piperidine, 1- I (1- I (3-amino-4 -pyridinyl) methyl] -4-piperidinyl] carbonyl) -4- 
(S-fluoro-2-(4-thiooorpholinyl)-lH-benzitoidazol-l-yl)- (9CI) (CA INDEX 
NAME) 

RN 618894-91-0 CAPLUS 

CN Piperidine, 1- [ [1- {(2 -amino-4 -pyridinyl) methyl] -4 -piperidinyl] carbonyl] -4 - 
{S-fltioro-2-(l-piperidinyl)-lH-ben*imidazol-l-yl] - (9CI) (CA INDEX NAME) 

'XCrP 

n ^-fO-»-fv- 

k^N 

RN 618894-94-3 CAPLUS 

CN Piperidine. 1- III- I (2-amino-4-pyridinyl)raethyl) -4-piperidinyl] carbonyl] -4- 
[S-fluoro-3- U-methyl-l-piperazinylJ-lH-benziaidaiol-l-yl) - (9CI) (CA 
INDEX NAME) 


^N 

RN 618894-95-4 CAPLUS 

CN Piperidine, 1- { (1- t (3-amino-4-pyridinyl)methyl) -3-hydroxy-4- 

piperidinyl] carbonyl) -4- [5-f luoro-3- < 3 -pyridinyl) -lH-ben«imidazol-l-yl) • 
(9CI) (CA INDEX MAKE) 

kv^N 

RN 618894-96-5 CAPLUS 

CN Piperidine, 1- [ [1- { (3-amino-4-pyridinyl)methyl] -4-f luoro-4- 

pipe r id inyl) carbonyl] -4- (S-f luoro-3- (2-pyridinyl) -lH-benzimidazol-l-yl] - 
(9CI) (CA INDEX NAME) 

RN 618894-97-6 CAPLUS 

CN Piperidine, 1- [ (1- I (2-amino-4 -pyridinyl )methyl) -4 - fluoro-4 - 

piperidinyl] carbonyl] -4- {S-f luoro-2- (4-morpholinyl) - lH-benzimidazol - l-yl] - 
(9CI) (CA INDEX NAME) 



'O-rb— fv- 

RN 618894-98-7 CAPLUS 

CN Piperidine. 1- ( [l- [ (3-eaino-4-pyridinyl)i»ethyll -4-piperidinyl] carbonyl] -4- 
l5-fluoro-3- (4-pyrimidinyl)-lH-benzimidazol-l-yl)- (9CI) (CA INDEX NAME) 

RN 618895-43-4 CAPLUS 

CN Piperidine. 1- I U- [ (3-amino-5-pyrimidinyl) methyl] -4-piperidinyl] carbonyl) - 
4- [5 -chloro- 3 -(4 -pyrimidinyl >-lH-benzimidazol-l-yl)- (9CI) (CA INDEX 
NAME) 

RN 618895-43-5 CAPLUS 

CN Piperidine. 1- 1 [l- i (3 - am ino- S -pyrin id inyl) methyl) -4-piperidinyl] carbonyl J - 
4- [5-riuoro-3- (3-pyridinyl) -lH-benzimidazol-l-yl)- (9CI) (CA INDEX NAME) 

RN 618895-44-6 CAPLUS 


CN Piperidine. 1- | (1- | (2-amino-S-pyrimidinyl) methyl] -4-piperidinyl ] carbonyl ] - 
4- <5-chloro-3-pyraxinyl-lH-benximidazol-l-yl) - (9CI) (CA INDEX NAME) 

"Xjto-tCr-TA., 

RN 61889S-45-? CAPLUS 

CN Piperidine. 1- ( [1 - ( ( 3 -amino- 5 -pyrimidinyl) methyl) -4 -piperidinyl) carbonyl] - 
4-l5-fluoro-3-(4-pyrinidinyl)-lH-ben*imidazol-l-yl)- (9CI) (CA INDEX 
NAME) 

N-=v 

RN 618895-49-1 CAPLUS 

CN Piperidine. 1- til- t(3-emino-4 -pyrimidinyl )methyll -4-piperidinyl] carbonyl) - 
4-{2-(3.4-difluorophenyl)-S-fluoro-lH-benzimidazol-l-yl]- (9CI) (CA INDEX 
NAME) 

r 

RN 618895-50-4 CAPLUS 

CN Piperidine. 1- ( U- t (3-amino-4-pyrimidinyl)methyl) -4-piperidinyl) carbonyl] - 
4- (5-fluoro-3- (3-pyridinyl) -lH-benximidazol-l-yl] - (9CI) (CA INDEX NAME) 

■X0jy-'~O • - 

RN 61889S-S1-S CAPLUS 

CN Piperidine, 1- { [1- I (3 -amino- 4 -pyrimidinyl) methyl) -4 -piperidinyl) carbonyl] - 
4-(5-chloro-2-pyrazinyl-lH-benzimidazol-l-yl)- (9CI) (CA INDEX NAME) 


RN 618895-52-6 CAPLUS 

CN Piperidine, 1- [ [1- I (2 -amino-4-pyrimidinyl) methyl) -4-piperidinyl) carbonyl) - 
4- [6-chloro-3-(4-fluorophenyl)-lH-benzimidazol-l-ylJ- (9CI) (CA INDEX 
NAME) 

P 

W ,? r^ H — ch 2 — 11 ^ 

RN 618895-S3-7 CAPLUS 

CN Piperidine, 1- [ [1- t (2 -amino-4-pyrimidinyl )methyl) -4 -piperidinyl) carbonyl) - 
4- [5- fluoro-3- (4 -pyrimidinyl) -IH-beniimidazol-l-yl] - (9CI) (CA INDEX 
NAME) 

O iTr 

RN 618895-54-8 CAPLUS 

CN Piperidine. 1- ( [1- { (3-amino-4-pyriraidinyl) methyl) -4-piperidinyl) carbonyl) - 
4-[6-chloro-3-(3.S-dichlorophenyl)-lH-benziraidazol-l-yl)- (9CI) (CA INDEX 
NAME) 

CI 

ci-fi rf> 

Cl 

RN 618895-56-0 CAPLUS 


CN Piperidine. 1- Ul- ( (3-amino-4 -pyrimidinyl) methyl J -4-piperidinyl J carbonyl] - 
4-(5-chloro-3-(4-pyriraidinyl)-lH-benzimidazol-l-yl)- (9CI) (CA INDEX 
NAME) 

RN 618895-57-1 CAPLUS 

CN Piperidine. 1- ( [1- ( (3 -amino- 5-pyrimidinyl) methyl] -4-piperidinyl) carbonyl] - 
4- (6-£luoro-3- (3-pyridinyl) -IH-benzinidazol-l-yl] - (9CI) (CA INDEX NAME) 

RN 618 895- 70- 8 CAPLUS 

CN Piperidine, 1- ( [l- { (3-araino-S-pyrimidinyl)niethyl) -4-f luoro-4- 

piperidinyl) carbonyl] -4 - (5- f luoro-3- (3-pyridinyl) -lH-benzimidazol- 1-yl J - 
(9CI) (CA INDEX NAME) 

RN 618895-71-9 CAPLUS 

CN Piperidine. 1- { [l- [ (3 -amino- 5 -pyrimidinyl) methyl) -4-piperidinyl] carbonyl) - 
4-[3-(2.4-difluorophenyl)-5-fluoro-lH-benzimidazol-l-yl)- (9CI) (CA INDEX 
NAME) 



RN 618895-73-0 CAPLU3 

CN Piperidine, 1- [ [1- I (2-emino-S-pyritaidinyi) nethyl J -4 -piperidinyl ) carbonyl ) - 
4-{2-(3.4-diauorophenyl)-5-fluoro-iH-benzimidazol-l-yl) - (9CI) (CA INDEX 
KAKB) 

f 

RN 618895-73-1 CAPLUS 

CN Piper id ine. 1- [ (1- [ (2 -amino- S-pyriraidinyl) methyl) -4 -piperidinyl) carbonyl) - 
4- fS-fluoro-2- (3-pyridinyl)-lH-benzimidazol-l-yl]- (9CI) (CA INDEX NAME) 

RN 616895-74-2 CAPLUS 

CN Piperidine, 1- [ [1- 1 (3-amino-5-pyrimidinyl)methyl) -4-piperidinyl) carbonyl) - 
4-(5-fluoro-2-pyrazinyl-lH-benzi«idezol-l-yl>- (9CI) (CA INDEX NAME) 


RN 618695-7S-3 CAPLUS 

CN Piperidine, 1- 111- t (2-amino- 5-pyriraidinyl ) methyl) -4-piperidinyl) carbonyl) - 
4-la-(2-pyridinyl)-lH-benzimid«zol-l-yl]- (9CI) (CA INDEX NAME) 

RN 618895-77-5 CAPLUS 

CN Piperidine. 1- [(1- [ (2-amino-5-pyrimidinyl) methyl) -4-piperidinyl) carbonyl) - 
4- (5-Cluoro-2-(5-methyl-3-i«oxazolyl)-lH-benzioidazol-l-yl)- (9CI) (CA 
INDEX NAME) 

wci-e-cr 

Me 

RN 61889S-78-6 CAPLUS 

CN Piperidine. 1- ( [l- I (2-amino-5-pyrimidinyl)methyl) -4 -piperidinyl) carbonyl) - 
4-[2-(S-methyl-3-ieoxazolyl)-lH-benzittidazol-l-ylJ- (9CI) (CA INDEX NAME) 


— rO--cr 

Me 

N 

RN 618895-79-7 CAPLUS 

CN Piperidine, 1- I (1- [ (2-emino-5-pyriraidinyl)n>ethyl) -4-piperidinyl) carbonyl] - 
4- [S.7-difluoro-3- ( 5-raethyl -3 - ieoxazolyl ) - lH-benziraidnzol - 1-yl ] - (9CI) 
(CA INDEX NAME) 

■ ^TG-«-Cf"' 

Me 

N 

RN 618895-80-0 CAPLUS 

CN Piperidine, 4- [5-fluoro-2- (2-pyridinyl) -lH-benzimidazol-l-yl] -1- ( U- (4- 
pyrimidinylmethyl) -4-piperidinyl] carbonyl)- (9CI) (CA INDEX NAME) 

RN 61889S-81-1 CAPLUS 

CN Piperidine, 1- ( [1- I <2-eaino- 5-pyrimidinyl) methyl) -4-piperidinyl) carbonyl] - 
4-{S,6-difluor©-2-pyrazinyl-lH-ben*iaida*ol-l-yl)- (9CI) (CA INDEX NAME) 


RN 618895-83-3 CAPLUS 

CN Piperidine, 1- [ [1- [ (2-amino-5-pyrimidinyl) methyl) -4- fluoro-4- 

piperidinyl) carbonyl) -4- (5- fluoro-2- (S-methyl-3-iaoxazolyl) -lH- 
benzimidazol - l-yl) - (9CI) (CA INDEX NAME) 

^■"O-Ho-Xt"' 

RN 618B95-B4-4 CAPLUS 

CN Piperidine, 1- [ (1- ( <2-amino-5-pyrin>idinyl)»ethyl) -4-fluoro-4- 

piperidinyl) carbonyl] -4- <S-f luoro-3-pyrazinyl-lH-benzimidazol-l-yl) - (9CI) 
(CA INDEX NAME) 

RN 618B95-8S-S CAPLUS 

CN Piperidine, 1- J(l- [ (2-e»ino-S-pyri»idinyl ) methyl) -4 - fluoro-4 - 

piperidinyl) carbonyl) -4- (5- fluoro-2- (4 -pyrimidinyl) - lH-benzimidezol-l-yl) - 
(9CI) (CA INDEX NAME) 



Nt=\ 

RN 618B95-B6-6 CAPLUS 

CN Piperidine, 1 - [ [ 1 - ( ( 2 - «nino- S - pyr imidiny 1 ) net hy 1 ] - 4 - f luoro- 4 - 

piperidinyl] carbonyl] -4- }5-fluoro-2- (3-pyridinyl> - lH-benzimidezol-l-yl] - 
(9CI) (CA INDEX NAMB) 






RN 618895-90-2 CAPLUS 

CN Piperidine, 1- ( (1- I (2 -amino- 5-pyrimidinyl ) methyl) -4- fluoro-4 - 

piperidinyl) carbonyl} -4- [2- (2-pyridinyl) -lH-benzimidazol-l-yl] - (9CI) (CA ! 
INDEX NAMB) ; 


RN 61BB95-87-7 CAPLUS 

CN Piperidine. 1- [ [1- { (2 -amino- 5-pyrimidinyl) methyl} -4-f luoro-4- 

piperidinyl] carbonyl] -4- [2- (3 , 4-dif luorophenyl ) -S-f luoro-lH-benzimidazol-1- 
yl)- (SCI) (CA INDEX NAME) 

r 


RN 618895-91-3 CAPLUS 

CN Piperidine, 1- I [1- [ (2-amino-S-pyrimidinyl)methyl) -4-f luoro-4- 

piperidinyl) carbonyl] -4- (2- (S-methyl-3-i»oxazolyl) - lH-benzimidazol- 1-yl] - 
(9CI) (CA INDEX NAMB) 


RN 616695-88-B CAPLUS 

CN Piperidine, 1- [ [l- ( (2 -amino- S-pyrimidinyl) methyl} -4-f luoro-4- 

piperidinyllcarbonyl] -4- (2- (2 , 4-dif luorophenyl) -5-fluoro-lH-benzimidazol-l- 
yl}- (9CI) (CA INDEX NAMB) 


I k^N— CH 2 — 
Me 

N 

RN 618B9S-96-8 CAPLUS 

CN Piperidine. 1- [ [1- I (2-amino- 5-pyrimidinyl ) methyl) -4 -piperidinyl) carbonyl) - 
4- (5-fluoro-2- (3-furanyl) - lH-benzimidazol - 1-yl] - (9CI) (CA INDEX NAME) 


J l^N— CH 2 J^N 




R — (^. x o 


RN 618896-19-8 CAPLUS 

CN Piperidine, 1- [ [1- [ (2 -amino- 5-pyrimidinyl) methyl] -4-f luoro-4- 

piperidinyl] carbonyl] -4- {5- f luoro-2- (4-morpholinyl) - lH-benzimidazol- 1-yl] - 
(9CI) (CA INDEX NAME) 


RN 618895-98-0 CAPLUS 

CN Piperidine, 1- 1 11- [ (2 -amino- S-pyrimidinyl) methyl) -4 -piperidinyl] carbonyl] - 

4- {S-fluoro-2- (tetrahydro-2H-pyran-4-yl) -lH-benziraidazol-l-yl] - (9CI) (CA 
INDEX NAME) 


«"\^\/N \ 1° 


.- 0 §_ 0 ,_!_0---XX„, 


-O-c-K r » r - 

0 V/N— CH 2 — 


RN 618895-99-1 CAPLUS 

CN Piperidine. 1- { (l- I (2-araino-S-pyrimidinyl)methyl J - 4 -piperidinyl] carbonyl} - 
4- [5-f luoro-2- (2-furanyl) -IH-benziraidazol-l-yl] - (9CI) (CA INDEX NAME) 


RN 618896-21-2 CAPLUS 

CN Piperidine, 1- ( {1- ( (2-amino-5-pyrimidinyl)methyl) -4 -piperidinyl J carbonyl] - 
4- (5- f luoro-2- (4-morpholinyl) -lH-benzimidazol-l-yl] - (9CI) (CA INDEX 
HAMS) 


1 — rQ_«*-CX 




0 

RN 61BB96-17-6 CAPLUS 


"~0-,i-n rv™ 2 


CN Piperidine, 1- i (l- I <2-amino-5-pyrimidinyl)methyl] -4-f luoro-4- 

pipe r id inyl] carbonyl) -4- (S , 6-dif luoro-2- (2-pyridinyl) -lH-benzimidazol-l- 
yU- (9CI) (CA INDEX NAME) 


RN 61BB96-23-4 CAPLUS 

CN Piperidine, 1- [(1- I (2 -amino- 3- pyr idinyl) methyl] -4 -piperidinyl) carbonyl] -4- 
[5- f luoro-2- (2-pyridinyl)-ia-benzimidazol- 1-yl]- (9CI) (CA INDEX NAMB) 



wo 



mi 2 

i-Q~ CH2 ~6 



RN 616896-2S-6 CAPLUS 

CN Piperidine, 4- [5-f luoro-2- (2-pyridinyl) -lH-bensimidazol-l-yl) -1- t(l- (1H- 
imidazo [4, S-b}pyridin-7-ylmethyl) -4 -piperidinyi] carbonyl] - <9CI> (CA 
INDEX MAKE) 



RN 618896-37-0 CAPLUS 

CN Piperidine. 1- t [l- I (2 -amino-3-pyridinyl)methyl] -4 - f luoro-4- 

piperidinyl] carbonyl] -4- (5-f luoro-2- (2-pyridinyl > -lH-benziraidazol-1-yi] - 
(9CI) (CA INDEX NAME) 



RN 618896-46-1 CAPLUS 

CN Piperidine, 1- { [1- { (6-amino-3-pyridinyl)methylJ -4-fluoro-4- 

piperidinyl) carbonyl] -4- (5-f luoro-2- (2-pyridinyl ) -lH-benzimidazol-l-yl) - 
(SCI) (CA INDEX NAME) 



RN 616896-47-2 CAPLUS 

CN Piperidine. 1- ( (1- [ (6 -amino- 3-pyridinyl) methyl] -4-piperidinyl] carbonyl) -4- 
[S-fluoro-2- (3-pyridinyl) - lH-ben*imidazol- l-yl] - (9CI) (CA INDEX NAME) 

RN 618 8 96-54-1 CAPLUS 

CN Piperidine, 1- [ [4-f luoro-1- I (6-methoxy-3-pyridinyl)methyl) -4- * 

pipe rid inyl) carbonyl] -4- [5-f luoro-2- (3-pyridinyl) - lH-benzimidazol- l-yl J - 
(9CI) (CA INDEX NAME) 

RN 618896-55-2 CAPLUS 

CN Piperidine, 4- [S-fluoro-2- (2-pyridinyl) -lH-benzimidazol-l-yl) -1- [ [1- [ (6- 
methoxy- 3 -pyridinyl) methyl] -4 -piperidinyl) carbonyl}- (SCI) (CA index 
NAME) 

RN 618896-56-3 CAPLUS 

CN Piperidine, 4- (5-f luoro-2- (3-pyridinyl) -lH-benziraidazol-l-ylJ -1- [(l- I (S- 

fluoro-3-pyridinyl)methyl] -4-piperidinyl) carbonyl] - (9CI) (CA INDEX NAME) 




to 



RN 618896-57-4 CAPLUS 

CN Piperidine, 1- [ [4-f luoro-1- [ (S-fluoro-3-pyridinyl)methyl) -4- 

piperidinyl] carbonyl) -4- (5- fluoro- 2 - (2-pyridinyl) -IH-benzimidazol-l-yl] - 
(9CI) (CA INDEX NAME) 



RN 618896-60-9 CAPLUS 

CN Piperidine. 4- [5- fluoro- 2 - (2-pyridinyl) -lH-benzimidazol-l-yl) -1- [ (1- (3- 
pyridazinylmethyl) -4-piperidinyl) carbonyl) - (9CI) (CA INDEX NAME) 



RN 618896-61-0 CAPLUS 

CN Piperidine. 4- [5-f luoro-2- (2-pyridinyl) -IH-benzimidazol-l-yl] -1- [ [l- (4- 
pyridazinylmethyl) -4-piperidinyl] carbonyl]- (9C1) (CA INDEX NAME) 



RN 618696-62-1 CAPLUS 

CN Piperidine. 1- ( [1- [(2-amino-4-aethyl-5-pyrimidinyl)methyl] -4-fluoro-4- 

piper id inyl] carbonyl] -4- (5-f luoro-2- (2 -pyridinyl) - lH-benzimidazol - l-yl] - 
(9CI) (CA INDEX NAME) 




RN 618896-66-5 CAPLUS 

CN Piperidine, 1- ( [1- [( 1 . 6-dihydro- 6 -oxo- 3 -pyridinyl) methyl] -4 - 

piperidinyl] carbonyl} -4- [5-f luoro-2- (2-pyridinyl )- lH-benzimidazol- l-yl] - 
(9CI) (CA INDEX NAME) 



M H ff r^N— CH 2 — f^NH 

RN 618896-67-6 CAPLUS 

CN Piperidine. 1- ( [1- [ (1, 6-dihydro- 6 -oxo- 3 -pyridinyl) methyl) -4-fluoro-4- 

piperidinyl] carbonyl) -4- [5-fluoro-2- (2-pyridinyl) -lH-benzimidazol-l-yl) - 
(9CI) (CA INDEX NAME) 

RN 616896-66-7 CAPLUS 

CN Piperidine, 1- [ [l- [ (2-amino-S-pyrimidinyl)methyl] -4-f luoro-4- 

piper idinyl J carbonyl ] -4- [2- [ (2R. 6S) -2 , 6-dimethyl-4 -morphol inyl) -5- f luoro- 
IH-benzimidazol-l-yl]-, rel- (9CI) (CA INDEX NAME) 



Relative stereochemistry . 



r t t 

N 

RN 618896-76-7 CAPLUS 

CN Piperidine, 1- [ U- [ (6-emino-4-pyriraidinyl) methyl] -4-f luoro-4- 

pipe r id inyl) carbonyl] -4- [S-fluoro-2- (2-pyridinyl) - ih - bcnzimdazol -l-yl} - 
(9CI) (CA INDEX NAME) 

RN 618896-92-7 CAPLUS 

CN Piperidine. 1- [(l- { [5- ( (dimethylamino)methyl] -2 - f urenyl] methyl ) -4 - 

pipe rid inyl J carbonyl) -4- [S-fluoro-2- (2-pyridinyl) - lH-benzimidazol-l-yl] - 
(9CI) (CA INDEX NAME) 

RN 618896-94-9 CAPLUS 

CN Piperidine, 1- [ II- { (S-eminopyrazinyl ) methyl] -4- fluoro-4 - 

pipe rid inyl) carbonyl) -4- [S-fluoro-2- (2-pyridinyl) - lH-benzimidazol- 1-yl] - 
(9CI) (CA INDEX NAME) 


RN 618896-96-1 CAPLUS 

CN Piperidine, 1- [ (1- [ [5- (aminomethyl) -2-furanyl)methyl] -4- 

piperidinyllcarbonyl] -4- [5-f luoro-2- (2-pyridinyl) -lH-benzimidazol-l-yl] - 
(9CI) (CA INDEX NAME) 

.-O 

RN 618897-29-3 CAPLUS 

CN 2-Pyridinamine, 4- [ [4- [ [4- (S-fluoro-2- (2-pyridinyl) -lH-benzimidazol-1- 
yl J cyclohexyl] methyl] -1-piperidinyl J methyl ] - (9CI) (CA INDEX HAMS ) 

-JO 

RN 618897-30-6 CAPLUS 

CN 2-Pyrimidinemine, S- ( [4- [ [4- [5-f luoro-2- (4-pyrimidinyl) -lH-benzimidazol-l- 
yl] -1-piperidinyl] amino] - l-piperidinyl) methyl ] - (9CI) (CA INDEX NAME) 


k^-«»-p if ^ 

k^N— CH 2 — 

*^ 
RN 616897-31-7 CAPLUS 

CN 2-Pyrimidinamine, 5- 1(4- [ [4- {S-fluoro-2- (3-furanyl) - lH-benzimidazol-l-yl) • 
X-piperidinyl] amino) - 1-piperidinyl) methyl) - (9CI) (CA INDEX NAME) 

k^N~CH 2 — ^i^>N 

R-^O 
RN 618897-32-8 CAPLUS 

CN 2-Pyriraidinamine, S- ({4- ((4- [S-fluoro-2- (tetrahydro-2-furanyl) -lH- 
benzimidazol-l-yl] -1-piperidinyl] amino] -l-piperidinyl]methyl) - (9CI) (CA 
INDEX NAME) 

I^N— CH2— <^>N 

«-Q 

RN 618897-33-9 CAPLUS 

CM 2-Pyrimidina»ine, S- [ [4- [ [4- [5-fluoro-2- (2-pyridinyl) - IH-benziaidazol - 1- 
yl] -1-piperidinyl] amino] -l-piperidinyl]methyl)- (9CI) (CA INDEX NAME) 


CH 2 1 \^>N 

RN 618897-34-0 CAPLUS 

CN 2-Pyridinamine, 4- ( [4- [ [4- [S-fluoro-2- (2-pyridinyl) -lH-benzimidazol-l-yl) - 
1-piperidinyl] amino) -1-piperidinyl) methyl)- (9CI) (CA INDEX NAME) 

^H-CH 2 -f^Y 

jO 

RN 618897-35-1 CAPLUS 

CN Piperidine, 1- [ [l- [ (2-a»ino-4-pyridinyl)methyl] -4-piperidinyl] carbonyl] -4- 
[5-fluoro-2- (2-pyridinyl) -lH-benzimidazol-l-yl] -4-methyl- (9CI) (CA INDEX 
NAME) 

Me 

RN 618897-36-2 CAPLUS 

CN Piperazine. 1- [ (2-a»ino-4 -pyridinyl ) methyl) -4 - [ [4- (5- f luoro-3- (2 - 

pyridinyl) -lH-benzimidazol-l-yl] - 1-piperidinyl] carbonyl) -2-methyl-, (2S) - 
(9CI) (CA INDEX NAME) 

Absolute atereocheraiatry. 



RN 61B897-38-4 CAPLUS 

CN piperazine, 1- { (2 -amino-4-pyridinyl )methyl ) -4- I (4- (5-chloro-2- (3. 4,6- 

trif luorophenyl) -lH-benzimidezol-l-yl] * 1- piper idinyl] carbonyl] -2 -methyl- . 
(2S)- (9CI) (CA INDEX NAME) 

Absolute atereochemiatry. 
RN 618697-40-8 CAPLUS 

CN Piperidine, l- [ [l- [ [S- (aminomethyl ) -2- furanyl] methyl] -4-f luoro-4- 

piper idinyl) carbonyl] -4- [5-f luoro-2- (2 -pyridinyl) -lH-benzimidazol-l-yl] - 
(9CI) {CA INDEX NAME) 


RN 618897-41-9 CAPLUS 

CN Piperidine, 4- (S-f luoro-2- (2-pyridinyl) -lH-benzimidazol-l-yl] -1- ( [1- ( [2- 

[ (me thylaulfonyl) amino) -4 -pyridinyl] methyl] -4-piperidinyl] carbonyl) - (9CI) 
(CA INDEX NAME) 

O o 

'xxio--^ t 

RN 618897-42-0 CAPLUS 

CN Piperidine, 1- I (1- ((2- (bia(methylaulfonyl)amino) -4-pyridinyl)methyl] -4- 
piperidinyl ] carbonyl) -4- (S-f luoro-2- (2-pyridinyl) - lH-benzimidazol - l-yl ] - 
(9CI) (CA INDEX NAME) 

» i I? r^-^-kA ii 

^Sv^v/NJ II ^"^ N-S-Me 

XX- H »-0" c_u I s 

0=S- Me 
O 

RN 618897-52-2 CAPLUS 

CN Piperidine, 1- ( (4- f luoro- 1- (3- furanylmethyl) -4-piperidinyl] carbonyl) -4 - (5- 
f luoro-2- (2-pyridinyl) - lH-benzimidazol-l-yl J- (9CI) (CA INDEX NAME) 


RN 618897-53-3 CAPLUS 

CN Piperidine, 4- (5-f luoro-2- (2-pyridinyl ) -lH-benzimidazol-l-yl) -1- ( (4-f luoro- 
lMlH-pyrrol-2-ylmethyl) -4-piperidinyl] carbonyl]- (9CI) (CA INDEX NAME) 

— !-0-,-0 

H 

RN 61B897-S4-4 CAPLUS 

CN Piperidine. 4- (S-f luoro-2- (2-pyridinyl) -lH-benzimidazol-l-yl] -1- ( [4-f iuoro- 
1- (2-thienylmethyl) -4-piperidinyl) carbonyl]- (9CI) (CA INDEX NAME) 

— rtXe^Q 

RN 61B897-55-5 CAPLUS 

CN Piperidine, 4- (5-f luoro-2- (2-pyridinyl) -lH-benzimidazol-l-yl] -l- ( (4-fluoro- 
1- (3-thienylmethyl) -4-piperidinyl] carbonyl ] - (9CI) (CA INDEX NAME) 


«—C« 2 —Qs 

RN 618897-56-6 CAPLUS 

CN Piperidine, 1- { (4-f luoro-1- (3 - furanylmethyl) -4-piperidinyl] carbonyl) -4- [S- 
fluoro-2- (2-pyridinyl) -IH-benzimidazol-l-yl}- (9CI) (CA INDEX NAME) 

RN 618897-S7-7 CAPLUS 

CN Piperidine, 4- (5- f luoro-2 - (2-pyridinyl) - lH-benzimidazol -1-yl) - 1- ((4-fluoro- 
l-{2-thiazolylmethyl) -4-piperidinyl] carbonyl)- (9CI) (CA INDEX NAME) 

— ru-^c> 

RN 618897-58-8 CAPLUS 

CN Piperidine, 4- (5-f luoro-2 - (2-pyridinyl) - IH-benzimidazol-l-yl] - 1- I [4-fluoro- 
l-(l,2,3-thiediezol-4-ylmethyl)-4-piperidinyl]carbonyl}- (9CI) (CA INDEX 
NAME) 



N 

JO 

RN 618897-63-4 CAPLUS 

CN Piperidine, 4- (S-f luoro-2- (2-pyridinyl) -IH-benzinidazol-l-yl] -1- ( [1- (2- 
furanylnethyl) -4 -piperidinyl] carbonyl)- (JCI) <CA INDEX NAME) 

-0 

RN 618897-63-5 CAPLUS 

CN Piperidine, 4- [5 -f luoro-2- (2-pyridinyl) -lH-benzimidazol-l-yl] -1- [[1- (1H- 
pyrrol-2-ylmethyl) -4 -piperidinyl] carbonyl] - (9CI) (CA INDEX NAME) 

— rO-^o 

! ° v N 

H 

»-0 

RN 618897-64-6 CAPLUS 

CN Piperidine, 4- [5-fluoro-2- (2-pyridinyl) -IH-benzimidazol-l-yl] -1- ( [l- (2- 
thienylmethyl)-4-piperidinyl] carbonyl]- (9CI) (CA INDEX NAME) 


-Q 

RN 618897-65-7 CAPLUS 

CN Piperidine. 4- [5-f luoro-2- (2-pyridinyl) -lH-benzimidarol-l-yl] -1- [ [1- O- 
thienyimethyl) -4 -piperidinyl) carbonyl]- (9CI) (CA INDEX NAME) 

RN 618897-66-6 CAPLUS 

CN Piperidine. 4- [S-fluoro-2- (2-pyridinyl) -lH-benzimid«zol- 1-yl] -1- { (l- (3- 
furanylmethyl)-4-pip«ridinyl) carbonyl)- (9CI) (CA INDEX NAME) 

I CH 2 — 

RN 618897-67-9 CAPLUS 

CN Piperidine. 4- [S-fluoro-2- (2-pyridinyl) - lH-benzimidazol - 1-yl) -1- ( [l- (2- 
thiazolylmethyl) -4 -piperidinyl] carbonyl]- (9CI) (CA INDEX NAME) 


'-TG---0 

N 

RN 618897-68-0 CAPLUS 

CN Piperidine. 4- [S-fluoro-2- (2-pyridinyl) -lH-benzimidazol-l-yl] -1- {[1- (1,2,3- 
thiadiazol-4-ylraethyl) -4 -piperidinyl) carbonyl J - (9CI) (CA INDEX NAME) 

^-rO-^. 
■-O 

RN 618897-70-4 CAPLUS 

CN Piperidine. 1- [ {4-fluoro-l- (4 -pyridazinylmethyl ) -4 -piperidinyl] carbonyl) -4- 
[5-f luoro-2- (2-pyridinyl) -lH-b«nziraidazol-l-yl]- (9CI) (CA INDEX NAME) 

RN 618897-71-5 CAPLUS 

CN Piperidine, 1- E [1- i (2- (( (ethylamino) carbonyl] amino] -4 -pyridinyl ) methylj -4- 
piperidinyl) carbonyl] -4- (5- f luoro-2 -(2-pyridinyl > - lH-benzimid* zol-l-yl)- 
(9CI) (CA INDEX NAME) 


O ^ o 

RN 618897-74-8 CAPLUS 

CN Piperazine. 1- ( (2-amino-S-pyrimidinyl)methyl] -4- [ [4- [S-fluoro-2- (2- 

pyridinyl) - lH-benzimidazol- 1-yl] - 1 -piperidinyl] carbonyl] - (9CI) (CA INDEX 
NAME) 

RN 618897-89-5 CAPLUS 

CN Piperidine. 4- [5-fluoro-2- (2-pyridinyl) -lH-benziraidazol-l-yl] -1- { [1- (1H- 
pyrazol-3-ylraethyl) -4 -piperidinyl] carbonyl) - (9CI) (CA INDEX NAME) 

» U CHj — ^^""l 

«-0 

RN 618897-90-8 CAPLUS 

CN Piperidine, 1- [ [4-fluoro-l- (lH-pyrazol-3-ylmethyl) -4 -piperidinyl] carbonyl] - 
4- [S-fluoro-2- (2-pyridinyl) -lH-benzimidazol-l-yl]- (9CI) (CA INDEX NAME) 



.-0 

RN 616897-97-5 CAPLUS 

CN Piperidine, 1- { (l- ( [5- { (dimethylami.no) methyl) -2- furanyl] methyl ) -4- f luoro-4- 
p ipe r id inyl) carbonyl] -4- [S-fluoro-2- (2-pyridinyl ) - lH-benzimidazol - 1-yl ) - 
(9CI) (CA INDEX NAMB) 

-0 

RN 618898-04-7 CAPLUS 

CN Piperidine, 1- ( (1- [ (2 -amino- 5-pyrimidinyl) methyl] -4-f luoro-4- 

piperidinyljcarbonyl] -4- (S-methoxy-2 - (2-pyridinyl) - lH-benzimidazol - 1-yll - 
(9CI) (CA INDEX NAME) 

RN 618 B98- 29-6 CAPLUS 

CN Piperidine, 1- ( [1- ( (2-araino- S-pyrimidinyl ) methyl J -4- f luoro-4- 

piperidinyl) carbonyl] -4- [5-hydroxy-2- (2-pyridinyl) -lH-benzimidazol-l-yl] - 
(9CI) (CA INDEX NAME) 


RN 618898-60-5 CAPLUS 

CN Piperidine, 1- ([1- (3- furanylmethyl) -4 -piperidinyl] carbonyl ] -4- [2- 12- 
pyridinyl)-lH-benzimidazol-l-yl] - (9CI) (CA INDEX NAME) 

-Q 

RN 618898-62-7 CAPLUS 

CN Piperidine. 4- [2- (2-pyridinyl )- lH-benzimidazol-l-yl] - 1- { [l- (3- 
thienylmethyl) -4-piperidinyl) carbonyl] - (9CI) (CA INDEX NAME) 

-Q 

RN 618898-66-1 CAPLUS 

CN Piperidine. 4- t5-bromo-2- (2-pyridinyl) -lH-benzimidazol-l-yl] -1- ( [1- (3- 
thienylmethyl) -4 -piperidinyljcarbonyl]- (9CI) (CA INDEX NAME) 


-0 

RN 618898-66-3 CAPLUS 

CN Piperidine, 1- [ (1- [ (2-amino- 5-pyrimidinyl) methyl) -4-piperidinyl J carbonyl J - 
4- [5-bromo-2- (2-pyridinyl) -lH-benzimidazol-l-yl] - (9CI) <CA INDEX NAME) 

RN 618898-70-7 CAPLUS 

CN Piperidine, 4- (5-bromo-2- (2-pyridinyl) - lK-benzimidazol- 1-yl] -1- { |1- (3- 
turanylmethyl) -4-piperidinyl] carbonyl] - (9CI) (CA INDEX NAME) 

O k^/N—CH 2—^,0 

.-0 

RN 618898-71-8 CAPLUS 

CN Piperidine, 4- [5, 6-dif luoro-2- (2-pyridinyl) - IH-benzimidazol - 1-yl ) -1- I [l- (3- 
furanylmethyl) -4-piperidinyl J carbonyl]- (9CI) (CA INDEX MAMS) 


RN 618898-72-9 CAPLUS 

CN Piperidine, 4- £5, 6-dif luoro-2- (2-pyridinyl) -lH-benzimidazol-l-yl] -1- [{1- (3- 
thienylmethyl) -4-piperidinyl] carbonyl]- (9CI) (CA INDEX NAME) 

-O 

RN 618898-73-0 CAPLUS 

CN Piperidine, 1- ( [1- [ (2-araino-5-pyrimidinyl)reethyl] -4-piperidinyl] carbonyl) - 
4- (5. 6-dif luoro-2 - (2-pyridinyl) -IH-benzimidazol- 1-yl} - (9C1) (CA INDEX 
NAME) 

RN 618898-74-1 CAPLUS 

CN Piperidine. 4- [5-chloro-2- (2-pyridinyl) - lH-benzimidazol - 1-yl] -1- ( [1- (3- 
furenylmethyl > -4-piperidinyl] carbonyl J - (9CI) (CA INDEX NAME) 



RN 618098-75-3 CAPLUS 

CN Piperidine. 4- [5-chloro-2- (2-pyridinyl) - iH-benziraidazol - 1-yll -1- { (l- (3- 
thienylc*thyl) -4-piperidinyl] carbonyl}- <9CI) (CA INDEX NAME) 

jQ 

RN 618898-90-1 CAPLUS 

CN Piperidine. 4- [5-fluoro-2- (2-pyridinyl) - IH-benziraidazol- 1-yl] -1- { (l- (2- 
pyridinylinethyl) -4-piperidinyl] carbonyl}- (9CI) (CA INDEX NAME) 

RN 618898-92-3 CAPLUS 

CN Piperidine, 4- [5-f luoro-2- (2-pyridinyl) - lH-benzimidezol- 1-yl] - 1- [ [l- (3- 
pyridinylmethyl) -4-piperidinyl) carbonyl]- (9CI) (CA INDEX NAME) 


RN 618898-93-4 CAPLUS 

CN Piperidine, 4- (5-f luoro-2- (2-pyridinyl) -lH-benzimidazol-l-yl] -1- [ [1- I (1- 
methyl-lH-pyrrol-3-yl)aiethyl| -4-piperidinyl] cerbonyl]- (9CI) (CA INDEX 
NAME) 

-Q 

RN 618899-07-3 CAPLUS 

CN Piperidine. 4- (2- (2-pyridinyl) -lH-benziraidazol-l-yl] -1- | (l- (4- 

pyridinylmetbyl) -4-piperidinyl] carbonyl]- (9C1) (CA INDEX NAME) 

RN 618899-08-4 CAPLUS 

CN Piperidine. 1- [ (1- (4-pyridazinyl«eChyl> -4-piperidinyl] carbonyl] -4- (2- (2- 
pyridinyl)-lH-benziraidazol-l-yl}- (9CI) (CA INDEX NAME) 

RN 618899-09-5 CAPLUS 

CN Piperidine. 4- {5-chloro-2- (2-pyridinyl) -lH-benziraidazol-l-yl] -l-([l-(4- 


pyridinylraethyl) -4-piperidinyl] carbonyl] - (9CI> (CA INDEX NAME) 
RN 61BB99-10-8 CAPLUS 

CN Piperidine. 4- [5. 6-dif luoro-2 - (2-pyridinyl) -lH-benzimidazol-l-yl] - 1- [ [1- (4- 
pyridinylraethyl)-4-piperidinyl]cerbonyl] - (9CI) (CA INDEX NAME) 

RN 61BB99-22-2 CAPLUS 

CN Piperidine, 4 - {5-chloro- 2- (2-pyridinyl) -lH-benzimidazol-l-yl) - 1- [ U-(4- 
pyridazinylmethyl) -4-piperidinyl] carbonyl]- (9CI) (CA INDEX NAME) 

RN 618899-28-8 CAPLUS 

CN Piperidine. 4- (S-fluoro-2- (2-pyridinyl) -IH-benziraidazol- 1-yl) -1- ( [4-fluoro- 
1- (4-pyridinylmethyl) -4-piperidinyl] carbonyl]- (9CI) (CA INDEX NAME) 

RN 618899-29-9 CAPLUS 

CN Piperidine. 4- IS-fluoro-2- (2-pyridinyl) -lH-benziraidazol-l-yl) - 1- ( (4-f luoro- 
l-(2-pyridinylnethyl) -4-piperidinyl} carbonyl]- (9C1) (CA INDEX NAME) 


RN 618899-30-2 CAPLUS 

CN Piperidine, 4- (s-f luoro-2- (2-pyridinyl) -lH-benzimidazol-l-yl] -1- [ (4-f luoro- 
1- (3 -pyridinylmethyl) -4-piperidinyl] carbonyl] - (9CI) (CA INDEX NAME) 

RN 618899-31-3 CAPLUS 

CN Piperidine. 4 - (S-bromo-3 - (2-pyridinyl ) - lH-benzinidazol- 1-yl] -1- [ [4-fluoro- 
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(9CI) (CA INDEX NAME) 
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(preparation of 1- (4 -piperidinyl )benzimidazolea aa histamine HJ antagonists) 
RN 618899-48-3 CAPLUS 

CN Piperidine, 1- { (l- [ (2-anino-4-pyridinyl)methyl] -4- fluoro-4- 
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INDEX NAME) 
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4- {4-methyl-2- (2-pyridinyl) -lH-benzimidazol-l-yl] - (9CI) (CA INDEX NAME) 
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CN Piperidine. 4- [5-f luoro-2- (2-pyridinyl) -IH-benzimidaxol-l-yl] -1- (tl- (4- 
piperidinylmethyl) -4 -piperidinyl] carbonyl]- (9CI) (CA INDEX NAME) 
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pyridazinylmethyl)-4-piperidinyl]carbonyl] - <9CI) (CA INDEX NAME) 
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piperidinyl] carbonyl] -4- (S-f iuoro-2- (2-pyridinyl) - lH-benziraidazol- 1-yH - 
(9CI) (CA INDEX NAME) 
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pyrrol-3-ylmethyl) - 4 -piperidinyl] carbonyl) - (9CI) (CA INDEX NAME) 
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1,1-diraethylethyl eater (9CI) (CA INDEX NAME) 
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B Title compda. I (Rl. R2 - H. halo. OH. etc.; R3. R4 - H, halo-alkyl. 
eubetituted alkyl. i.e.. OH. alkoxy, alkyl-S. etc.; RS • pheny. 
aubatituted cycloalkyl , i.e.. H, halo, OH. etc.;] and their 
pharmaceutically acceptable aalta were prepared For example, N* alkyl at ion 
of N-methylpiperazine by chlorobcnzimidazolyl IZ. e.g., prepared froa 
1. 3-dihydro-l- <4 -piperidinyl) -2H-benzimidazol-2-one in 2-atepa. afforded 
2-benzimidazolylamine III in 15% yield. In selective affinity etudiee of 
opioid receptora, i.e., 0RL1, ^, < and S, some examples of 
compda. I exhibited good ORL1- receptor agonist activity. Compda. I are 
claimed useful as analgeeice. 

T 548793-41-SP 

RL: PAC (Pharmacological activity); RCT (Reactant) ; SPN (Synthetic 
preparation); THU (Therapeutic uae) ; BIOL. (Biological atudy) ; PREP 
(Preparation); RACT (Reactant or reagent); USES (Uaea) 

(target compound; preparation of 2-benzimidazolylaminea aa ORL1 - receptor 
agoniata for the treatment of pain and inflammatory diseases) 
N 548793-41-5 CAPLUS 

N lH-Benzimidazole, 1- U- (cyclobutylmethyl ) -4 -piperidinyl ] -2- (4-raethyl- 1- 
piperazinyl) - <9CI) (CA INDEX NAME) 




2_ D 



548793-36-8P S48793-37-9P 548793-38-OP 
548793-39-1P S48793-40-4P 548793-42-6P 
548793-43-7P 546793-44-BP S4B793-45-9P 
548793-46-0P S48793-5S-4P 548793-59-SP 



RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic uae); BIOL (Biological study); PREP (Preparation); USES 
(Uaea) 

(target compound; preparation of 2-benzimidazolylamines as 0RL1- receptor 
agoniata for the treatment of pain and inflammatory diseases) 
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piperazinyl)- (9CI) (CA INDEX NAME) 
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lH-Benzimidazole. 1- [1- (cyclohexylmethyl) -4 -piperidinyl] -2- (4 -methyl- 1- 
piperazinyl)- (9CI) (CA INDEX NAME) 



CN lH-Benzimidazole, 1- [1- (cyclooctylmethyl) -4-piperidinyl] -2- (1 -piperidinyl) - 
(9CI) (CA INDEX NAME) 
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piperazinyl) - (9CI) (CA INDEX NAME) 
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CN 3- Pyrrol idinol, 1-U-U - (cyclooctylmethyl) -4-piperidinyl) -lH-benzimidazol- 
2-yl]- (9CI) (CA INDEX NAME) 
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CN 1H - Ben z imidazole. 1- [ 1 - (cyclopentylmethyl ) -4-piperidinyl] -2- (4 -methyl -1- 
piperazinyl) - (9CI) (CA INDEX NAME) 
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CN 3-Piperidinemethanol. 1- [1- [1- (cyclooctylmethyl) -4-piperidinyl] -1H- 
benzimidazol-2-yl] - (9CI) (CA INDEX NAME) 
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RN 548793-40-4 CAPLUS 

CN lH-Benzimidazole, 2- (4-aethyl - l-piperazinyl ) - 1 - [l- (phenylmethyl ) -4- 
piperidinyl] - (9CI) (CA INDEX NAME) 
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CN lH-Benzimidazole. 1- U- (cyclooctylmethyl) -4-piperidinyl) -2- <4-morpholinyl) - 
(9CI) (CA INDEX NAME) 
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CN i-piperazineetbanaaine. 4- tl- (l- (cyclooctylmethyl) -4-piperidinyl] - 
benzimidazol-2-yl]- (9CI) (CA INDEX NAME) 
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CN lH-Benzimidazole, 1- [1- (cyclooctylmethyl) -4-piperidinyl) -3- (4-phenyl-l- 
piperexinyl)- (9CI) (CA INDEX NAME) 
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CN lH-Benzimidazole. 1- (1 - (cyclooctylmethyl) -4-piperidinyl) -2- [4- 1(1- (1- 

pyrrolidinylmethyl»cyclopentyl)methyl]-t-piperazinyl)- (9CI) (CA INDEX 
NAME) 
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CM Piperazine. l-acetyl-4- [1- [1 - (cyclooctylmethyl > - 4 -piper ldinyl ) - 1H - 
benzimidazol-3-yl] - (9CI) (CA INDEX KAMB) 
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CN {1.4' -Bipiperidin] -4-amine. 1' - (1 - [1- (cyclooctylmethyl) -4-piperidinyl] -1H- 
benziraidazol-2-yl] -N, N-bie (phenylmethyl ) - (9CI) (CA INDEX NAME) 
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CN lH-Benzimidazole, 1- [1- (cyclooctylmethyl) -4-piperidinyl] -2- (hexahydro- 
l(2H)-azocinyl)- (9C1) . (CA INDEX NAME) 
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CN lH-Benz imidazole, 1- [1- (cyclooctylmethyl) -4-piperidinyl] -3- (1- 
pyrrolidinyl)- (9CI) (CA INDEX NAME) 
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CN lH-Benzimidazole. 1- (1- (cyclooctylmethyl ) -4 -piperidinyl] -2- {4- (2- 
methoxyphenyl) -1-piperazinyl] - (9CI) (CA INDEX NAME) 


RN 546793-70-0 CAPLUS 

CN 2-Pyrrolidinemethanol, 1- (1- (1- (cyclooctylmethyl ) -4 -piperidinyl] -1H- 
benzimidazol-2-yl]-. (3S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

\ f 


9 

. N OMe 

RN 548793-74-4 CAPLUS 

CN 1H - Ben z imidazole, 1- [1- (cyclooctylmethyl) -4-piperidinyl] -2- (4 - (4 - 
fluorophenyl) -1-piperazinyl} - (9CI) (CA INDEX NAME) 
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CN lH-Bcnz imidazole, 3- (4 - (1 , 3 -benzodioxol - 5-ylmethyl) - 1-piperazinyl ] - 1 - [1- 
(cyclooctylmethyl) -4-piperidinyl] - (9CI) (CA INDEX NAME) 
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CN XH-Benz imidazole. 1- U- (cyclooctylmethyl) -4-piperidinyl) -2- [4- 
(phenylmethyl) -1-piperazinyl)- (9CI) (CA INDEX NAME) 
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CN lH-Benzimidazole, 1- [1 - (cyclooctylmethyl) -4 -piperidinyl] -2 - (3 , 6-dihydro- 
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^CH 2 - Ph 
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CN l-Piperazineethanol, 4- [1- [1- (cyclooctylmethyl) -4-piperidinyl) -1H- 
benzimidazol-2-yl] - (9CI) (CA INDEX NAKB) 
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Me 
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CN lH-Benzimidazole. 1- [l- (cyclooctylmethyl) -4-piperidinyl] -2- (4-methyl-l- 
piperazinyl)-, trihydrochloride (9CI) (CA INDEX NAME) 
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000---U 
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CN 4-Piperidinol, 1- [1- [1- (cyclooctylmethyl) -4-piperidinyl) -lH-benzimidazol-2- 
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CN lH-Benzimidazole. 1- [1- (cyclooctylmethyl > -4 -piperidinyl] -2- (4-methyl-l- 
piperidinyl)- (9CI) (CA INDEX NAME) 


Me 
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CN IH-Benzimidazole. 1- [l- (cyclohexylmethyl) -4-piperidinyl J -2- (4-methyl-l- 
piperazinyl)-, trihydrochloride <9CI) (CA INDEX NAME) 
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CN lH-Benzimidazole, 1- (1- (cyclooctylmethyl) -4-piperidinyl) -2- (hexahydro- 1H- 
azepin-l-yl)- (9CI) (CA INDEX NAME) 
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CN lH-Benzimidazole. 1- (1- (cyclooctylmethyl) -4-piperidinyl] -3- [ (2S) -2- 
(methoxymethyl)-l-pyrrolidinyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry- 
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pyrrolidinylmethyl)-l-pyrrolidinyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
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CN 3-Piperidinecarboxamide, 1- (1- (1- (cyclooctylmethyl) -4-piperidinyl] -1H- 
benzimidazol-2-yl)- (9CI) (CA INDBX NAME) 
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CN IH-Benzimidaxole, 1- (l- (cyclooctylmethyl) -4 -piperidinyl] -2 - [4- [3- 

(trifluoromethyl)-2-pyridinyl] -1-piperaxinyl] - (9CI) (CA INDEX NAME) 



C-NH 3 



S4 8794-04-3 CAPLUS 
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CN IH-Benzimidaxole, 2- (4- (3-chloro-S- (trif luoromethyl) -2-pyridinylJ -1- 

piperaxinyll-l- 11- (cyclooctylmethyl) -4-piperidinyl]- (9CI) (CA INDEX 
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CM Quinoline. 4- [4- U- (l- (cyclooctylmethyl) -4-piperidinyl) -lH-benzimidazol-2- 
yl]-l-piperazinyl]-2-(trifluoromethyl)- (9CI) (CA INDEX NAME) 
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CN lH-Benz imidazole, 1-(1- (cyclooctylmethyl) -4 -piperidinyl] -2- (4-ethyl-l- 
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Et 
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RN 548794-24 -7 CAPLUS 
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He 
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^CHPh 2 

RN 546794-28-1 CAPLUS 

CN lH-Benzimidazole. 2- (4- (2-chlorophenyl » - 1-piperazinyl) - 1- fl- 
( cyclooctylmethyl) -4-piperidinyll- (9CI) (CA INDEX NAME) 
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Compns. comprising title compds. I [wherein 0 - NH, O, or S; R1-R5 ■ 
independently H, halo, alkyl, or U; X - a bond, O, S. CO, SO, SOS. NR6. 
NR7CO. CONR8 , NR9CH3, CH3NR10, CH3CO, COCH3. NR11SO0-3, SOO-3NR13. 
CH2SO0-2. SO0-2CH2, CH20, OCH3, NR13CONR14. NR15CSNR16, or (un) substituted 
elkylene, alkenylene. or alkynylene; A ■ (un) substituted cycloalkyl, 
cycloalkenyl, heterocyclyl , or (hetero)aryl; R6-R16 • independently H, 
alkyl, or alkoxy; with provisos; and salts and hydrates thereof} and an 
immunomodulatory, immunosuppressive, or an antiinflammatory agent are 
disclosed. Examples include the preparation of over 400 invention compds. and 
ten biol. assays. For instance, coupling of 5- (2 -pyridyl) - 3-bromo-2- 
methoxypyridine with 2- (2-cyanophenyl) - 1 , 3 , 2 - dioxaborinane in the presence 
of CS2C03 in DMF gave 3- ( 3 - cyanophenyl ) -5- (3-pyridyl) -2-methoxypyridine, 
which was converted to the 2 (1H) -pyridone using Nal and TKSC1 in MeCN. 
Reaction with a suspension of phenylboronic acid. Cu(OAc)2, and TEA in 
CH2C12 provided II. The latter in combination with interferon P 
reduced the severity of paralysis and weight loss during exptl. allergic 
encephalomyelitis (EAR) in rata compared to either II or interferon p 
alone. In addition, nearly 300 example compds. were tested and demonstrated 



suppressing action to calcium influx into nerve cells induced by AMPA with 
IC50 values ranging from 0.01 uM to 9.5 uM. Thus, I and compna. 
thereof are useful for the treatment of demyelinating disorders and 
neurodegenerative diseases. 
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pyridyl) -1-phenyl-l, 2 -dihydropyridin- 2 -one 380931-59-5P , 

3- (3 -Cyanophenyl) -S- [l- ( l-benzylpiperidin-4-yl) benzimidazol -2-yl} -1-phenyl- 

1.2- dihydropyridin-2-one 3B0921-71-1P . 3- [1- < Piper idin-4- 

yl) benzimidazol- 2- yl) -5- (2-pyridyl) -1-phenyl-l, 3-dihydropyridin-3-one 
380931-73-2P . 3 - (2 -Cyanophenyl) - 5- (l- (piperidin-4-yl ) benzimidazol - 
3-yl) -1-phenyl-l, 3 -dihydropyridin- 3 -one 380921-93-6P , 

3- (2-Cyanophenyl) -5- [1- ( l-methylpiperidin-4 -yl) benzimidazol -3-yl] - 1-phenyl- 

1. 3 - dihydropyridin- 3 -one 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(AMPA receptor antagonist; preparation of pyridinone AMPA receptor 
antagonists for treatment of demyelinating disorders and 
neurodegenerative diseases) 
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RN 380931-93-6 CAPLUS 
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Thia invention provide* a method for predicting pharmacokinetic properties 
of mole, comprising the step* of: (a) preparing 2D- structure* of noli, used 
as a training set; (b> constructing a 2D- fingerprint by counting the number 
of structural descriptors that potentially relate to a pharmacokinetic 
property, either manually or automatically using internally developed 
macro; wherein said structural descriptors consist of predefined 20 to 80 
atoms/ fragments or substructures; (c) analyzing the obtained 
2D- fingerprint by a statistical anal, method to correlate with the 
pharmacokinetic property of the mol . to yield a quant, structure-property 
relation (OSPR) model; and (d) calculating the pharmacokinetic property of a 
trial mol. using the above obtained OSPR model. A system for this 
invention is also provided. According to this method and system, it is 
possible to predict pharmacokinetic properties of mola. prior to 
synthesis, without labor-intensive and time-consuming experimentation. 
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Title compds. [I; Q - NH, O, S; Rl. R2. R3, R4 , R5 each independently - H, 
halo. Cl-6 alkyl-XA; X - single bond, Cl-6 alkylene; A - C6-14 aromatic 
carbocyclic, C6-14 aromatic heterocyclic], salts, hydrates, and 
3- (2-cyanophenyl) -4- {2-pyridyl) -2-methoxypyridine, exhibiting excellent 
inhibitory activities against AMPA receptor and/or kainite receptor, are 
prepared Thus, the title compound II was prepared and orally tested effective 
as ant i -AMPA- induced -spasm agent in male ddy mouse and in vitro 



ant i -AMPA- induced nerve call calcium influx. 
380931-53-flP 380921-S9-SP 380921-71-1P 
380921-73-2P 3B0921-93-6P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PRBP (Preparation); USB8 
(Uses) 

(preparation of 1 . 2-dihydropyridine-2-on« compds. and use thereof as AMPA 
receptor and kainite receptor inhibitors) 
380931-S2-B CAPLUS 

[2.3' -Bipyridin] -6* (l'H) -one. 1* -phenyl-*' - (1- [1- (phenylmethyl) -4- 
piperidinyl] -lH-benzimidazol-2-yl) - (9CI) (CA INDEX NAME) 




3 8092 1- 59 -S CAPLUS 

Benzonitrile. 2- [l,2-dihydro-3-oxo-l-phenyl-S- (l- (l- (phenylmethyl ) -4- 
piperidinyl) -lH-benzimidazol-2-yl] -3-pyridinyl) - (9CI) (CA INDEX NAME) 




380921-71-1 CAPLUS 

(2, 3 ' -Bipyridin) -6' (l'H) -one, 1' -phenyl-5' - (l- (4-piperidinyl) -1H- 
benzimidezol-2-yl]- (9CI) (CA INDEX NAME) 
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RN 3B0921-72-3 CAPLUS 

CN Benzonitrile, 2- [1, 2-dihydro-2-oxo-l-phenyl-5- [1- (4 -piperidinyl) - 1H- 
benziraidazol-2-yl) -3-pyridinyl] - (9CI) (CA INDEX NAME) 



WO 2001021634 

RW: AT. BB. CH, 
PT, SB 
BP 1214330 

R: AT, BE, CH, 



APPLICATION NO. 



20010329 WO 2000-US20943 20000801 
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20020619 BP 2000-950920 20000801 
DK, ES, FR. OB, OR, IT, LI, LU, NL, SB, MC, PT. 
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RN 380921-92-6 CAPLUS 

CN Benzonitrile, 2- {1 , 2-dihydro-S- (l- (1-raethyl- 4 -piperidinyl) - lH-benzimidazol - 
2 - yl) - 2 -oxo-l- phenyl -3-pyridinyl] - (9CI) (CA INDEX NAME) 
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AB The invention relates to novel benzimldazole derive. I [R1-R4 - H, halo, 
(protected) OH, cyano. (un) substituted slkyl (en/yn)yl, alkoxy. eryl. 
heterocyclyl. carbamoyl, etc.; R5 - H. (un) substituted alkyl. Ph. 
phenylalkyl, C02H. amino, heterocyclyl, etc.; R6 - -D-W-B-. wherein W . 
bond, (un) substituted phenylene, cycloalkylene, arylene, heterocyclene , 
etc.; D - (un) substituted (cyclo/phenyl)alk(en/yn)ylene. phenylene. NH, 
etc.; B - bond, groups given for D; R7. Rfl - H, resin, (un) substituted 
alkyl. Ph. heterocyclyl, cycloalk (en) yl . sulfonyl or carbonyl derive.; 
with provisos requiring that one of R1-R4 - (un) substituted CONH2 when R6 
■ CH2) , The invention further relates to combinatorial libraries containing 
two or more such compds., as well as methods of preparing them. The compds. 



•rn potentially useful due to biol. activity. For instance, * library of 

3 6,2«fl such benz imidazole derive, was prepared from 3 arrays of: 46 aromatic or 

heteroaron. aldehydes; 37 amino acids or diamines; and 28 amines. The 

synthetic method involved: (1) coupling of an N-protected amino acid 

component to an amine resin, or a coupling of a diamine com p onent using 

CDI; (2) deprotect ion ; (3) N-arylation of the supported amine with 

4- fluoro-3-nitrobenzoic acid; (4) aaidation of the supported acid with an 
amine component; (5) 6nCl2 reduction of the nitro group to an amine; (6) 
cyclocondensation of the supported diamine with an aldehyde component; and 
(7) cleavage from the support with HP. An exemplary compound is II, derived 
from 4-fluoro-3-nitrobenzoic acid and: BOC-glycine. 3-methyl- 1- (3- 

met hy 1 phenyl) pipe razine, and 4-pyridinecarboxaldehyde. Three bioassays 
useful for I are described; a melanocortin receptor assay, an 
antimicrobial screen, and a penile erection assay in rata {vs. HP 328 as 
control) . 

IT 331819-10-4P, trans-l- (4 - Ureidocyclohexyl > -3- (3. 3 -dichlorophenyl ) - 

5- [ (4-methylhomopiperazin-l-yl)cerbonyl] - 1H- bens imidazole 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); BIOL (Biological 
study); PREP (Preparation) 

(preparation of benz imidazole derive, and their combinatorial libraries) 
RN 331819-10-4 CAPLUS 

CN lH-l t 4-0iazepine, 1- [ |l- [trans -4- [ (aminocarbonyl) amino] cyclohexyl) -3- (3.3- 
dichlorophenyl) -lH-benzimidazol-5-yl] cerbonyl] hexahydro-4-methyl- (9CI ) 
<CA INDEX HAKE) 

Relative stereochemistry. 
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' tetracycloalkyl ; 



Title compds. (I; R » (substituted) mono-, di-, tri-, 

A ■ alkyl, haloalkyl, alkenyl, alkynyl, (aubstituted) phenylalkyl, aryl, 
heteroaryl. heterocyclyl ; Y ■ H, halo, amino, SH, (substituted) alkyl -M, 
cycloelkyl-M, alkenyl-M, alkyl-NH-alkyl-M, dialkyl-N-alkyl-M, aryl-M. 
heterocyclyl -M, erylelkyl-M, etc.; M - bond, O, S, NH S, SO, S03. etc.; 
Z1-Z4 - H, halo, alkyl, haloalkyl. alkoxy, alkyl eul fonyl , alkylcarbonyl , 
C03H. amino, H3NCO, Ph. naphthyl, etc.}. were prepared as ORLl receptor 
agonists (no data) . Thus, 3-chloro-l- [l- (1-phenylcycloheptyl) -4- 



p ipe r id inyl} benz imidazole (preparation given) was stirred with MeNH3 in MeOH 
an autoclave at 110* for 6 h to give N-methyl- 1- [l- (1- 
phenylcycloheptyl) -4-piperidinyl] -lH-benzimidazol-3-emine. 
356386-77-0P 3S8286-79-2P 258286-80-5P 

258286- 64-9P 2S8286-87-3P 258286-6B-3P 
358387-00-3P 358367-07-9P 2582B7-08-OP 
358387-09-1P 3S8367-19-3P 358387-20-6P 

258287- 33-9P 3SB367-24-0P 358387-3S-1P 
358367-36-3P 358367-37-3P 3583S7-2B-4P 
258267-39-5P 2S8367-30-8P 358387-37-5P 
258287-38-6P 3S8367-39-7P 258287-40-OP 
258367-59-1P 358367-60-4P 2583B7-61-SP 
358367-63-6P 258367-63-7P 258287-64-8P 
358367-67-1P 358367-66-2P 358387-69-3P 
356367-73-9P 358387-74-0P 358387-75-1P 
358367-76-3P 358387-77-3P 358387-76-4P 
3S8367-79-SP 3S8387-83-1P 358367-84-3P 

358367- BS-3P 358387-86-4P 358387-67-5P 
356367-68-6P 356367-89-7P 358388-00-SP 

358368- 01-6P 358366-03-8P 358388-04-9P 
358368-33-1P 358386-34-3P 356386-36-5P 
358368-36-7P 358386-33-3P 358388-33-4P 
3582B8-40-3P 35828B-42-5P 2S826a-50-SP 
3S63B6-S1-6P 358286-56-1P 358368-S7-3P 
258369-05-3P 358389-06-4P 

RL: BAC (Biological activity or effector, except adveree) ; BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use) ,- 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of 3 -substituted- 1-piperidylbenzimidazoles as ORLl receptor 

agonists) 
3S8366-77-0 CAPLUS 

IH-Benzimidazole. 3- (4 -methyl - 1-piperazinyl) -1- (l- (1-phenylcycloheptyl) -4- 
piperidinyl}- (9CI) (CA INDEX NAME) 



CN IH-Benzimidazole, 1- [l- (1-phenylcycloheptyl) -4-piperidinyl) -3- (4- 
piperidinyl)- (9CI) (CA INDEX NAME) 



RN 356366-84-9 CAPLUS 

CN 1H- Benz imidazole, l- (l- (l-methylcyclooctyl) -4-piperidinyl] -3- (4-methyl-l- 
piperazinyl) - (9CI) (CA INDEX NAME) 




RN 258266-87-2 CAPLUS 

CN 1-Piperidinecarboximidamide, 4- [l- [l- (1-phenylcycloheptyl) -4-piperidinyl] - 
lH-benzioidazol-2-yl]- (9CI) (CA INDEX NAME) 




356386-79-2 CAPLUS 

IH-Benzimidazole. 2- (4-methyl-l-piperazinyl) -1- (1- (1-phenylcyclooctyl) -4 - 
piperidinyl)- (9CI) (CA INDEX NAME) 



XJ 



RN 256386-88-3 CAPLUS 

CN l-Piperazinecarboximidamide. 4- [1- [1- (l-methylcyclooctyl > -4-piperidinyl] - 
lH-benzimidazol-3-yl] - (9CI) (CA INDEX NAME) 



RN 356386-80-5 CAPLUS 



r 

0 ~ 

RN 258267-00-2 CAPLU3 

CN 1H- Ben z imidazole, 2- <4-methyl-l-piperezinyl ) -1- [l- < 1-phenylcycloheptyl) -4- 
piperidinyl]-. trihydrochloride (9CI) (CA INDEX MAKE) 

Ha 

/ 

o 

• 3 HC1 

RN 3SB2B7-07-9 CAPLUS 
! CN lH-Benzimid«zole. X- [1- (1-phenylcycloheptyl) -4-piperidinyl] -3- (l- 
pyrrolidinyl)-, dihydrochloride (9CI) (CA INDEX NAME) 

C£LCnP 

• 2 HC1 

RN 258287-08-0 CAPLUS 

CN lH-Benzimid«zole, 2- (4-raorpholinyl) -1- {1- (1-phenylcycloheptyl) -4- 
piperidinyl] - (9CI) (CA INDEX NAME) 


O 

cxioP 

RN 258287-09-1 CAPLUS 

CN lH-Ben* imidazole, 2- (4-oorpholinyl) -1- U- (1-phenylcycloheptyl) -4- 
piperidinyl]-. dihydrochloride (»ci) (CA INDEX NAME) 

O 

• 2 HCl 

RN 258287-X9-3 CAPLUS 

CN lH-Benzimidazole. 2-phenyl-l- [1- ( 1-phenylcycloheptyl) -4-piperidinyl] - 
(9CI) (CA INDEX NAME) 

RN 258287-30-6 CAPLUS 

CN lH-Benzimidazole. 2-phenyl-l- (l- (l-phenylcycloheptyl) -4-piperidinyl) - , 
dihydrochloride (9CI) (CA INDEX NAME) 

oicnP 

• 2 HCl 

RN 258287-33-9 CAPLUS 

CN lH-Benzimidazole, 2-cyclohexyl-l- {l- (1-phenylcycloheptyl) -4-piperidinyl] - 
(9CI) (CA INDEX NAME) 


o£oP 

RN 258287-24-0 CAPLUS 

CN lH-Benzimidazole, 2 -cyclohexyl- 1- [1- (1-phenylcycloheptyl) -4-piperidinyl] - , 
dihydrochloride (9CI) (CA INDEX NAME) 

oSoP 

• 2 HCl 

RN 258287-25-1 CAPLUS 

CN IH-Benziraidazole, 1- (1- (1-phenylcycloheptyl ) -4 -piperidinyl] -2- (1- 
piperidinyl)- (9CI) (CA INDEX NAME) 

O 

RN 2S8287-2S-2 CAPLUS 

CN lH-Benzimidazole, X- |1- (1-phenylcycloheptyl > -4 -piperidinyl] -2- (1- 
piperidinyl)-, dihydrochloride (9CI) (CA INDEX NAME) 

O 

ccixxP 

• 2 HCl 

RN 258287-27-3 CAPLUS 

CN lH-Benzimidazole. 1- ll- (1-phenylcycloheptyl) -4 -piperidinyl I -2- {4- 


(phenylraethyl)-l-piperezinyl] - (9CI) (CA INDEX NAME ) 
C*2~ Ph 

cctsyO 

RN 258287-28-4 CAPLUS 

CN lH-Benzimidazole, 1- [1 - (1-phenylcycloheptyl ) -4 -piperidinyl) -2- [4- 

(phenylmethyl)-l-piperazinyl}-, trihydrochloride (9CI) (CA INDEX NAME) 

^CH 2 " Ph 

O 

• 3 HCl 

RN 258287-29-5 CAPLUS 

CN 1H- Ben z imidazole. 1- [1- (1-phenylcycloheptyl ) -4-piperidinyl] -3- (1- 
piperazinyl)- (9CI) (CA INDEX NAME) 

H 

O 

QCtCrP 

RN 250387-30-8 CAPLUS 

CN lH-Benzimidazole, 1- tl- (1-phenylcycloheptyl) -4-piperidinyl] -3- (1- 
piperazinyl)-. trihydrochloride (9CI) (CA INDEX NAME) 



H 

o 



RN 358387-37-5 CAPLUS 

CN lH-Benz imidazole, 1- (1- [1- (4 - f luorophenyl) cycloheptyl] -4-piperidinyl] -3- (4- 
methyl-1 -piperazinyl)- (9CI) (CA INDEX HAMS) 




RN 258287-38-6 CAPLUS 

CN lH-Benzimidazole, 1- U- ]l- (4-f luoroph«nyl)cycloheptyl} -4-piperidinyl] -2- (4- 
methyl-l-piperezinyl)-, hydrochloride (SCI) (CA INDEX NAME) 




RN 356287-39-7 CAPLUS 

CN 1H- Ben x imidazole. 2- (4 -methyl - 1- piperazinyl) -1- II- (l-phenylcyclooctyl) -4- 
piperidinyl] -, hydrochloride (9CI) (CA INDEX NAME) 



o 



• x HC1 

258287-40-0 CAPLUS 

IH-Benz imidazole. 1- [l- < l-phenylcycloheptyl) -4-piperidinyl] -3- (4- 
piperidinyl)-. trihydrochloride (9CI> (CA INDEX NAME) 



oScnP 



358287-59-1 CAPLUS 

Piperazine, l-acetyl-4- {l- [l- (X-phenylcycloheptyl) -4-piperidinyl] -1H- 
benzimidazol-2-yl] - (9CI) (CA INDEX NAME) 



o 

N ' 



RN 258287-60-4 CAPLUS 

CN Piperazine, l-acetyl-4- [1- [1- (1-phenyleycloheptyl) -4 -piperidinyl] -1H- 
benzimidazol-2-yl] -, trihydrochloride (9CI) (CA INDEX NAME) 



o 




RN 258287-64-8 CAPLUS 

CN lH-Benz imidazole, 1- {1- (1-phenylcycloheptyl) -4 -piperidinyl] -3- (4- 
pyridinyl)-. trihydrochloride (9CI) (CA INDEX NAME) 



• 3 HC1 

RN 258287-61-5 CAPLUS 

CN IH-Benzimidazole. 1- (1- (1-phenylcycloheptyl) -4-piperidinyl] -2- (4-phenyl-l 
piperazinyl)- (9CI) (CA INDEX NAME) 




o 



RN 258287-67-1 CAPLUS 

CN lH-Benzimidazole, 1- [1- (l-oethylcyclooctyl) -4 -piperidinyl J -2- (4 -methyl- 1- 
piperazinyl)-, trihydrochloride (9CI) (CA INDEX NAME) 



RN 358287-62-6 CAPLUS 

CN lH-Benz imidazole. 1- [1- (l-phenylcycloheptyl) -4-piperidinyl} -3- (4 
piperazinyl)-. trihydrochloride (9CI) (CA INDEX NAME) 



o 



odcrP 



RN 258287-68-2 CAPLUS 

CN IH-Benzimidazole. 1- [1- (1-methylcyclonanyl) -4-piperidinyl) -2- (4-oethyl-l- 
piperazinyl)- (9CI) (CA INDEX NAME) 



2S8287-63-7 CAPLUS 

IH-Benzimidazole, 1- [l - (l-phenylcycloheptyl) -4-piperidinyl) -2- (4- 
pyridinyl)- (9CI) (CA INDEX NAME) 



Me 

o 


Me 

/ 






RN 358261-69-3 CAPLUS 

CN lH-Benzimidazole, 1- (1- (1-mathylcyclononyl) -4-piperidinyl] -2- <4-methyl- 1- 
piperezinyl) -. trihydrochloride (SCI) (CA INDEX NAME) 


RN 358387-75-1 CAPLUS 

CN 1H-Ben» imidazole. S-f luoro-2- (4-raethyl-i-piperazinyl) -1- U- (1- 

phenylcycloheptyl) -4-piperidinyl] -. trihydrochloride (9CI) (CA INDEX 
NAME) 


Me 

/ 

o 


Me 


\ — 


U— 


#3 HCl 


• 3 HCl 


RN 3S8367-73-9 CAPLUS 

CN lH-Benzimidazole, 4-f luoro-2- (4-methyl-l-piperazinyl) -1- (1- (1- 
phenylcycloheptyl) -4-piperidinyl] - <9CI) (CA INDEX NAME) 

Me 

/ 


RN 358387-76-3 CAPLUS 

CN lH-Benzimidazole. 6- f luoro-2- (4-methyl-l -piperazinyl) -1- (1- ( 1- 
phenylcycloheptyl)-4-piperidinyI}- (9CI) (CA INDEX NAME) 

Me 

/ 


RN 258287-74-0 CAPLUS 

CN IH-Benz imidazole, 5- f luoro-2- (4 -methyl -l-piperazinyl) -1- [1- (1- 
phenylcycloheptyl)-4-piperidinyl)- (9CI) (CA INDEX NAME) 


P ^ 

RN 358387-77-3 CAPLUS 

CN lH-Benzimidazole. 6-fluoro-2- (4 -methyl -l-piperazinyl) -1- (1- (1- 

phenylcycloheptyl) -4-piperidinyl) -, trihydrochloride (9CI) (CA INDEX 
NAMB) 


Me 


b . 


#3 HCl 


RN 258287-84-2 CAPLUS 

CN 4-Piperidinone, 1- {1- [l- (1-phenylcycloheptyl) -4-piperidinyl J -1H- 
benzimidazol-2-yl] -, dihydrochloride (9CI) (CA INDEX NAMB) 


RN 258287-78-4 CAPLUS 

CN 1H- Ben z imidazole, 2- (4-methyl - l-piperazinyl) -1- [1- (1-phenylcyclohexyl) -4- 
piperidinyl) - (9CI) (CA INDEX NAME) 


b 


Me 

/ 
/ n 

o 


W J — —k^ L 


U- Ujr 


• 2 HCl 


RN 2S8287-79-5 CAPLUS 

CN lH-Benzimidazole, 2- (4 -methyl- l-piperazinyl ) -1- [1- (1-phenylcyclohexyl) -4- 
piperidinyl] - , trihydrochloride (9CI) (CA INDEX NAME) 


RN 258287-85-3 CAPLUS 

CN 4-Piperidinol, 1- U- [1- (1-phenylcycloheptyl) -4-piperidinyl] -1H- 
benzimidazol-3-yl]- (9CI> (CA INDEX NAMB) 


r 

O ^ 


b 


cdcriP 


RN 358287-86-4 CAPLUS 

CN 4-Pip«ridinol, 1- (1- U- (1-phenylcycloheptyl) -4-piperidinyl] -1H- 
benzimidazol-2-yl] dihydrochloride (9CI) (CA INDEX NAME) 


• 3 HCl 




RN 2S8287-83-1 CAPLUS 

CN 4-Piperidinone, 1- (1- [1- (1-phenylcycloheptyl ) -4-piperidinyl J -1H- 
benzimidazol-2-yl] - (9C1) (CA INDEX NAME) 





HO 

crioP 


/V 1 .C0 3 H 

HO2C 

RN 258287-89-7 CAPLUS 

CN 4-Piperidinaaine, 1- [1- [1- (1-phenylcycloheptyl) -4-piperidinyl] -1H- 
benzimidazol -2 -yl] - , trihydrochloride (9C1) (CA INDEX NAME) 


• 2 HCl 


"b 


RN 2SB2B7-87-S CAPLUS 

CN 4-Piperidinone, 1- [1- [ l-( 1- phenyl cycloheptyl ) -4 -piperidinyl] - 1H- 
benzimidazol-2-yl]-, oxime (9CI) (CA INDEX MAMS) 


0d-CrO 

Ph 


HO-H 


• 3 HCl 

RN 258288-OO-S CAPLUS 

CN lH-Benzimidazole, 1- U- (1-methylcyclooctyl) -4-piperidinyl] -2- (1- 
piperazmyi- ? - iu* ihu&a iwuj 


RN 258287-88-6 CAPLUS 

CN 4-Piperidinone, 1- (1- (1- (1-phenylcycloheptyl ) -4 -piperidinyl] - 1H- 

benzioidazol-2-yl)-, oxime, (2B) -2-butenedioete (1:1) (9CI) (CA INDEX 
NAME) 

CM 1 


U— i-uV 


CRN 2S8287-87-S 
CMF C30 H39 N5 0 


RN 258388-01-6 CAPLUS 

CN 1H- Benz imidazole, 1- [1- (1-methylcyclooctyl ) -4 -piperidinyl} -2- ( 1- 
piperazinyl)-, trihydrochloride (9CI) (CA INDEX NAME) 






Q ^ 

cxicnP 




CM 2 




CRN 110-17-8 
CMF C4 H4 04 


• 3 HCl 


Double bond georaetry a* ahown. 


RN 258388-03-8 CAPLUS 

CN 1-Piperidinecarboximidamide, 4- [1- tl- (1-phenylcycloheptyl) -4-piperidinyl] - 
lH-benzimid*zol-2-yl]-, dihydrochloride (9CI) (CA INDEX NAME) 


O^h / — \ 

ph 




NH 
II 


• 2 HCl 

RN 258288-26-5 CAPLUS 

CN lH-Benzimidazole, 1- [1- (1- (1-methylethyl) cycloheptyl] -4-piperidinyl] -2- (1 - 
piperazinyl)- (SCI) (CA INDEX NAME) 


• 2 HCl 


H 


RN 258288-04-9 CAPLUS 

CN 1-Piperazinecarboximidamide. 4- tl- ll- (1-methylcyclooctyl) -4 -piperidinyl J - 
lH-benzimidazol-2-yl]-, dihydrochloride (9CI) (CA INDEX NAME) 


O 

Od rr-O 


NH 
II 


^ "-KS Pr-i 


C-NHa 

^ — N 


RN 2S82B8-28-7 CAPLUS 

CN 1H- Benz imidazole, 1- [1- [1- (1-methylethyl) cycloheptyl] -4-piperidinyl] -2- (1- 
piperazinyl)-, trihydrochloride (9CI) (CA INDEX NAME) 

H 

O 


• 2 HCl 




RN 258288-22-1 CAPLUS 

CN 1H- Benz imidazole, 1- (1- (1 -nethylcycloheptyl) -4-piperidinyl] -2- (4- 
piperidinyl)- (9CI) (CA INDEX NAME) 


• 3 HCl 


H 


RN 2582BB-32-3 CAPLUS 

CN 4-Piperidinamine, 1- [1- (1- (l-phenyl-4-cyclohepten-l-yl) -4-piperidinyl] -1H- 
benzimidazol-2-yl]- (9CI) (CA INDEX NAME) 






RN 258288-24-3 CAPLUS 

CN 1H- Benz imidazole. 1- (1- < 1 -methyl cycloheptyl ) -4-piperidinyl) -2- (4- 
piperidinyl)-, dihydrochloride (9CI) (CA INDEX NAME) 





H 2 N 



RN 258288-33-4 CAPLUS 

CN 4-Piperidinamine, 1- II- (l- (1-phenyl -4-cyclohepten- 1-yl) -4-piperidinyl) -1H- 
benzimidazol-2-yl] -. trihydrochloride (9CI) (CA INDEX NAME) 



H 2 N 

O 



2S82B8-40-3 CAPLUS 

4-Piperidinamine, 1- [l- [1- [1- < l-methylethyl ) cycloheptyl) -4-piperidinyl) -1H- 
benzimidazol-2-yl} - (9CI) (CA INDEX NAME) 



C0- 



RN 2582B8-42-5 CAPLUS 

CN 4-Piperidinamine. I- [l- [1- (l- ( l-methylethyl ) cycloheptyl) -4-piperidinyl] -1H- 
benzimidazol-2-yl} trihydrochloride (9CI) (CA INDEX NAME) 



H 2 N 

Q 



RN 358388-50-5 CAPLUS 

CN 4-Piperidinamine, 1- (1- tl- (l-ethenylcycloheptyl) -4-piperidinyl] -1H- 
benzinid«Xol-2-yl] - (9CI) (CA INDEX NAME) 



H 2 N 

Q 




RN 258388-51-6 CAPLUS 

CN 4-Piperidinamine, 1- (1- [1- (l-ethenylcycloheptyl) -4-piperidinyl] -1H- 
benzimidazol-2-yl]-, di hydrochloride (9CI) (CA INDEX NAME) 



H 2 N 

Q 
0d 




RN 358288-56-1 CAPLUS 

CN lH-Benz imidazole, 1- [1- (l-phenyl-4-cyclohepten-l-yl) -4 -piperidinyl) -2- (1- 
piperazinyl)- (9CI) (CA INDEX NAME) 



H 

o 

N — 



RN 258288-S7-2 CAPLUS 

CN lH-Benz imidazole, 1- {1- (1-phenyl -4- cyclohepten- 1 -yl ) -4-piperidinyl J -2- (1- 
piperazinyl)-, trihydrochloride (9CI) (CA INDEX NAME) 



O 

N — 



H 

o 

N — / 



• 3 HC1 

258288-83-4P 3582B8-8B-9P 

RL : RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(React ant or reagent) 

(preparation of 2- substituted- 1 - pipe ridylbenz imidazole* as ORL1 receptor 

agonists) 
258288-83-4 CAPLUS 

lH-Benzimidazole. 1- tl- (1-phenyl cycloheptyl) -4-piperidinyl] -2- |1- 
(phenylmethyl) -4-piperidinyl}- (9CI) (CA INDEX NAME) 



258289-05-3 CAPLUS 

lH-Benzimidazole, 1- [1- (1-phenylcycloheptyl) -4-piperidinyl} -2-U- 
pyrrolidinyl)- (9CI) (CA INDEX NAME) 



Oer 



o 



£0. 



258289-06-4 CAPLUS 

lH-Benzimidazole, 4-fluoro-2- (4-methyl-l-piperazinyl) -1- U- (1- 
phenylcycloheptyl) -4-piperidinyl)-, trihydrochloride (9CI) (CA INDEX 
NAME) 



RN 2583BB-88-9 CAPLUS 

CN Carbamic acid, (l - [1- [1- (l-phenylcycloheptyl) -4 -piperidinyl] -1H- 

b«nzimid«zol-2-yl) -4-piperidinyl] -. 1. 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 



t-BuO-C-NH 
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PATENT NO. 

US S7S9402 
CN 1178530 
PRIORITY APPLN. INF1 
OTHER SOURCE (S) : 
OI 



139:148993 

Preparation and formulation of <a- 
(hctoroarylojcy) alxanaiainee aa serotonin reuptake 
inhibitor* and 5-HT1A receptor Uganda 
Audia, Jeraea B. ; Hibschman. David J.; Kruehinski, 
Joaeph H . , Jr.; Mabry. Thomas 6 . ; Niaaen, Jeffrey B.; 
Rasmussen, Kurt; Rocco. Vincent P.; Schaua, John M. ; 
Thompson, Dennia C.j Wong, David T. 
Eli Lilly Co.. USA 

67 pp.. Cont. -in-pert of U. S. Ser. No. 373.833. 



APPLICATION NO. 

US 1995-471131 
CN 1996-193598 
US 1995-373833 



Patent 
English 



KIND DATE 



MARPAT 139:148993 



19950606 
19960111 
19950117 



ORl 

6- 



Title compde. [I; Rl - (CH2) rCHXCH3 (CH3) sR; r - 0-4; • - 0-1; D - a 
residue which combines with the carbon atoms to which it is attached to 
complete a pyrrolyl group; X - H, Ph, OH, MeO; R - (un) aubatituted 
piperazino, piperidino, etc.) were prepd aa serotonin reuptake inhibitors 
and S-HT1A receptor ligands (no data). Thua, refluxing of 
(S) -(♦) -4- (axiranylmethoxy) -1H- indole with 4-amino-l-benzylpiperidine in 
MeOH gave (2S)-(-)-I [Rl - CH2CH (0H)CH2R. R - l -benzyl -4- 
piperidinylamino} . 
1B0157-24-8P 

RL: SAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclaasif ied) ; SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of heteroeryloxy alkanamines having effects on 

serotonin- related systems) 
180157-34-8 CAPLUS 

1-Piperidineethanol, a- [< 1H- indol- 4 -yloxy) methyl) -4- (3 -phenyl - 1H- 
benzimidezol-l-yl)-, (as)-, ethanedioete (1:1) (salt) (9CI) (CA 
INDEX NAME) 



Abaolute stereochemistry. Rotation (-). 



ox 




THERE ARB 45 CITED REFERENCES AVAILABLE FOR THIS 
ALL CITATIONS AVAILABLE IN THE RE FORXAT 



K. ; 



CORPORATE SOURCE: 



0 0 
il II 
HO-C-C-OH 

REFERENCE COUNT: 
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1998:360335 CAPLUS 
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Synthesis of biologically active derivatives of 
xanthine and benz imidazole 
Khaliullin, F. A.; Ketaev, V. A.; Alekhin, 
Volkova, S. S.; Naayrov, Kh. M. ; Strokin, Yu. 
Bashk. Gos. Med. Univ.. Ufa. Russia 

Bashkirskii Khimicheskii Zhurnal (1997). 4(4). 59-63 
CODSN: BKZHFU; ISSN: 0869-8406 
Izdatel'etvo "Reaktiv" 
Journal 
Russian 

A study was done of reactions of amines with products of xanthines or 
benzimidazoles alkylation by epithiochlorohydrin . 3 -Amino 'substituted 
1- (3-thietanyl)benzimidezolea were synthesized from 1- (3 -thietanyl) -2- 
chlorobenzimidazole . 8 -Amino- substituted derive, were formed from 
6 -brorao- 1 . 3 -dimethyl - 7 - (1 -oxothietanyl- 3) - and 8-brorao- 1 , 3 -dimethyl -7- (1,1- 
dioxothietanyl- 3) xanthines. 3-Amino-substituted 3, 3 -dihydrothiazolo (3 .3- 
a] benzimidazoles were synthesized from 2-methylsulfonyl - 1- (3, 3* 
epithiopropyDbenzimidazole. Immunotropic and ant i- inflammatory 
activities of the synthesized compds. were discovered. 
208577-07-5P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(preparation of biol. active derive, of xanthine and ben z imidazole) 
206577-07- 5 CAPLUS 

lH-Benziraidazole. 2- (4-phenyl - l-pipera*inyl) - 1- (3 -thietanyl ) - (9CI) (CA 
INDEX NAME) 



PUBLISHER; 
DOCUMENT TYPE 
LANGUAGE: 
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1-Piperidineethanol , 
benzimidazol-l-yl) - , 
INDEX NAME) 



a- [ (lH-indol-4-yloxy) methyl) -4- (2 -phenyl- 1H- 
<as)-. ethanedioete (1:1) (salt) (9CI) (CA 



Absolute stereochemistry. Rotation (•) . 
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HO-C-C-OH 
REFERENCE COUNT: 



A series of heterocyclyloxy- substituted slkanaminea I [a ■ 0-4; n • 0-1; D 
* atoms to complete fused pyrrolo. imidazolo, pyrido. pyrazino. 
pyridazino, or pyrimido nucleus (only pyrido is claimed); X - H, Ph. OH. 
OMe; X - H or Ph when m - 0; R - certain (un) substituted cyclic, bicyclic, 
and spirocyclic amino groups) are effective pharmaceuticals for the 
treatment of conditions related to or affected by the reuptake of 
serotonin and by the serotonin 1A receptor (no data) . Some I show a 
unique combination of S-HT1A receptor activity and serotonin reuptake 
inhibition. I are particularly useful for alleviating the symptoms of 
nicotine and tobacco withdrawal, and for the treatment of depression and 
other conditions for which serotonin reuptake inhibitors are used. Over 
300 synthetic examples and 7 standard formulation examples are given. In the 
only example of a claimed compound (quinol ine -derived. 0 - pyrido). reaction 
of (R)-5- (oxiranylmethoxy) quinol ine with 6-chloro- 2- (1 . 3. 3 , 6- 
tetrahydropyridin-4-yl)-lH- indole in BtOH gave the preferred compound II in 
87% yield. 
1801S7-34-8P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of beteroeyclyloxyalkanaminee as serotonin LA antagonists and 

reuptake inhibitors) 
180157-34-8 CAPLUS 



TITLE : 

INVENTOR (S) : 



PATENT ASSIGNEE (S) : 



48 THERE ARE 48 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 

CAPLUS COPYRIGHT 3006 ACS on STN 
1997:344806 CAPLUS 
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Heterocyclyloxyalkanamines having effects on 
serotonin- related systems 

Audia, James B. ; Hibschman, David J.; Krushinski, 
Joseph H. , Jr.; Mabry, Thomas B. ; Nissen, Jeffrey 8.; 
Rassussen, Kurt; Rocco, Vincent P.; Schaua, John M. ; 
Thompson. Dennis C; Wong, David T. 
Eli Lilly and Company, USA 

U.S.. 65 pp., Cont. -in-part of U.S. Ser. No. 373,823, 
abandoned . 
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AB A series of heterocyclyloxy- substituted alkanamines I (a - 0-4; n - 0-1; D 
* stoma Co complete fused pyrrolo, imidazole pyrido, pyrazino, 
pyridazino. or pyrimido nucleus; X » H, Ph, OH, OMe; I « H or Ph when r - 
0; R » (un) aubatituted piperidino, piperazino. piperidinylamino, 
piperazinoamino, morphol inoanino, certain apirocyclic amino substituents, 
etc.] are effective pharmaceutical* for the treatment of condition* 
related to or affected by the reuptake of aerotonin and by the eerotonin 
1A receptor (no data) . Some I ahov a unique combination of 5-HT1A 
receptor activity and aerotonin reuptake inhibition. I are particularly 
useful for alleviating the symptom* of nicotine and tobacco withdrawal, 
and for the treatment of depression and other conditions for which 
serotonin reuptake inhibitors are used. Over 200 synthetic examples and 7 
standard formulation examples are given. For instance, reaction of 
(S) -(♦)-«- (oxiranylmethoxy) -1H- indole with 4-(3,4- 

methylenedioxyphenyDpiperidine gave a preferred title compound, II. 
isolated as the oxalate in 71* overall yield. 
IT 1801S7-34-8P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological atudy) ; PREP (Preparation); USES (Uses) 

(preparation of heterocyclyloxyalkanamines as serotonin 1A antagonists ai 
reuptake inhibitors) 
RN 180157-24-8 CAPLUS 

CM l-piperidineethanol, a- [ (IB- indol -4 -yloxy) methyl] -4- (2-phenyl - 1H- 
benziraidazol-l-yl) (aS)-, ethanedioate (1:1) (salt) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 180157-23-7 
CMF C39 H30 N4 02 

Absolute stereochemistry. Rotation (-) . 




O 0 
II !l 
HO-C-C-OH 
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The title compds. (I; r ■ 0-4; s - 0-1; D • a residue which combines with 
the carbon atoms to which it is attached to complete a pyrrolyl group; X » 
H, Ph, OH, MeO; R - (un) substituted piperazino, piperidino, etc.], useful 
for the treatment of conditions related to or affected by the reuptake of 
serotonin and by the serotonin 1A receptor, were prepared and formulated. 
Thus, refluxing of (S) -(♦) -4 - (oxiranylmethoxy) - 1H- indole with 
4-amino-l-benzylpiperidine in MeOH afforded 78% (2S)-(-)-II. Compds. I 
are effective at 20-25 rag/day when administered to a patient in need of or 
carrying out a reduction or cessation of tobacco or nicotine use. 
are particularly useful for alleviating the symptoms of nicotine and 
tobacco withdrawal, and for the treatment of depression, anxiety, 
hypertension, cognitive disorders, psychosis, sleep disorders, gastric 
motility disorders, sexual dysfunction, brain trauma, memory loss, eating 
disorders and obesity, substance abuse, obsessive -compulsive disorder, 
panic disorder, migraine, pain, bulimia, premenstrual syndrome, late 
luteal syndrome, alcoholism, dementia of aging, social phobia, attention 
deficit hyperactivity disorder, impulsive control disorders, chronic 
fatigue syndrome, premature ejaculation, anorexia nervosa, and autism. 
180157-24-8P 



RL : BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological Study); PREP (Preparation); USES (Uses) 

(preparation of heteroaryloxy alkanamines having effects on 

serotonin- related systems) 
180157-24-8 CAPLUS 

1- Piper idineethanol, a- [ (lH-indol-4-yloxy)methyl] -4- (2-phenyl-lH- 
benzimidazol-l-yl) -. (aS)-, ethanedioate (1:1) (salt) (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. Rotation (-) . 
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BP 1995-918123 



GB, OR. IT, LI. LU, NL. SB. PT, IB 



AB Title compds. I (2 - COCRlR2cLCOANR4R5 ; L - NR6 , O, CH2; W - H; W and X - 
benzo fusion substituted with 0-3 R3a, TR3b, or R12; Y - H. CI -6 alkyl, 
C4-10 cycloalkyl, aryl-K, phenyl - (Cl- 6alkyl ) -K, thienyl- (Cl-6 alkyl) -K 
substituted with 0-3 R3a, R3b, or R12; K - bond. O, S(0)m, NR2a; X - OR2, 
RSOMN(Aryl), R8R9NCO. R2b02C. (un) substituted earbo- or heterobicyclic 
ring; Rl - (un) substituted Cl-10 alkyl, aryl. etc.; R2c ■ H, Cl-6 alkyl. 
C3-7 cycloalkyl; CRlR3c - (un) substituted C3-8 ring; R3 . H. Cl-6 alkyl, 
C3-7 cycloalkyl; R2a - H, Cl-6 alkyl; R2b - H. Cl-8 alkyl, Cl-B 
halogenated alkyl, C3-8 cycloalkyl, alkylaryl. aryl; R3a. R12 - 
independently H, halo, He, OMe, CF3 ; T ■ bond, phenylene. 5- or 6-membered 
heterocycle containing 1-3 hetero atoms; R3b » H. CONR8R9, S02R8R9, C02H, 
C02(Cl-6 alkyl), NR2S02R9, NR2CONR8R9 , NR2S02NR8R9, NR2C0R9, imidazolyl, 
thiazolyl, tetrazolyl; R4, RS ■ independently H, (un) substituted Cl-6 
alkyl; R6 - H. Cl-6 alkyl; R6CR2c - C3-B ring; R50 - (un) substituted 
morpholino. piperazino, C3-7 cycloalkyl, Cl-6 alkyl; M - CO, S02; A - 
bond. Zl(CH2)xCH7R7a(CH3)y; Zl - NR3 , O, bond; R7, R7a - independently H, 
CF3 , Ph. (un) substituted Cl-6 alkyl; Rfl » H, (un) substituted Cl-6 alkyl; 
R9 - H. (un) substituted Cl-6 alkyl. Ph. thiazolyl, imidazolyl, furyl, 
thienyl), are growth hormone releasing peptide mimics. Heterocyclic 
dipeptide derive. I are useful for the treatment and prevention of 
osteoporosis (no data). Thus, condensation of Boc-D-Ser (CH3Ph) -OH (Boc - 
Me3C02C) with 4- (2-oxo-l-benzimidazolinyl)piperidine. followed by 
deprotection, coupling with BocNHCMe2C02H, and deprotection with HCl gave 
dipeptide amide salt II. 

IT 1B505S-90-7P 1B5056-26-2P 185056-SO-2P 
1B5056-S5-7P 185056-62-6P 185056-64-8P 
1B5056-73-9P 18S056-77-3P 18SOS6-80-8P 
1B5961-75-SP 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation of growth hormone- releasing dipeptides) 
RN 1BSOSS-90-7 CAPLUS 

CN 4-Piperidinecarboxamide, N- (3-oxo-3- [4- (3-phenyl - lH-benzioidazol- l-yl> -1- 
piperidinyl] -1- (phenylmethyl) ethyl] -, monohydrochloride. (R) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 185056-26-2 CAPLUS 

CN Propanamide. 2-amino-N- (l- (lH-indol-3-ylmethyl) -2-oxo-2- [4- (2 -phenyl - 1H- 

benzimidazol-l-yl)-l-pip«ridinyl] ethyl) -3-methyl-, monohydrochloride, (R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• HC1 

RN 185056-50-2 CAPLUS 

CN Propanamide, 2-amino-2 -methyl-N- (4-phenyl-l- [ [4- (3 -phenyl -lH-benzimidazol- 
1-yl >-l-piperidinyl]carbonyl) butyl) -, monohydrochloride, (R) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry . 



0^" Ac 



RN 185056-55-7 CAPLUS 

CN 4-Piperidinecerboxamide, N- [1- (lH-indol-3-ylmethyl) -2-oxo-2- [4- (2-phenyl- 
lH-benzimidazol- l-yl) - l-piperidinyl] ethyl) - . monohydrochloride. (R) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 185056-62-6 CAPLUS 

CN 4-Piperidineearboxamide. N-(2-{4- (3-cyclopropyl-lH-benzimidazol-l-yl) -1 
piperidinyl) -1- (2-naphthalenylmethyl ) -2-oxoethyl] -. monohydrochloride. 
<R>- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




7? 



CO 



RN 185056-64-8 CAPLUS 

CN <-Piperidinecarboxamide, N- (1- (2-nephthalenylraethyl) -2-oxo-2- {4- (2-phenyl- 
lH-benzimidazol - l-yl )- l-piperidinyl) ethyl) - , monohydrochloride, (R) - (9CI) 
(CA INDEX NAME) 

Abeolute stereochemistry . 



RN 1850S6-77-3 CAPLUS 

CN 4-Piperidinecarboxanide. 1-eethyl-N- (1- (2-naphthalenylmethyl) -2-oxo-2- [4- 
(2 -phenyl - lH-benzimidazol - l-yl) - 1- piperidinyl) ethyl) - , monohydrochloride, 
(R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 






• HC1 

RN 185056-73-9 CAPLUS 

CN Butenamide, 3-amino-N- (l- < ih- indol -3-ylmethyl > -2-oxo-2- (4 - (2 -phenyl - 1H- 

benzimidazol-l-yl>-l-piperidinyl) ethyl) -3-methyl-. monohydrochloride. (R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



185056-80-8 CAPLUS 

Propanamide, 2 -amino- 3 -methyl -N- (2-oxo-2- [4- (2-phenyl-lM-benzimidazol-l- 
yl> -l-piperidinyll-l-(phenylmathyl) ethyl] -. monohydrochloride, (R) - (9CI) 
(CA INDEX NAME) 

etry. 



• HCl 

RN 185961-75-5 CAPLUS 

CN Propanamide. 2-araino-N- |1- [ (6- f luoro- lH-indol -3 -yl ) methyl) -2-oxo-2- (4- (2- 
phenyl- lH-benzimidazol - 1-yl) - 1-piperidinyl 1 ethyl J - 2-methyl - . 
monohydrochloride. (R> - (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 



ax 




• HCl 

IT 1B5057-43-6P 185058-28-0? 185058-33-7P 

185058- 93-9P 18S059-01-2P 18S0S9-08-9P 

185059- 10-3P 185059-11-4P 1850S9-29-4P 
18S0S9-37-4P 18S9fi3-ll-2P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(React ant or reagent) 

(preparation of growth hormone- releasing dipeptides) 
RN 185057-43-6 CAPLUS 

CN 1-Piperidinecerboxylic acid. 4- [ | {3-oxo-3- [4- (3 -phenyl -IH-benzimidazol-l- 
yl) -l-piperidinyl)-l- (phenylmethyl ) ethyl) amino] carbonyl) -, 
1,1-dimethylethyl ester. (R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




185058-28-0 CAPLUS 

IH-Benzimidazole. 2-phenyl-l- |1- (phenylmethyl ) -4 -piperidinyl ) - (9CI) 
INDEX NAME) 



cdo 



RN 18S0S8-33-7 CAPLUS 

CN Carbamic acid. (2- { (1- ( 1H- indol -3-ylmethyl) -2-oxo-2- (4- (2-phenyl-lH- 

benzimidazol-l-yl) - 1 -piperidinyl] ethyl) amino] - 1. 1 -dimethyl- 2 -oxoethyl] - 
1.1-dimethylethyl ester. (R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 18S058-93-9 CAPLUS 

CN Carbamic acid, [l, l-dimethyl-2-oxo-2 - [ [4-phenyl-l- ( {4- (2-phenyl-lH- 
benzimidezol - 1 -yl ) - 1- piperidinyl ) carbonyl ] butyl ] eminoj ethyl ) - , 
1.1-dimethylethyl ester, (R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



CUT" X-JL 



ox; xo 




RN 185059-01-2 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ [ (1- (1H- indol -3-ylmethyl) -2-oxo-2- [4- (2- 
phenyl - lH-benzimidazol - 1-yl ) - 1 -piperidinyl J ethyl] amino] carbonyl] - , 
1.1-dimethylethyl ester. (R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




N^^^OBu-t 




RN 185059-11-4 CAPLUS 

CN 1-Piperidinecarboxylic acid. 4- ( I [1- (2-naphthalenylmethyl) -2-oxo-2- [4- (2- 
phenyl-lH-benziaidazol-l-yl) -1 -piperidinyl] ethyl) amino} carbonyl) - , 
1.1-dimethylethyl ester. (R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



V 



185059-08-9 CAPLUS 

IH-Benzimidazole, 2 -cyclopropyl- 1 - [1- (phenylmethyl) -4-piperidinyl) - 
(CA INDEX NAME) 




033 



Y* 



-a 



RN 185059-10-3 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4 - ( ( (2- {4- (2-cyclopropyl - lH-benzimidazol - 1 - 
yl)-l -piperidinyl) -1- (3 -naphthalenylmethyl) -2 -oxoethyl] amino) carbonyl] -, 
1.1-dimethylethyl ester, (R>- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 18S0S9-29-4 CAPLUS 

CN Carbamic acid. [3- [ II- (1H- indol -3-ylmethyl) -2-oxo-2- [4- (2-phenyl- 1H- 

benzioidazol-i-yl) -1 -piperidinyl] ethyl) amino] - 1 , 1-dimethyl -3 -oxopropyl] - 
1.1-dimethylethyl ester. (R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 185059-37-4 CAPLUS 

CN Carbamie acid, (l. l-dimethyl -2-oxo-2- i [2-oxo-2- («- (3 -phenyl ♦ 1H- 

benzimidazol-l-yl> -1-piperidinyl) -1- (phenyltaethyl) ethyl] amino] ethyl] - 
1,1-dimethylethyl eater. (R) - (SCI) (CA INDEX MAMS) 

Abeolute stereochemistry. 



RN 185962-11-2 CAPLUS 

CM Carbamie acid, [2- ( (1- [ (6-fluoro-lH-indol-3-yl)mei 
phenyl- lH-benzimidazol- 1 -yl) - 1-piperidinyl] ethyl] 
oxoethyl]-, 1 , 1 -diiaethylethyl eater, (R) - (9CI) 

Abeolute atereochemiatry. 



thyl] -2-! 
amino] -1 
(CA IND 



OXO-2- [4- (2- 
l-dimethyl-2- 
IX NAME) 



CKX 
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LANGUAGE: 
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PATENT INFORMATION: 

PATENT NO. 



which promote release of growth hormone 

Carpino, Philip A.; Jerdine DaSilva. Paul A.; Lefker, 

Bruce A. ; Ragan, John A. 

Pfizer, Inc., USA 

PCT Int. Appl.. 158 pp. 

CODBN: P1XXD2 

Patent 

English 



KIND DATS 



WO 9635713 

W: CA, FI, JP 
RW: AT, BE, CH 
AU 96S4S54 
PRIORITY APPLN. INFO.t 

(S): 



Al 19961114 

MX, US 

DB, DK, ES, FR, 

Al 19961212 



APPLICATION NO. 



WO 199S-IB333 



19950508 



MARPAT 126:60362 



GB. GR, IB, IT, LU. MC, NL. FT. SB 

AU 1996-54554 19960528 

WO 1995-IB333 A 19950508 

WO 1995-IB410 A 19950539 



m<|< >|)n 



X~NH 



Title compda. I [Z - COCRlR2cLCOANR4R5; L - NR6 , 0, CH3; W - H; W and X - 
benzo fuaion optionally substituted with 1-3 R3a, TRJb, or R12; Y - H, 
Ci-6 alkyl, C3-10 cycloalkyl. aryl optionally aubatituted with 1-3 R3a, 
R2b. or R12; X - OR2, RSOMN(Aryl), RBR9NCO, R2b02C, optionally substituted 
carbobicyclic or heterobicyclic ring; Rl - optionally aubatituted Cl-10 
alkyl. aryl, etc.; R2c - H , Cl-6 alkyl. C3-7 cycloalkyl; CRlR3c - 
optionally aubatituted C3-8 ring; R3 - H, Cl-6 alkyl. C3-7 cycloalkyl; R2a 
■ H, Cl-6 alkyl; R2b - H, Ci - a alkyl, CI- 8 halogenated alkyl, C3-8 
cycloalkyl, alkylaryl, aryl; R3a, R12 - independently H, halo. Me, OMe, 
CF3; T - bond, phenylene, 5- or 6-membered heterocycle containing 1-3 hetero 
atoma; R3b - H. CONR8R9. S02R8R9, C02H, C02<Cl-6 alkyl). NR2S02R9. 
NR2CONR8R9. NR2S02NR8R9. NR2COR9. imidazolyl, thiazolyl, tetrazolyl; R4, 
R5 - independently H. optionally substituted Cl-6 alkyl; R6 - H, Cl-6 
alkyl; R6CR2c - C3-8 ring; RS0 ■ optionally substituted morpholino. 
piperazino. C3-7 cycloalkyl. Cl-6 alkyl; M - CO, S03; A - bond. 
Zl(CH2)xCR7R7a(CH3)y; Zl - NR2 , 0, bond; R7. R7a - independently H, CF3, 
Ph. optionally substituted Cl-6 alkyl; R8 - H. optionally aubstituted Cl-6 
alkyl; R9 - H , optionally aubatituted Cl-6 alkyl. Ph. thiazolyl. 
imidazolyl, furyl. thienyl] , are growth hormone releasing peptide mimica. 
Heterocyclic dipeptide deriva. I are useful for the treatment and 
prevention of osteoporosis. Thus, condensation of Boc-D-Ser (CH3Ph) -OH 
(Boc - MO3C02C) with 4- (2-oxo- 1-benzimidazolinyl) piperidine, followed by 
deprotection. coupling with BocNHCMe2C02H, and deprotection with HC1 gave 
dipeptide amide salt II. 
1850S6-64-8P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclaaaif ied) ; RCT (React ant) ; SPN (Synthetic preparation); THU 
(Therapeutic uae) ; BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent) ; USES (Uses) 

(preparation and growth hormone releasing activity of heterocyclic dipeptide 



derive.) 
RN 18S0S6-64-8 CAPLUS 

CN 4-Piperidinecarboxamide, N- {1- (2 -naphthalenylmethyl ) -2-oxo- 2- (4- (2 -phenyl - 
lH-benzimidazol-l-yl) -1-piperidinyl] ethyl] -, monohydrochloride . (R) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 



Absolute stereochemistry. 



OX 





185056-49-9 CAPLUS 

Propanamide, 2-amino-N- (1- ( (6-f luoro- lH-indol- 3 -yl) methyl) -2-oxo-3- (4- (2- 
phenyl-lH-benzimidazol-l-yl) - 1 -piperidinyl] ethyl ] -2 -methyl-, 
monohydrochloride (9CI) (CA INDEX NAME) 



IT 18S0SS-90-7P 185056-26-2P 185056-49-9P 
1BS056-S0-2P 185056-5S-7P 185056-62-6P 
185056-73-9P 185056-77-3P 185056-80-8P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation and growth hormone releaaing activity of heterocyclic dipeptide 
deriva.) 
RN 18505S-90-7 CAPLUS 

CN 4-Piperidinecarboxamide, N- (2-oxo- 2- [4 - (2-phenyl - lH-benzimidazol- 1-yl > - 1- 
piperidinyl)-l- (phenyltaethyl) ethyl] -, monohydrochloride. (R) - (9CI) (CA 
INDEX NAKB ) 

Absolute stereochemistry. 



O O N»2 

II II I 

-C-CH-NH-C-C-Me 
f I 
CH 2 Me 

ba. 



OX 




1B50S6-SO-2 CAPLUS 

Propanamide. 2 -amino- 2 -methyl -N- [4-phenyl-l- ( [4- (3-phenyl- lH-benzimidazol- 
1-yl) -1-piperidinyl) carbonyl) butyl) -, monohydrochloride, (R) - (9CI) (CA 
INDEX NAME) 

atry. 



• HC1 

185056-26-2 CAPLUS 

Propanamide, 2-amino-N- [1- (1H- indol- 3 -ylmethyl > -2-oxo-2- [4- (2-phenyl- XH- 
benzimidazol- 1-yl )- 1-piperidinyl] ethyl] -3-oethyl-. monohydrochloride, (R) - 
(9CI) (CA INDEX NAME) 



cyy" k- 



• KC1 

RN 18S056-5S-7 CAPLUS 

CN 4-Piperidinecarboxaraide, N- [l- (lH-indol-3-ylmetbyl) -2-oxo-2- {4- (2-phenyl- 

lH-benzimidazol-l-yl) -1-piperidinyl] ethyl}., monohydrochloride. (R) - (9CI) 
(CA INDEX NAME) 

Abaolute atereochemietry. 




RN 185056*62-6 CAPLUS 

CN 4-Piperidinecarbcxamide. N- {2- [4 - <2-cyclopropyl - lH-benzimidazol - 1-yl > - 1 
piperidinyll -1- (2-naphthalenylmethyl) -2-oxoethyl] -. monohydrochloride, 
(R)- (9CI) (CA INDEX NAME) 

Absolute atereochemiatry. 




RN 165056-73-9 CAPLUS 

CN Butanaaide, 3-a»ino-N- tl- (lH-indol-3-ylmatbyl> -2-oxo-3- (4- (2-phenyl-lH- 

benzimidazol- 1-yl > -1-piperidinyl) ethyl] -3-methyl-. monohydrochloride. (R) - 
(9CI) (CA INDEX NAME) 

Absolute atereochemiatry. 



to. 




• HCl 

RN 105056-77-3 CAPLUS 

CN 4-Piperidinecarboxaaide, l-methyl-N- (l- (2-naphthalenylaethyl) -2-oxo-2- [4- 
(2-phenyl-lH-benziraidazol-l-yl) -1-piperidinyl] ethyl] monohydrochloride, 
(R) - (9CI) (CA INDEX NAME) 

Absolute atereochemietry. 




° k^N^OBu-t 



• HCl 

165056-80-8 CAPLUS 

Propanamide. 2 -amino- 2 -methyl -N- (2-oxo-2- {4- ( 2 -phenyl - lH-benzimidazol - 1 - 
yl) -1-piperidinyl) -1- (phenylraethyl)ethylj - , monohydrochloride, (R) - (9CI) 
(CA INDEX NAME) 



RN 185058-28-0 CAPLUS 

CN 1H- Ben* imidazole, 2-phenyl-l- [1- (phenylmethyl) -4-piperidinyl) - (9CI) (CA 
INDEX NAME) 



Absolute atereochemiatry. 

^ — y^i | J> 



RN 185058-33-7 CAPLUS 

CN Carbamic acid, [2- [ II- (lH-indol-3-ylmethyl) -3-oxo-2- (4- (2-phenyl- 1H- 

benzimidazol-l-yl) -1-piperidinyl] ethyl] amino) -1, l-dimethyl-2-oxoethyl) - 
1,1-dimethylethyl eater, (R) - (9CI) (CA INDEX NAME) 

Abaolute atereochemiatry . 



RACT 



IT 18S0S7-43-6P 18S0SB-28-0P 1BS0S8-33-7P 
1B50S8-92-8P 18S05B-93-9P 18S059-01-2P 
1850S9-08-9P 1850S9-10-3P 18S059-11-4P 
1BS059-29-4P 18S0S9-37-4P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); 
(Reactant or reagent) 

(preparation and growth hormone releaaing activity of heterocyclic dipeptide 
derive . ) 
RN 185057-43-6 CAPLUS 

CN 1- Piper idinecarboxy lie acid, 4- [ [ [2-0x0-2- [4- (2-phenyl -lH-benzimidazol-1- 
yl) -1-piperidinyl] -1- ( pheny 1 met hyl) ethyl) amino) carbonyl] - . 
1,1-dimethylethyl eater, <R)- (9C1) (CA INDEX NAME) 

Abaolute atereocheaiatry. 




185058-93-8 CAPLUS , 

Carbamic acid, [2-1(1-1 (6- fluoro- IB- indol - 3 -yl) methyl) - 2 -oxo- 2- [4- (2 - 
phenyl -lH-bea*imidazol-l-yl) -1-piperidinyl) ethyl) amino) -l,l-dimethyl-2- 
oxoethyl)-, 1, 1-diraethylethyl eater (9CI) (CA INDEX NAME) 



Ox?" 



- C- CH- KH- C- C- Me 



CH 2 Me 

ba. 



RN 185058-93-9 CAPLUS 

CN Carbamic acid, [l, 1 -dimethyl -2-oxo-2- [ [4 -phenyl -1- ( (4- (2-phenyl - 1H- 
benzimidazol- l-yl> - 1 -piperidinyl] carbonyl] butyl] amino) ethyl] -. 
1.1-dinethylethyl eater. (R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Y 



j I |n oBu-t 



RN 185059-01-2 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ { [1- (lH-indol-3-yl«ethyl) -2-oxo-2- {4- (2- 
phenyl - IH-benzimidazol- 1 -yl ) - 1 -piperidinyl] ethyl] amino] carbonyl J - , 
1, l-dimethylethyl eater. (R) - (9CI) (CA INDEX NAME) 

Abeolute stereochemistry . 




185059-08- 9 CAPLUS 

lH-Benzimidazole, 2 -cyclopropyl- 1- (1- (phenylmethyl) -4 -piperidinyl] - 
(CA INDEX NAME) 



RN 185059-10-J CAPLUS 

CN 1-Piperidinecarboxylic acid, 4 - [ ( [2 - [4 - (2 -cyclopropyl - lH-benziiaidazol - 1 - 
yl) -1 -piperidinyl] -I- (2-naphthelenylmetbyl) - 2 -oxoethyl) amino I carbonyl ] -, 
1. l-dimethylethyl ester, (R) - (9C1) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 185059-11-4 CAPLUS 

CN l-Piperidinec«rboxylic acid. 4- { [ U- (2-naphthalenylmethyl) -2-oxo-2- [4- (2- 
phenyl -lH-benzimidazol-i-yl) -1-piperidinyl] ethyl] amino} carbonyl] 
1. l-dimethylethyl ester. (R) - (9CI) <CA INDEX NAME) 

Absolute stereochemistry. 




^.OBu-t 



185059-29-4 CAPLUS 

Carbamic acid. {3- ( (1- (lH-indol-3-ylmethyl) -2-oxo-2- (4- (2-phenyl-lH- 
benzimidazol-l-yl)- 1-piperidinyl] ethyl] amino] -1. 1-dimethyl -3-oxopropyl J - 



1, l-dimethylethyl ester, (R) - (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 



MX, NO, NZ, PL, RO, RU, SD, SO, SI. SK, TJ. 




AU 9646516 
AU 71B87S 
BR 9607077 
CN 1178530 
JP 10512861 
EP 722941 
BP 722941 



NE, SN. TD. TO 



NO 9703281 
PI 9703024 
PRIORITY APPLN. INFO.: 



OTHER SOURCE (S) : 



AT, BE, CH, 0B, DK, ES 



1X3, BP. BJ, 

19960B07 
20000420 
19971118 
19980408 
19981208 
19960724 
20000412 

PR. OB, 
19970908 
19970716 



CP. CO, CI, CM, 

AU 1996-46516 

BR 1996-7077 

CN 1996-192598 

JP 1996-522282 

EP 1996-300286 

OR, IB, IT, LI, 
NO 1997-3281 
PI 1997-3024 
US 1995-373823 
US 1995-468900 
HO 1996-US41 



TR, TT, UA, UO, 

OA, ON, ML, MR, 

19960111 

19960111 
19960111 
19960111 
19960115 

LU. NL. PT, SB 
19970715 
19970716 
B2 199S0117 
A 19950606 
H 19960111 



MARPAT 126:74 75 5 



RN 165059-37-4 CAPLUS 

CN Carbamic acid, (l, l-dimethyi-2-oxo-2- [ [2-oxo-2- [4- (2-phenyl-lH- 

benzimidazol-l-yl) -l-piperidinyl) -1- (phenylmethyl) ethyl] amino) ethyl] • 
1, l-dimethylethyl ester, (R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
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INVENTOR(S) : 
PATENT ASSIGNEE (S) : 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 



CAPLUS 



1997:15489 
126:74755 

Preparation and formulation of 4- ( 3 -amino- 2- 
hydroxypropoxy) indoles and analoga as 5-HT1A receptor 
1 igands 

Krushinski, Joseph H . , Jr.; Raemussen, Kurt; Rocco, 
Vincent P.; Schaus. John M.; Thompson. Dennis C. 
Bli Lilly and Company. USA 

U.S.. 63 pp.. Cont.-in-part of U.S. Sor. No. 
383, 823, abandoned. 



Patent 
English 



Title compde. [I; A - atoms to complete an N-containing heterocyclic ring; R 
- (CH2)rCHR2CH2(CH2) sR; R - alkylamino, ezinylamino, N-attached 
heterocyclyl, etc.; R2 - H, OH, OMe, Ph; r - 0-4; s ■ 0-1) vere prepared as 
5-HT1A receptor ligands (no data). Thus, (S) -4-axiranylnethoxy- 1H- indole 
vas aminated by 4- amino- 1- benzyl piper id ino to give title compound (S)-II. 
1801S7-24-BP 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation and formulation of 4- (3-amino-2-hydroxypropoxy) indoles and 
analogs as 5-HT1A receptor ligands) 
180157-24-8 CAPLUS 

1-Piperidineethanol, a- [ (lH-indol-4-yloxy)m«thyU -4- (2-phenyl-lH- 
benzimidezol-l-yl)-, (<xS)-, ethanedioate (1:1) (salt) (9CI) (CA 
INDEX NAME) 

CM 1 



Absolute stereochemistry. Rotation (-) . 



KIND DATE 



APPLICATION NO. 



DATE 



US 5576321 
CA 2210220 
WO 9622290 

W: AL, AM, 
JP, KB, 



A 19961119 US 199S-468900 19950606 

AA 19960725 CA 1996-2210220 19960111 

Al 19960725 HO 1996-US41 19960111 

AZ, BB. BO. BR, BY. CA, CN, CZ, BE. FI , OB. HU. 18. 

HP. KR, KZ, LK. LR, LS. LT, LV, MD. MO. MK, MN, MM, 




o o 

II II 

HO-C-C- 
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ACCESSION NUMBER: 
DOCUMENT NUMBERS 
TITLE: 



PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE : 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 



1996:509758 CAPLUS 
125:168031 

Preparation of 3- (4 -indolyloxy) -2-hydroxypropanaminee 
as se rot on in 1A receptor antagonist* and partial 
agon i at* 

Audio, James B.; Hibschman, David J.; Krushinski, Jr 
Mobry , T homo 9 E.; Nisoen. Jeffrey S.; 
tuaaen, Kurt; Rocco, Vincent P.; Schaua. John M. : 
Dennia C; Wong, David T. 
Eli Lilly and Co., USA 
Eur. Pat. Appl., 112 pp. 
CODEN: EPXXDW 
Patent 
Engl i ah 



KIND 



DATE 



APPLICATION NO. 



DATE 



EP 1996-300386 



19960115 



EP 722941 A2 19960724 

EP 722941 A3 20000412 

R: AT, BE, CH, DE. DK, ES, FR, GB, GR. IB. IT. LI, LU. NL. PT, SB 

US 5576321 A 19961119 US 1995-468900 19950606 

PRIORITY APPLN. INFO. : US 1995-373823 A 19950117 

US 1995-468900 A 19950606 

OTHER SOURCE<S): MARPAT 125:168021 
GI 



D I HN " 

HN ^ 



The title compda. [I; r » 0-4; s > 0-1; D - pyrrolo, imidazo, etc.; X - H, 



Ph; R • piperazino, piperidinyl, norpholino, etc.], useful for alleviating 
the symptoms of nicotine and tobacco withdrawal, and for the treatment of 
depression, anxiety, hypertension, etc.. were prepared and formulated. 
Thus, refluxing of indole II with 4-amino-l-benxylpiperidine in MeOH for 
18 h afforded 78% desired product III. In general, compds. I are 
effective at 20-35 mg/day. 
IT 1601S7-24-8P 

RL : BAC (Biological activity or effector, except adverse); 8SU (Biological 
atudy, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of 3- (4 -indolyloxy) -3 -hydroxypropanaminea as serotonin 1A 
receptor antagonists and partial agonists) 
RN 180157-24-8 CAPLUS 

CN 1-Piperidineethanol. a- { (1H- indol -4 -yloxy) methyl] -4- (3-phenyl -1H- 
benzimidezol-l-yl)-. (aS)-, ethanedioate (1:1) (salt) (9CI) (CA 
INDEX NAME) . 

CM 1 

CRN 180157-33-7 
CMP C39 H30 N4 03 

Absolute stereochemistry. Rotation (-) . 




CRN 
CMF 



144-63-7 
C3 H3 04 
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1995:633943 CAPLUS 
133:305897 

Metabolism of pimobendan in long-term human hepatocyte 
culture: in vivo- in vitro comparison 

Pahernik, S. A.; Schmid, J.,- Sauter, T.; Schildberg, 
F. W. ; Koebe, H.-G. 

Chirurgieche Klinik, Ludwig-Maximilians-Universitaet 
Muenchen, Munich, D-81366, Germany 
Xenobiotica (1995), 35(8), 811-33 
CODEN: XENOBH; ISSN: 004 9-8354 
Taylor k Francis 
Journal 
English 

The aim of this study was to investigate further the potential of a new 
hepatocyte culture based on the hypothesis that liver cells in an 
appropriate in vitro environment (immobilizing gel technique) maintain 
high metabolic activity comparable with that in vivo. Pimobendan (UD-CO 



115) , a pyridazinone derivative, is a cardiotonic vasodilator that increases 
myocardial contractility through calcium sensitization and relaxation of 
vascular smooth muscle, probably due to phosphodiesterase inhibition. In 
man, pimobendan is O-demethylated to UD-CO 213. This latter is 
metabolized to O- and N-glucuronides. Pimobendan itself is also 
glucuronidated to a N-glucuronide . Human hepatocytes immobilized in 
collagen gel were incubated with pimobendan to investigate their metabolic 
activity in the long-term and to compare the results in the data from 
clin. trials. 14C-labeled pimobendan was incubated at two concns . (10 and 
100 uM) at day 3, 11 and 33 of culture, and samples were analyzed after 
4. 24 and 48-h incubation. Metabolic patterns were evaluated by HPLC with 
radioactivity-, and diode array-, and mass spectral -detect ion. In vitro, 
pimobendan was O-demethylated and subsequently O-glucuronidated . The rate 
of metabolism of pimobendan could be maintained to this culture system for >3 
wk. However, the relative amount of a putative N-glucuronide under in vitro 
conditions was lower than in vivo. 

IT 170125-53-8 17012S-54-9 

RL: BSU (Biological study, unclassified); MFM (Metabolic formation); BIOL 
(Biological study) ; FORM (Formation, nonpreparative) 

(biotransformation of pimobendan in human hepatocyte culture) 

RN 170135-53-8 CAPLUS 

CN P-D-Glucopyranuronic acid, 1-deoxy-l- (2- (4 -methoxyphenyl ) -5- (1,4, 5, 6- 

tetrahydro-4 -methyl -6-oxo-3-pyridazinyl) -lH-benzimidazol-l-yl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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ACCESSION NUMBER: 



PATENT ASSIGNEE (S) : 



1993:124534 CAPLUS 
118 : 124534 

Preparation of 2- (imidazolylpiperidino) benzimidazoles 

and analogs as 5-HT receptor Uganda 

Jegham, Samir; Defosse, Gerard; Purcell, Thomas ; 

Schoemaker, Johannes 

Synthelabo S. A., Fr. 

Eur. Pat. Appl., 17 pp. 

CODEN: EPXXDW 

Patent 

French 




PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


EP 507650 


Al 


19921007 


EP 


1992 


4007BO 


19920323 


BP 507650 


Bl 


19960522 










R: AT, BE, CH, 


DB, DK 


ES, FR, GB, GI 


I, IT 


LI, LU, 


MC, NL, PT, SE 


FR 2674BSS 


Al 


19921009 


FR 


1991 


4009 


19910403 


FR 2674855 


Bl 


19940114 










AT 138375 


E 


19960615 


AT 


1993 


400780 


19920323 


CA 3064934 


AA 


19931004 


CA 


1992 


2064924 


19920403 


NO 9301381 


A 


19931005 


NO 


1992 


1281 


19920402 


AU 9313989 


Al 


19921008 


AU 


1992 


13989 


19920402 


AU 646332 


B2 


19940217 










CN 1065459 


A 


19921021 


CN 


1992 


102337 


19920402 


JP 05112563 


A2 


19930507 


JP 


1992 


80690 


19920402 


JP 07088378 


B4 


19950927 










HU 62573 


A3 


19930528 


HU 


1992 


1116 


19920402 


US 5280030 


A 


19940118 


US 


1992 


863376 


19920402 


PRIORITY APPLN. INFO.: 






FR 


1991 


4009 


A 19910403 


OTHER SOURCE (S) I 


MARPAT 


118:124534 











RN 170125-54-9 CAPLUS 

CN P-D-Glucopyranuronic acid, 1-deoxy-l- [2- (4-hydroxyphenyl) -5- (1, 4, 5, 6- 

tetrahydro-4 -methyl -6-oxo-3-pyridazinyl) - lH-benzimidazol- 1-yl) - (9CI) (CA 
INDEX NAME) 



Absolute sten 



•chemistry. 




Title compds. (I; R - H, P; Rl - H. (cyclo) alkyl ; X - O, S. NR3; R3 - H, 
(cyclo)alkyl. Ph. pyridyl. etc.] were prepared Thus, 1- (4 -pyridyl) - 1- 
propanone was converted in 2 steps to 2-amino- 1- (4 -pyridyl )- l-propenone 
which was cyclocondensed with KSCN and the product converted in 2 steps to 
4-(5-raethyl-lH-imidazol-4-yl)piperidina. The latter was condensed with 
2-chloro-l- (1-methylethyl) - lH-benz imidazole (preparation given) to give I (R • 
H, Rl - Me, X - NCKMe3) . I gave 2 50% inhibition of 
serotonin- induced bradycardia in rats at 10 ug/kg i-v. 
14636S-9S-9P 146365-96-0P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of, as 5-HT receptor ligand) 
146365-95-9 CAPLUS 

lH-Benz imidazole, l-cyclopropyl-2- (4- (5-methyl-lH- imidazol -4 -yl) -1- 
piperidinyl)-, (2E) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 



CRN 146365-94-0 
CMF C19 823 NS 



v 



OP- 



CRN 1X0-17-8 
CMF C4 H« 04 



Double bond geometry as shown. 



RN H636S-96-0 CAPLUS 

CN lH-Benximidaxole, l-cyclopropyl-3- [4- (lH-imidazol-4-yl) - 1 -piperidinyl} - 
(9CI) (CA INDEX NAME) 



V 
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CAPLUS COPYRIGHT 3006 ACS on STN 
1979:54975 CAPLUS 
90:54975 

5- {4- (Diarylmetnyl) • 1-piperazinylalkyl) benzimidaxole 
derivative* 

Raeymaekers. Alfons H. M. ; Van Gelder, Josephue L. H 
Boeckx. Gustaaf M. ; Van Hemeldonck, Lodewijk L. 
Janseen Pharmaceutic* N. v., Belg. 
Ger. Of fen., 68 pp. 
COS EN: 
Patent 



PATENT NO. 



KIND DATE 



DB 2013533 
US 4179505 
CA 1119597 
SE 7803057 
PR 2385713 
FR 2385713 



19781005 
19791218 
19B20309 
19781001 
19781027 
19831323 



APPLICATION NO. 

DE 1978-3813533 
US 1978-866883 
CA 1978-298497 
SB 1978-3057 
FR 1978-7675 



19780329 
19780104 
19780308 
19780316 
19780316 



ES 468077 

AU 7834313 

AU 517661 

BE 865110 

GB 1598278 

DK 7801358 

IL 54373 

PI 7000954 

NL 7803313 

NO 7801078 

JP S3141287 

JP 63039S91 

ZA 7801789 

PL 118310 

AT 7802209 

AT 368136 

SU 986297 

HU 339S1 

HU 180477 

US 424 3806 
PRIORITY APPLN. I; 

(S): 



/ \ 
RRlCHN^ yJ<CH3) n 



19790901 
19790927 
19810830 
19780931 
19810916 
19781001 
19820331 
19701001 
19701003 
19701003 
19701308 
19880805 
19791128 
19810930 
19830115 
19830910 
19821330 
19820728 
19830338 
19810106 



ES 1978-468077 
AU 1978-34313 

BE 1978-186107 
GB 1978-11534 
DK 1978-1350 
IL 1970-54373 
PI 1970-954 
NL 1970-3313 
NO 1970-1070 
JP 1970-35366 

ZA 1978-1789 
PL 1978-305650 
AT 1978-2209 



US 1979-48216 
US 1977-782651 
US 1970-066002 



19780321 
19700322 
1978O320 
19780320 
19780329 
19780339 
19780329 
19780329 

19780329 
19780329 
19780329 



19790613 
19770330 
19780104 



/ \ 

PhjCHN^ ^NCHj 



The benz imidazole deriva. I [R ■ Rl ■ thienyl. pyridyl, Ph optionally 
aubetituted by H, N03, alkyl, alkoxy; R3 ■ H. alkyl. cycloalkyl, aralkyl, 
(eaterified or etherified) hydroxy- or mercaptoelkyl . haloalkyl; R3 - R3 , 
R4R5 - bond; R3R4 -O, R5 - H; n - 1, 2] and their aalta were prepared for 
uae aa antihiataminica at 0.0025-0.16 rag/mL in vitro and aa 
antianaphylactica at 3.5 rag /kg in vivo. Thus, II (prepared by the reaction 
of 4,3-Cl(03N)C6H3CH3Cl with 1- (diphenylmethyl) piperaxine, followed by 
N-alkylation and reduction) reacted with MeC(OSt)3 in HOAc to give I (R - Rl 
Ph, R2 - Pr, R3 - H. R4RS - bond, n - 1) . 
6B741-41-3P 68741-42-4P 68741-S0-4P 
6B741-51-5P 68741-59-3P 68741-60-6P 
RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of) 
68741-41-3 CAPLUS 

lH-Benzimidazole. 1, 2-dicyclopropyl-S- [ (4- (diphenylmethyl )- 1- 
piperazinyl ) methyl ) - (9CI) (CA INDEX NAME) 



RN 68741-42-4 CAPLUS 

CN lH-Benx imidazole, l-cyclopentyl-2-cyclopropyl-5- ( (4- (diphenylmethyl) - 1- 
piperaxinyl ] methyl 1 - (9CI) (CA INDEX NAME) 
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RN 68741-50-4 CAPLUS 

CN 1H - Ben x imidazole, 2-cyclopentyl-l-cyclopropyl-S- ( [4- (diphenylmethyl )- 1 - 
piperaxinyll methyl) - (9CI) (CA INDEX NAME) 



DOCUMENT TYPE: 



1978:608915 CAPLUS 
89:206915 

Peychotropic agent a. 3. 4- (4-Subatituted 
piperidinyl) -1- (4 - f luorophenyl ) -1-butanonea with 
potent neuroleptic activity 

Sato, Makoto; Ariooto, Kaaahiro; Ueno. Katsuj'iro; 
Kojima, Hiroahi; Yamaaaki, Terukiyo; Sakurai, Takeo; 
Kaeahara. Akira 

Rea. Inat.. Daiichi Seiyaku Co.. Ltd., Tokyo, Japan 

Journal of Medicinal Chemiatry (1976), 31(11). 1116-20 

COD EN: JMCMAR; ISSN: 0022-2633 

Journal 

English 



.Q-tOcvO 



F— ^ r ~^— CO(CH 2 )3W^ S )~~ X 



RN 68741-51-5 CAPLUS 

CN lH-Benxiraidazole. 1, 2-dicyclopentyl-5- [ (4- (diphenylmethyl) -1- 
piperaxinyl] methyl)- (9CI) (CA INDEX NAME) 



6 



— N^ x N II. X- — N X N 



5 



— H NR 



RN 60741-59-3 CAPLUS 

CN 1H- Benz imidazole, 1 -cyclopropyl-5- |(4- (diphenylmethyl) -1- 
piperaxinyl]methyl]-3-phenyl- (9CI) (CA INDEX NAME) 




RN 68741-60-6 CAPLUS 

CN 1H- Benzimidaxole. 1-cyclopentyl - 5- ( [4- (diphenylmethyl) -1- 
piperaxinyl) methyl) -3-phenyl- (9CI) (CA INDEX NAME) 



I [R - C(CD2H). C(COMe), and N] , II, III, and IV synthesized by 
cyclocondensation reactions of substituted 4- (2-aminmoanil ino) piperidines 
were tested for neuroleptic activity. 4- (4- (2, 3-Dihydro-3-thioxo-lH- 
benziaidazol-l-yl) -1 -piperidinyl) -1- (4 -f luorophenyl) -1-butanone 
[57648-21-2] was the most potent with activity almoet equal to the reference 
drugs, benperidol and haloperidol. Structure -activity relationships are 
discussed. 
68336-70-9P 

RL: 6PN (Synthetic preparation); PREP (Preparation) 

(preparation and tranquil izing activity of) 
60336-70-9 CAPLUS 

1-Butanone, 1- (4- f luorophenyl) -4- (4- (2- phenyl -IH-benzimidaxol-l-yl) -1- 
piperidinyl)-, di hydrochloride (9CI) (CA INDEX NAME) 



'XL. 



31 OF 31 CAPLUS COPYRIGHT 2006 ACS on STH 
1968:114917 CAPLUS 
68:114917 

Thiazolylbenz imidazole glycosides as biocides 
Chime tron S.a r.l. 
Fr.. 4 pp. 
CODBN: FRXXAK 
Patent 
French 



DOCUMENT TYPE: 
LANGUAGE : 
FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 



KIND DATE 



APPLICATION NO. 



19650S10 



PR 1476535 19670414 PR 1965-16429 

01 For diagram <•) , see printed CA Issue. 

AS The title corapds. are active as fungicide*, nematocidea, anthelmintics, 
insecticide*, bactericides, and antiviral agents. Thus. 20.1 g. 
2- (4-thiazolyl) benzimidazole in 250 ml. ale. waa treated with 6.8 g. 
NaOEt, followed by addition of 27.2 g. HgC12 in 200 ml. 50* aqueous ale, ai 

the 

mixture heated at 80* for 30 min. Chloromercuric compound waa filtered 
off, suspended in xylene, and refluxed for 6 hrs. with 31 g. 
tri-O-acetyl-D-ribofuranosyl chloride to give I (R - tri-O-acetyl -D- 
ribofuranoayl) , hydrolysis of which with NH3- saturated MeOH gave I (R - 
D-ribofuranosyl) . The propionate and benzoate were prepared Similarly wen 
prepared the following I (R given) : tri-0- benzoyl -D- ribof uranosyl ; 
tri-O-acetyl -D-glucopyranosyl ; tri-O-acetyl-D-xylopyranosyl ; 
tri-O-acetyl -D-mannopyranosyl ; D-glucopyranosyl; D-xylopyranosyl ; 
D-mannopyranoayl. Also prepared were II <R - tri-O-acetyl-D-ribofuranosyl), 
II (R - ribof uranosyl) , III (R . tri-O-acetylribof uranosyl) , III (R - 
ribof uranosyl) . IV (R - tri-O-acetylfuranoayl) , and IV (R - 
ribof uranosyl) . 

IT 30250-70-8P 202S0-79-7P 20250-82-2P 

RL: SPN {Synthetic preparation); PREP (Preparation) 
(preparation of) 

RN 20250-70-8 CAPLUS 

CN Benz imidazole, 1-D- ribof uranosyl -2- (4-thiazolyl) - . 2' , 3 1 , 5 ' -tribenzoate 
(SCI) (CA INDEX NAME) 

Absolute stereochemistry. 



O 

0 Ph 



RN 20250-79-7 CAPLUS 

CN Benzimidazole. 2- (4-methyl-2-phenyl-5-thiazolyl) -1- D-ribofuranosyl- . 
2' ,3' ,S' -triacetate (BCD (CA INDEX NAME) 

Absolute stereochemistry. 




AcO OAC 



RN 20250-82-2 CAPLUS 

CN Benzimidazole, 2- <4-methyl-2-phenyl-S-thiazolyl) -1-D- ribof uranosyl- (8CI) 
(CA INDEX NAME) 



Absolute stereochemistry. 



V N 



HO OH 



-> LOG HOLD 

COST IN U.S. DOLLARS 



FULL ESTIMATED COST 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 



SINCE FILE TOTAL 

ENTRY SESSION 

171.29 642.08 

SINCE FILE TOTAL 



Enter x:X 



CA SUBSCRIBER PRICE 

SESSION KILL BE HELI 
STN INTERNATIONAL SEi 

Connecting via Winsock to STN 

Welcome to STN International I 
LOGINID: assptal623zct 
PASSWORD : 

•••••• RECONNECTED TO STN INTERNATIONAL • • • 

SESSION RESUMED IN FILE 'CAPLUS' AT 13:01:01 ON 25 I 
FILE 'CAPLUS' ENTERED AT 13:01:01 ON 25 SEP 2006 
COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 
CA SUBSCRIBER PRICE 



Please note that search- term pricing doea apply when 
conducting Smart SELECT searches. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well aa taga indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http://www.cas.org/ONLINE/UO/regprops . html 

■> S 2 -PHENOXYPHENYLBENZ IMIDAZOLE 
2095192B 2 

0 PHENOXYPHENYLBENZ IMI DAZOLB 
L16 0 2 - PHENOXYPHENYLBENZ I MI DAZOLB 

(2 (W) PHENOXYPHENYLBENZ IMIDAZOLE) 

•> S PHENOXYPHENYLBENZ IMIDAZOLE 

0 PHENOXYPHENYLBENZ I MI DAZOLB 
L17 0 PHENOXYPHENYLBENZ IMIDAZOLE 



SINCE FILE 
ENTRY 
171.29 

SINCE FILE 
ENTRY 
-23 .25 



TOTAL 
SESSION 
642.08 

TOTAL 
SESSION 
-41.25 



-> S 2 - PHENOXY PHENYL BENZIMIDAZOLE 
8886193 2 

2569 PHENOXYPHENYL 
1 PH ENOX Y PHENYLS 

2570 PHENOXYPHENYL 

( PHENOXYPHENYL OR PHBNOXYPHENYLS) 
23436 BENZIMIDAZOLE 

5914 BENZ I MI DAZO LE S 
24796 BENZIMIDAZOLE 

(BENZIMIDAZOLE OR BENZ IMIDAZOLES) 
LIS 0 2 - PHENOXYPHENYL BENZIMIDAZOLE 

(2 (W) PHENOXYPHENYL (W) BENZIMIDAZOLE) 

-> FILE REG 

COST IN U.S. DOLLARS SINCE FILE 

ENTRY 

FULL ESTIMATED COST 177.60 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) SINCE FILE 

ENTRY 

CA SUBSCRIBER PRICE -23.25 

PILE ' REGISTRY* ENTERED AT 13:01:50 ON 25 SBP 2006 

USE IS SUBJECT TO THE TERMS OP YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES ; 24 SBP 
DICTIONARY FILE UPDATES: 24 SEP 

New CAS Information Usa Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH June 30, 2006 



Uploading C:\Program Files\Stnexp\Ouerie*\HeP C 
LIB STRUCTURE UPLOADED 

-> D LIS 

LIB HAS NO ANSWERS 
LIB STR 



FUSED RING COMPOUNDS 2 . str 




SESSION 
648.39 

TOTAL 
SESSION 
-41.25 



Structure attributes must be viewed using STN Express query preparation. 



-> S LIB 

SAMPLE SEARCH INITIATED 13:06:30 FILE ' REGISTRY* 

17 5 TO ITERATE 



FULL FILE PROJECTIONS: ONLINE 
BATCH 

PROJECTED ITERATIONS: 2707 TO 

PROJECTED ANSWERS: 4 TO 



4293 

200 



L19 



4 SEA SSS SAM LIB 



FULL ESTIMATED COST 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 



SINCE FILE TOTAL 

ENTRY SESSION 

17.80 666.19 

SINCB FILE TOTAL 



CA SUBSCRIBER PRICE O.Of 

FILE 'CAPLUS* ENTERED AT 13:06:41 ON 35 SEP 2006 

USE IS SUBJECT TO THE TERMS OP YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS' FOR DETAILS. 

COPYRIGHT (C) 3006 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Cheoical Abstracts after December 
36, 1996). unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

PILE COVERS 1907 - 2S Sep 2006 VOL 145 ISS 14 
PILE LAST UPDATED : 34 Sep 2006 (30060934/ED) 

Effective October 17, 2005, revised CAS Information Use Policies apply. 
They are available for your review at: 

http://w 

-> 6 L19 

L20 3 L19 

•>-D 1-3 IBIB ABS HITSTR 



• . cas . org/ inf opol icy . html 



L20 ANSWER 1 OP 3 CAPLUS COPYRIGHT 2006 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE : 



PATENT ASSIGNEE (S) : 
SOURCE: 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 



CAPLUS 



lediea for 



2003:303407 
138:238161 

Preparation of substituted l-cyclohexyl-2- 
phenylbenzimidazole-S-carboxylic acids as 
hepatitis C 

Hashimoto, Hiroraoso; Mizutani, Kenji; Yoahida, 
At suhito 

Japan Tobacco Inc., Japan 

U.S. Pat. Appl. Publ., 406 pp., Cont . - in-part of Appl 

No. PCT/JPOO/09181. 

CODEN: USXXCO 

Patent 

English 



PATENT NO. 



KIND 



DATE 



US 3003050320 

US 6770666 

HO 2001047883 

H: AB, AG, AL, 
CR. CU, CZ, 
HU. ID, IL, 
MA, MD, MG, 
SO, SI . SK, 
RH: GH, GM, KE , 
DE, DK, ES, 
BJ, CF, CO, 

JP 2001247550 

ZA 2003001393 

US 3004097438 



Al 20030313 

B2 20040803 

Al 20010705 

AM, AT, AU, AZ, 

DE, DK, DM, DZ, 

IN, IS. KE, KG, 

MX, MN, MH, MX, 

SL. TJ, TM. TR. 

LS, MH, MZ, SD, 

FX, FR, GB, GR, 

CI, CM, GA, GN, 

A2 30010911 

A 20040715 

Al 30040530 



APPLICATION NO. 



US 3001-939374 



20010824 



HO 2000- 
BA, BB, BG, 
EE, ES, FI, 
KR, KZ, LC, 
MZ, NO, HZ, 
TT, T2, UA, 
SL, SZ, TZ, 
IB, IT, LU, 
GH, ML, MR, 
JP 2000- 
ZA 2003- 
US 2003 



JP9181 
BR, BY, 
GB, GD, 
LK, LR, 
PL, PT. 
UO, US, 
UQ, ZH, 
MC, NL, 
NE , SN, 

391904 

1393 

615329 



20001222 
BZ, CA, CH. CD. 
GE, GH, GM, HR, 
LS. LT, LU, LV, 
RO, RU, SD, SB, 
UZ, VN, YU, ZA, 
AT, BB, CH, CY, 
PT, SE, TR. BP, 
TD, TO 

20001225 
20020626 
2003070B 



PRIORITY APPLN. INFO. : 



OTHER SOURCE (S) : 



JP 1999-369008 
HO 2000-JP9161 
JP 2000-391904 
JP 2001-193786 
US 3001-939374 



A 19991327 

A3 20001223 

A 20001225 

A 20010626 

A3 20010834 



MARPAT 138:338181 



STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT • 

<3 The title compda. I [the dotted lino in rings 81 and B3 indicates a single 
or double bond; Gl - N, CR1; 03 - N. CR2, G3 - N. CR3; G4 - N, CR4; G5, 
G6, G8, G9 - C. N; G7 > 0, S, CR7, etc.; R1-R4 - H. N02, etc.; ring Cy - 
(un) substituted cycloalkyl ring, etc.; ring A - Ph, cycloalfcyl. etc. R5, 
R6 - H, halo, etc.; X - H. CN, etc.; R7 - H, alkyl] are prepared and 
formulated. Compds. I showed HCV polymerase inhibitory activity (data 
given). E.g., a multi-step synthesis of II.HC1. starting from 
2-brorao-S-nitrotoluene and Ma 2- (2- f luoro-4 -hydroxyphenyl) - 1- 
cyclohexylbenzimidazole-S-carboxylate. was given. 

T 347166-25-OP 347166-48-7P 347166-92-1P 
347167-46-8P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; TKU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of substituted l-cyclohexyl-2-phenylbenziaidazole-5-carboxylic 
acids as remedies for hepatitis C) 
IN 347166-35-0 CAPLUS 

M iH-Benzimidazole-5-carboxylic acid, l-cyclohexyl-2- 14- {3- 
(phenylmethoxy)phenoxy J phenyl) - (9CI) (CA INDEX NAME) 



6 



XL. 



347166-48-7 CAPLUS 

lH-Benzimidazole-5-carboxylic acid, l-cyclohexyl-2- [4- (2- 
phenoxyphenoxy) phenyl}- (9CI) (CA INDEX NAME) 



6 

RN 347166-92-1 CAPLUS 



lH-Benziraidazole-5-carboxylic acid, l-cyclohexyl-3- [3- f luoro-4- [4 - 
(phenylmethoxy)phenoxy] phenyl)- (9CI) (CA INDEX NAME) 



BR 2002005684 A 20030617 BR 2002-5684 

BP 1400241 Al 20040324 EP 2002-743738 

R: AT. BB, CH, DB, DK, ES, FR, GB, GR, IT, LI, LU. 

LT, LV, FI, RO, MK, CY, AL. TR 




ZA 2003001393 
TR 200300544 
US 2004082635 
NO 2003000832 
PRIORITY APPLN. INFO.: 



OTHER SOURCE (S) : 



Tl 



20040715 
200SOB22 
20040429 
20030422 



MARPAT 138:66657 



ZA 2003-1393 
TR 2003-544 
US 2003-344997 
NO 2003-833 
JP 2001-193786 
JP 2001-351537 
HO 20O2-JP6405 



20020636 
30030636 
NL, SE, MC, PT. 

20020626 
20020626 
20030218 
20030221 
A 20010626 
A 20011116 
H 20020626 



347167-46-8 CAPLUS 

lH-Benzimidazole-5-carboxylic acid, 2 - [4- (3- [ (2 -chloro-4 - 
pyridinyl)raethoxy]phenoxyJ phenyl ) -1 -cyclohexyl - (9CI) (CA INDEX NAME) 




O C^jLo-cH 2 — C^As. 



V- 



REFERENCE COUNT: 



L20 ANSWER 2 OF 3 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE : 
INVENTOR (S) : 

PATENT ASSIGNEE (S) : 



DOCUMENT TYPE: 
LANGUAGE: 
FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



CAPLUS COPYRIGHT 2006 ACS on STN 
2003:5773 CAPLUS 
138:66657 

Fused cyclic compounds and medicinal use thereof 
Hashimoto, Hiromasa; Mizutani, Kenji; Yoshida, 
Atsuhito 

Japan Tobacco Inc., Japan 
PCT Int. Appl.. 603 pp. 
CODEN: PIXXD2 
Patent 
Japanese 



Fused cyclic compds. represented by the following general formula {I] or 
pharmaceutically acceptable aalts thereof and remedies for hepatitis C 
containing these compds. : I wherein each symbol is as defined in the 
description. Because of having an effect against hepatitis C virus (HVC) 
based on an HCV polymerase inhibitory effect, these compda. are useful as 
remedies or preventives for hepatitis C. 
347166-25-OP 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); TKU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(fused cyclic compds. as hepatitis C virus polymerase inhibitors and 
antiviral agents) 
347166-25-0 CAPLUS 

lH-Benzimidazole-5-carboxylic acid, l-cyclohexyl-2- £4- (3- 
(phenylmethoxy) phenoxy] phenyl 1 - (9CI) (CA INDEX NAME) 



PATENT NO. 




KIND DATE 






APPLICATION NO. 




DATE 


MO 2003000254 




Al 


20030103 




HO 2002-JP640S 




20020626 


M: AB, AG, 


AL, 


AM, 


AT. AU, 


AZ, 


BA 


BS 


BG, BR, BY, 


BZ, 


CA, CH, CN. 


CO. CR. 


CU, 


CZ, 


DB, DK. 


DM, 


DZ 


EC 


BB, BS. FI, 


GB, 


GD, GE, GH. 


GM, HR, 


HU, 


ID, 


IL, IN, 


IS, 


KE 


KG 


KR, KZ. LC, 


LK, 


LR. LS, LT, 


LU. LV. 


MA, 


MD. 


MG, MK, 


MN. 


MW 


MX 


MZ, NO, NZ. 


OM, 


PH. PL, PT. 


RO, RU. 


SD, 


SB, 


SO, SI, 


SK. 


SL 


TJ 


TM. TN, TR, 


TT, 


TZ. UA, UO, 


US. UZ, 


VN, 


YU, 


ZA, ZM. 


ZH 












RH: GH, GM, 


KB. 


LS, 


MH, MZ, 


SD, 


SL 


SZ, 


TZ, UG, ZM, 


ZH, 


AT, BE, CH, 


CY, DB, 


DK, 


ES, 


FI. FR, 


GB, 


GR 


IB, 


IT, LU. MC, 


NL, 


PT, SB, TR, 


BP, BJ. 


CP. 


CO, 


CI. CM. 


GA, 


GN 


GO 


GH, ML, MR, 


HE. 


SN, TD. TO 


JP 2003212846 




A2 


20030730 




JP 2002-1B5241 




20020625 


CA 2423800 




AA 


20030325 




CA 2002-2423800 




20020626 



o 



PREP (Preparation) ; RACT 



347166-48-7P 347166-92-1P 347167-46-8P 
RL: RCT (Reactant); SPN (Synthetic preparation); 
(Reactant or reagent) 

(fused cyclic compds. as hepatitis C virus polymerase inhibitors and 
antiviral agents) 
347166-48-7 CAPLUS 

lH-Benzimidazole-5-carboxylic acid, l-cyclohexyl-2 - [4- (2 - 



phenoxyphenoxy) phenyl) - (9CI) <CA INDEX NAME) 



6 



RN 347166-93-1 CAPLUS 

CN 1H -Benz imidazole- 5 -carboxylic acid, 1 - cyclohexyl - 2 - (3-f luoro-4- [4- 
(phenylmetboxy) phenoxy] phenyl 1 - (9CI) (CA INDEX NAME) 




RN 347167-46- S CAPLUS 

CN lH-Benzimidazole-S -carboxylic acid, 3- [4 - (3- ( (2 -chloro-4- 

pyridinyljmethoxy) phenoxy) phenyl) - 1-cyclohexyl- (9CI) (CA INDEX NAME) 



6 



O-J^jL o- ch 2 — f^ji^ 



KIND DATE 



APPLICATION NO. 



MO 3001047883 



N; AS, 


AO, 


AL, 


CR. 


cu. 


cz. 


HU, 


ID. 


IL, 


MA, 


MD, 


MO, 


SO, 


SI, 


SK, 


RN: OH, 


GM, 


KB. 


DE , 


DK. 


KS. 


BJ. 


CF, 


CO, 


3363374 






1163196 






R: AT, 


BE. 


CH, 



IS, SI, LT, 
BR 2000006535 
TR 300103147 
NZ S14403 
AU 763356 
RU 3323761 
CN 1633904 
NO 3001004134 
US 3003050320 
US 6770666 
ZA 3001007870 
US 2004097438 
PRIORITY APPLN. INFO. : 



OTHER SOURCE (8) : 



AM, AT, 
DS, DK, 



DE, DK, 
LV. FI 



3001070S 
AU, AZ, 
DM. 0Z. 
KB, KO, 
MM. MX, 
TM. TR, 
MZ, SO, 
OB, OR. 
OA. ON. 
30010705 
30011213 
BS. FR. 
RO 
30020103 
30020621 
30021025 
20030717 
30040230 
2OOS060S 
20011033 
30030313 
30040803 
30020935 
20040S30 



MARPAT 135:76874 



WO 2000- 
BA. BB, BO, 
BE. ES. PI, 
KR, KZ, LC, 
MZ. NO, NZ, 
TT, TZ, UA, 
SL. 6Z. TZ, 
IE. IT. LU, 
OX, ML. MR, 
CA 2000- 
EP 2000- 
08. OR. IT, 



JP9181 
BR, 8*. 
OB, OD. 
LK. LR. 
PL. PT, 
UO. US, 
UQ. ZW, 
MC. NL. 
NE, SN, 

2363274 

967728 
LI, LU. 



BR 2000-8525 
TR 2001-3147 
NZ 2000-514403 
AU 2001-24017 
RU 2001-126283 
CN 3004-10055872 
NO 2001-4134 
US 2001-939374 

ZA 2001-7870 
US 2003-615329 
JP 1999-369006 
WO 200O-JP9181 
JP 2000-391904 
JP 2001-193786 
US 2001-939374 



DATS 

30001222 
BZ. CA. CH. CN, 
0E, OH. OM, HR, 
LS, LT. LU, LV, 
RO. RU, SD, SB. 
UZ. VN, YU. ZA, ZW 
AT, BB. CH, CY. 
PT, SB, TR, BP, 
TD, TO 

30001222 
30001222 
NL, SE, MC. PT. 

20001222 
30001222 
20001222 
20001233 
30001332 
30001322 
20010824 
20010824 

20010928 
20030708 
A 19991227 
W 20001222 
A 2000122S 
A 20010626 
A3 20010824 
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ACCESSION NUMBER: 
DOCUMENT NUMBER; 
TITLE: 



2001:489367 CAPLUS 
135:76874 

Preparation of heterocyclic compounds as remedies for 
hepatitis C 

Hashimoto. Hiromasa; Hi tut an i, Kenji; Yoshida, 
Atsuhito 

Japan Tobacco Inc., Japan 
PCT Int. Appl.. 438 pp. 
CODEN: PIXXD2 
Patent 



.Cl ,G"» 
G 2- •■g8- -;- G6- 
II Bl I: S2;( 
G 3. ;g9— GS 



6°- 




The title compda. I [the dotted line in rings Bl and B2 indicatea a single 
or double bond; Ol - N. CR1; G2 - N. CR3. 03 - N, CR3; 04 - N, CR4 ; 05, 
06, 08, 09 - C, N; 07 - O, etc.; Rl - R4 - H, nitro, etc.; ring Cy - 
(un) substituted cycloelkyl ring, etc.; ring A - C3-C8 cycloalkyl, etc. R5, 
R6 » H, halo, etc.; X - H. cyano, etc.) are prepared The benz imidazole 
derivative II in vitro showed IC50 of 0.011 uM against hepatitis C virus 
polymerase. A formulation is given. 

347166- 35-0P 347166-48-7P 347166-93-1P 

347167- 46-8P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); BPN (Synthetic preparation); THU (Therap«utic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of heterocyclic coepds . as remedies for hepatitis C) 
347166-35-0 CAPLUS 

IH-Benzimidazole- 5 -carboxylic acid, 1- cyclohexyl -2- (4- (3- 
(phenylraethoxy) phenoxy) phenyll - (9CI) (CA INDEX NAME) 




347166-48-7 CAPLUS 

lH-Benzimidazole-S-carboxylic acid, 1 - cyclohexyl - 3 - (4 - (3 - 
phenoxyphenoxy) phenyl 1 - (9CI) (CA INDEX NAME) 



o 



347166-92-1 CAPLUS 

lH-Benziroidazole-5-carboxylie acid, 1- cyclohexyl -3 - (3-f luoro-4- (4- 
(phenylmethoxy) phenoxy) phenyl)- (9CI) (CA INDEX NAME) 




347167-46-8 CAPLUS 

IH-Benzimidazole-S-carboxylic acid, 2- [4- 13- [ (2-ehloro-4- 
pyridinyDmethoxy) phenoxy) phenyl) -1-cyclohexyl- (9CI) (CA 1 




O— ^jLo-CH 2 — 



ARB 27 CITED REFERENCES AVAILABLE FOR THIS 
ALL CITATIONS AVAILABLE IN THE RB FORMAT 



FULL EST I MATED COST 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 

CA SUBSCRIBER PRICE 

FILE 1 REGISTRY' ENTERED AT 13:07:14 ON 25 SEP 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 



SINCE FILE 
ENTRY 
15.79 

SINCE FILE 
ENTRY 
-2.25 



TOTAL 
SESSION 
681.98 

TOTAL 
SESSION 
-43. SO 



COPYRIGHT (C) 2006 American Chemical Society (ACS) 

Property values tagged with IC are from the Z1C/VINITI data file 
provided by InfoChea. 

STRUCTURE FILE UPDATES: 24 SBP 3006 HIGHEST RN 908333-13-6 
DICTIONARY FILE UPDATES: 34 SEP 3006 HIGHEST RN 908332-13-8 

Hew CAS Information Uae Policiea, enter HELP USAGETERMS for detail*. 

TSCA INFORMATION NOW CURRENT THROUGH June 30, 3006 

Pleaee note that aearch-term pricing doea apply when 
conducting Em* rt select aearchea. 

REGISTRY includea numerically searchable data for experimental and 
predicted propertiea aa well a* cage indicating availability of 
experimental property data in the original document. For information 
on property aearcbing in REGISTRY, refer to: 

ht tp : //www . caa . org/ONLI NB/UG/ r eg pro pa . html 

Uploading C:\Program Filee\Stnexp\Oue«es\HeP C FUSED RING COMPOUNDS . atr 




chain node a : 
10 13 13 
ring node a : 

133456789 
chain bonds : 
8-10 9-13 
ring bonda : 

1-3 1-6 3-3 3-4 4-S 5-6 5-7 6-9 7-8 8-9 
exact/norm bonda : 

1-3 1-6 2-3 3-4 4-5 5-6 5-7 6-9 7-B 8-10 9-13 

exact bonda : 

8-9 

iaolated ring ayatems : 
containing 1 : 

Match level : 

l:Atom 3: Atom 3: Atom 4: Atom 5: Atom 6: Atom 7: Atom 6 : Atom 9: Atom 10: Atom 
13: Atom 13:Atom 
Generic attributes : 



Saturation 

Type of Ring Syatem 



Saturation 



Unsaturated 

Monocyclic 



STRUCTURE UPLOADED 



-> D L31 

L21 HAS NO ANSWERS 
STR 




WW 'T 



Structure attributes must be viewed using STN Express query preparation. 



-> S L31 

SAMPLE SEARCH INITIATED 13:07:40 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 1079415 TO ITERATE 

0.2% PROCESSED 2000 ITERATIONS 

INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 
I TIME : 00.00.01 



FULL FILE PROJECTIONS: ONLINE *• INCOMPLETE** 
BATCH •* INCOMPLETE •• 
PROJECTED ITERATIONS: 31534103 TO 31642498 

i ANSWERS: 9401 TO 12187 



L23 



1 SEA SSS SAM L31 



ANSWER 1 OF 1 REGISTRY COPYRIGHT 2006 ACS on STN 
844893-33-7 REGISTRY 
Entered STN: 10 Mar 2005 

lH-Benzimidazole-5-carboxylic acid, 3- t«- 1 1*' -chloro-4- (3-oxo-4- 
morpholinyl) (l , 1 ' -biphenyll -3-yl]roethoxy) -2-fluorophenyll -1-cyclohexyl- 
monohydrochloride (9CI) " (CA INDEX NAME) 
C37 H33 CI F N3 OS . CI H 



STN Files 
(845460-31-3) 



CA, CAPLUS 



O 




1 REFERENCES IN PILE CA (1907 TO DATE) 

1 REFERENCES IN PILE CAPLUS (1907 TO DATE) 



-> LOG HOLD 

COST IN U.S. DOLLARS 

FULL B ST I MATED COST 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 
CA SUBSCRIBER PRICE 



Connecting via winsock. to STN 

Welcome to STN International I Enter x:X 
LOGINID:sssptal623zct 
PASSWORD: 



SINCE FILE TOTAL 

ENTRY SESSION 

3.76 684.76 

SINCE FILE TOTAL 

ENTRY SESSION 

0.00 -43.50 



chain nodes : 
10 12 13 
ring nodes : 

133456789 
chain bonds : 
8-10 9-13 
ring bonds : 

1-3 1-6 3-3 3-4 4-S 5-6 5-7 6-9 7-8 8-9 
exact/norm bonds : 

1-2 1-6 3-3 3-4 4-S 5-6 S-7 6-9 7-8 8-10 9-13 

exact bonds : 

8-9 

isolated ring systems : 
containing 1 : 

Match level : 

l:Atom 2:Atom 3 : Atom 4:Atom S:Atom 6:Atom 7: Atom B:Aton 9:Atom 10:Atom 
12: Atom 13 : Atom 
Generic attributea i 

10: 

Saturat ion 
Type of Ring Syatem 
13: 

Saturation 



Unsaturated 
Monocyclic 



STRUCTURE UPLOADED 



-» D L23 

L23 HAS NO ANSWERS 
L33 STR 



RECONNECTED TO STN INTERNATIONAL * 

SESSION RESUMED IN FILE 1 REOISTRY' AT 13:10:35 ON 35 SBP 3006 
FILE ' REGISTRY' ENTERED AT 13:10:35 ON 35 SEP 2006 
COPYRIGHT (C) 2006 American Chemical Society (ACS) 



COST IN U.S. DOLLARS 
FULL ESTIMATED COST 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 
CA SUBSCRIBER PRICE 



SINCE FILE TOTAL 
ENTRY SESSION 
2.78 684.76 




SINCE FILE 



TOTAL 
SESSION 
0.00 -43.50 



Uploading C:\Program Files\Stnexp\Queries\HeP C FUSED RING COMPOUNDS . str 



Structure attributes must be viewed using STN Express query preparation. 



>> S L23 

SAMPLE SEARCH INITIATED 13:11:10 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 2310 TO ITERATE 



9D.S% PROCESSED 2000 ITERATIONS 

INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 
SEARCH TIME : 00.00.01 

FULL PILE PROJECTIONS: ONLINE ••COMPLETE* • 
BATCH • •COMPLETE* • 
PROJECTED ITERATIONS: 41381 TO 47019 

PROJECTED ANSWERS: 22 TO 420 



L24 



10 SEA SSS SAM L23 



-> D 10 

L24 ANSWER 10 OP 10 REGISTRY COPYRIGHT 3006 ACS on STN 

RN 618895-29-7 REGISTRY 

ED Entered STN: 20 Nov 2003 

CN Piperidine. 1- I ll- (1- (2-amino-4-pyridinyl)ethyl] -4-piperidinyl] carbonyl] -4- 
(3-(5-methyl-3-isoxazolyl)-3H-imidezo[4,S-blpyridin-3-yl}- (9CI) (CA 
INDEX NAME) 

MP C26 H34 N8 02 

SR CA 

LC STN Piles: CA, CAPLUS, USPAT2 . US PAT FULL 



OCT 



rO 



TXZ" 



•PROPERTY DATA AVAILABLE IN THE 1 PROP* FORMAT* • 



1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 



-> S L21 SSS FULL 

FULL SEARCH INITIATED 13:11:45 FILE ' REGISTRY 1 
FULL SCREEN SEARCH COMPLETED - 21577*44 TO ITERATE 



---Logging off of STN 



0.9% PROCESSED 199851 ITERATIONS 



17 ANSWERS 



385391 ITERATIONS 
SEARCH ENDED BY USER 
SEARCH TIME: 00.00.30 

FULL FILE PROJECTIONS: ONLINE • •INCOMPLETE •• 
BATCH • •INCOMPLETE •• 
PROJECTED ITERATIONS: 21577644 TO 21577644 

PROJECTED ANSWERS: 2532 TO 2 843 



L25 



4 8 SEA SSS FUL L21 



Executing the logoff ecript... 
» LOG Y 

COST IN U.S. DOLLARS 
FULL ESTIMATED COST 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 
CA SUBSCRIBER PRICE 
STN INTERNATIONAL LOGOFF AT 13:12:18 ON 25 SEP 2006 

Connecting via Winsock to STN 

Welcome to STN Internet ionel i Enter x:X 

LOGINID:eseptal€23zct 

PASSWORD: 

TERMINAL (ENTER 1, 2, 3, OR ?):2 



SINCB FILE 
ENTRY 
173.50 

SINCB FILE 
ENTRY 
0.00 



TOTAL 
SESSION 
854.48 

TOTAL 
SESSION 
-43 .50 



Welcome to STN Inte: 



NEWS 
NEWS 
NEWS 
NEWS 



America 



FEB 27 
MAY 10 
MAY 11 
MAY 19 
MAY 30 



NEWS 10 JUN 26 



NEWS 11 

NEWS 12 

NEWS 13 

NEWS 14 

NEWS IS 

NEWS 16 

NEWS 17 

NEWS 18 



JUN 28 
JU1 11 
JU1 14 
JU1 19 
AUG 09 
AUG 28 
AUG 30 
SEP 11 



Web Page URLs for STN 6eminar Schedule • 1 
"Aak CAS" for aelf-help around the clock 
New STN AneViat pricing effective March 1. 2006 
CA/CAplus enhanced with 1900-1906 U.S. patent records 
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chain nodes : 
10 12 13 
ring nodes : 

133456789 
chain bonds : 
6-10 9-13 
ring bonds : 

1-3 1-6 2-3 3-4 4-5 S-6 S-7 6-9 7-6 6-9 
exact/norm bonds : 

1-2 1-6 2-3 3-4 4-S 5-6 5-7 6-9 7-6 6-10 9-13 

exact bonds : 

6-9 

isolated ring systems : 
containing 1 : 



Match level : 

l:Atom 2:Atom 3 : Atom 4:At« 
13: Atom 13: Atom 
Generic attributes : 

10: 



5:Atom 6: Atom 7: Atom 6: Atom 9 : Atom 10: Atom 



Saturation 

Type of Ring System 

13: 

Saturation 



Unsaturated 
Monocyclic 
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90.5% PROCESSED 2000 ITERATIONS 10 ANSWERS 


DT 


Patent 






INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 


LA 


English 






SEARCH TIKE: 00.00.01 


FAN.CNT 1 










PATENT NO. 


KIND DATE APPLICATION NO. 


DATS 


FULL PILE PROJECTIONS: ONLINE • •COMPLETE* • 










BATCH • •COMPLETE* • 


PI 


WO 2005116009 


Al 20051208 WO 200S-US17134 




PROJECTED ITERATIONS: 4 13 81 TO 47019 




WO 2005116009 


Bl 20060126 




PROJECTED ANSWERS: 22 TO 420 




W: AB, AO, AL, 


AM, AT, AU, AZ, BA, BB, BO, BR, BW. BY, 


BZ CA CH 






CN, CO. CR, 


CU, CZ, DB, DK, DM, DZ, EC, BB, BO, ES, 


pi' ob' gd' 


L2 10 SEA SSS SAM LI 




GE, GH, GM, 


HR, HU, ID, IL, IN, IS, JP, KB, KG, KM, 


KP* KR* KZ* 






LC, LK, LR, 


LS, LT, LU, LV, MA, MD, MO, MK, MN, MW, 




*> 8 LI SSS FULL 




NO, NI, NO, 


NZ, OM, PG , PH, PL, PT, RO, RU, SC, SD, 


sb' so' sk' 


FULL SEARCH INITIATED 13:13:30 PILE 'REGISTRY' 




SL, 6M, SY, 


TJ, TM, TN, TR, TT, TZ, UA, UO, US, UZ, 


VC, VN, YU, 


FULL SCREEN SEARCH COMPLETED - 4 3645 TO ITERATE 




ZA, ZM, ZW 










RW: BW, GH, GM, 


KB, LS, MW, MZ, NA, SD, SL, SZ, TZ, UO, 


ZM ZW AM 


100.0% PROCESSED 43645 ITERATIONS 153 ANSWERS 




AZ. BY. KG. 


KZ, MD, RU, TJ, TM, AT. BB, BO, CH, CY, 


CZ* Ds' DK* 


SEARCH TIKE: 00.00.01 




EE. ES. PI. 


FR, OB, OR, HU, IB, IS, IT, LT, LU, MC, 


nl' pl' pt' 






RO, SB, 61, 


SK, TR, BF, BJ, CP, OO, CI, CM, OA, ON, 


' ' 


L3 153 SEA SSS PUL LI 




MR, NB. SN, 










US 3006106063 


Al 20060518 US 2005-130359 


20050S16 


«> PI LB CAP L US 


PRAI 


US 3004-572266P 


P 20040518 




COST IN U.S. DOLLARS SINCE PILE TOTAL 


OS 


MARPAT 144:51568 






ENTRY SESSION 


RS.CNT 6 THERE ARB 


6 CITED REFERENCES AVAILABLE FOR THIS RB 


CORD 


FULL ESTIMATED COST 166.94 167.15 




ALL CITATIONS AVAILABLE IN THE RB FORMAT 
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PLEASE SEE 'HELP U SAG ETE RMS' FOR DETAILS. 










COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 


L4 


ANSWER 3 OP 10 CAPLUS COPYRIGHT 2006 ACS on STN 






AN 


2004:675663 CAPLUS 








DN 


141:185095 






Copyright of the Articles to which records in this database refer is 


TI 


Use of combinations 


of HI and H3 histamine receptor antagonists for the 


held by the publishers listed in the PUBLISHER (PB) field (available 




preparation of a medicament for the treatment of allergic skin and 


for records published or updated in Chemical Abstracts after December 




allergic ocular conditions 




26, 1996), unless otherwise indicated in the original publications. 


IN 


Hey, John A.; Kreutner. William; McLeod, Robbie L. 




The CA Lexicon is the copyrighted intellectual property of the 


PA 


Schering Corporation, USA 






SO 


PCT Int. Appl., 68 


PP- 




databases on STN. Any dissemination, distribution, copying, or storing 




CODEN: PIXXD2 






of this information, without the prior written consent of CAS, is 


DT 


Patent 






strictly prohibited. 


LA 


English 








FAN.CNT 1 






FILE COVERS 1907 - 25 Sep 3006 VOL 145 ISS 14 




PATENT NO. 


KIND DATE APPLICATION NO. 


DATE 


FILE LAST UPDATED: 24 Sep 2006 (20060924/ED) 












PI 


WO 2004069338 


Al 20040819 WO 20O4-US237O 


20040129 


Effective October 17. 200S, revised CAS Information Use Policies apply. 




W: AB, AB. AO. 


AL, AL, AM. AM, AM, AT. AT. AU, AZ. AZ, 


BA. BB, BO. 


They are available for your review at: 




BO, BR. BR. 


BW. BY, BY. BZ. BZ, CA, CH. CN, CN, CO. 


CO, CR, CR, 






CU, CU, CZ. 


CZ, DS, DB, DK, DK, DM. DZ, EC. EC. BB, 


BB, EG, BS, 


http://www.cas.org/infopolicy.html 




BS. FI. FI, 


GB, GD. OB, GE, GH. OM, HR, HR, HU. HU. 


ID, IL, IN, 






18. JP. JP. 


KB, KB, KG, KG, KP, KP. KP. KR. KR, KZ. 


KZ. KZ. LC, 


o5L3 /)AriY JLOlP-t-TT A KfT <~ 




LK, LR. LS, 


LS, LT, LU, LV, MA. MD, MD, MO, MK, MN, 


MW, MX, MX, 


ia io L3 C//V if /j r 1 uLCJl/v f j 




MZ, MZ. NA, 


NI 








RW: BW, GH, GM, 


KB, LS, MW, MZ, SD, SL, SZ, TZ, UO, ZM. 


ZW, AT. BB, 


■ > D 1 tk t/*C&\ k+ "17 r 




SO, CH. CY, 


CZ, DB. DK, EE. ES, FI , FR, OB, GR. HU, 


IB. IT. LU, 






MC. NL, PT. 


RO. SB, SI. SK. TR. BP, BJ. CF, CO. CI, 


CM, OA, ON. 
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GQ, GW, ML. 


MR. NE, SN, TD, TO, BP, BJ, CP, CO, CI, 


CM, OA. GN. 


AN 2005:1289687 CAPLUS 






MR, NE, SN, TD, TO 




DN 144 : 51S6S f\ 




US 2004198743 


Al 20041007 US 2004-767164 


20040129 


TI Preparation of substituted 2-quinolyl-oxazolee and their heterocyclic g g 


PRAI 


US 2003-443948P 


P 20030131 




analogs useful as pde4 inhibitors / 4 










IN Kuang, Rongze; Blythin, David; Shih, Neng-Yang; Shue, Ho-Jane; Chen, Xiao; 










Cao, Jianhua; Gu , Danlin; Huang, Ying,- Schwerdt, John H.; Ting, Pauline 


• > D 


3 






C. ; Hong, Shing-Chun; Xiao, Li 










PA Schering Corporation, USA 
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SO PCT Int. Appl.. 233 pp. 


AN 


3004:648353 CAPLUS 






COD EN: PIXXD2 


DN 


141:167797 






TI Combination of HI, H3 and H4 receptor antagonists for treatment of 


PRAI 


US 3003-373731P 


P 2002041B 




allergic and non-allergic pulmonary inflammation, congestion and allergic 




US 2002-373467P 


P 20020418 








WO 2003-US11672 


W 20030416 




IN Anthes, John C.j West, Robert E . ; Hey, John A.; Aslanian, Robert G. 


OS 


MARPAT 139:350734 






PA Schering Corporation, USA 


RE.CNT 5 THERE ARB 5 CITED REFERENCES AVAILABLE FOR THIS REt 


:ORD 


SO PCT Int. Appl., 72 pp. 




ALL CITATIONS AVAILABLE IN THE RE FORMAT 




CODEN: PIXXD2 










DT Patent 










LA English 


-> 0 


5 
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AN 


2003:261620 CAPLUS 






PI W0 2004066960 A2 20040812 WO 2004-US3565 20040126 


DN 


138:287673 






WO 2004066960 A3 20041021 


TI 


Preparation of phenylbenz imidazole compounds useful for treating hepatitis 


W : r AG , AL , AL. AM. AM, AM, AT, AT AU AZ AZ BA BB BG 




C virus 






BO, BR, BR, BW, BY, BY, BZ, BZ, CA, CH, CN, CN, CO, CO, CR, CR, 


IN 


Priestley, Eldon Scott; Deeicco, Carl P.; Hudyraa, Thomas W. 


Zheng, 


CU, CU, CZ, CZ, DB, DB, DK, DK, DM, DZ, EC, BC, EE, BB, EG, BS, 








ES, PI, PI, GB, GD, GB, GB, GH, GM, HR, HR, HU, HU, ID, IL, IN, 


PA 


Bristol-Myers Squibb Company, USA 




IS, JP, JP, KB, KB, KG, KG, KP, KP, KP, KR, KR, KZ KZ KZ LC 


SO 


PCT Int. Appl., 74 pp. 




LK, LR, LS, LS, LT, LU, LV, MA, MD, MD, MG, MX, MN, MW, MX MX 




CODEN: PIXXD2 






MZ, MZ, HA, NI 


DT 


Patent 






US 2D0S090527 Al 200S0428 US 2004-764780 30040126 


LA 


English 






PRAI US 2003-443207P P 20030128 


FAN.CNT 1 










PATENT NO. 


KIND DATE APPLICATION NO. 


DATE 


-> D 4 


PI 


WO 2003026587 


A3 20030403 WO 2002-US30969 


20030936 






WO 3003026587 


A3 20011106 
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W: AE, AO, AL. 


AM, AT. AU, AZ, BA, BB, BG, BR, BY, BZ. 


CA, CH, CN, 


AN 2003:BSSB01 CAPLUS 




CO, CR. CU. 


CZ, DE. DK. DM. DZ. EC, BE, ES, FI , GB. 


GD, GE, GH, 


DN 139:350734 




GM, HR. HU. 


ID, IL, IN. IS. JP, KK, KG, KP, KR, KZ, 


LC, LK. LR, 


TI Preparation of 1* (4 -piperidinyl ) benzimidazoles as histamine H3 antagonists 




LS, LT, LU, 


LV, MA, MD, MO, KK, MN, MW, MX, MZ, NO, 


NZ, OM. PH, 


IN Zeng, Qingbei; Aslanian, Robert G.; Berlin, Michael Y.; Boyce, Christopher 




PL. PT, RO, 


RU, SD, SB, SO, SI. SK, SL. TJ, TM. TN, 


TR, TT, TZ, 


w.; cao, Jianhua; Kozlowski, Joseph A.; Mangiaracina , Pietro; McCormick. 




UA. UO. UZ, 


VN, YU, ZA, ZM. ZW 




Kevin D.; Mutahi, Mwangi W. ; Rosenblua, Stuart B . ; Shih, Neng-Yang; 




RW: GH. GM, KB, 


LS, MW, MZ, SD, SL, SZ, TZ, UO, ZM, ZW. 


AM, AZ. BY. 


Solomon, Daniel M. ; Tom, Wing C. 




KG, KZ, MD, 


RU. TJ. TM, AT, BB, BO, CH. CY, CZ. DE. 


DK, EE, ES, 


PA Schering Corporation, USA 




FI, FR, OB, 


GR. IE, IT. LU. MC, NL. PT, SB, SK, TR, 


BF, BJ, CF, 


SO PCT Int. Appl., 132 pp. 




CO. CI. CM, 


OA, GN, OQ. OW. ML, MR, NB, SN, TD, TO 




CODEN: PIXXD2 




US 20O31348S3 


Al 20030717 US 2002-259041 


30020926 


DT Patent 




EP 1429759 


A3 20040623 BP 2002-773657 


20020926 


LA English 




R: AT. BB. CH. 


DB. DK. BS. PR. GB. OR, IT, LI, LU. NL. 


SB, MC, PT, 


FAN.CNT 2 




IB. SI, LT. 


LV, FI, RO, MK, CY, AL. TR. BO, CZ, BB, 


SK 


PATENT NO. KIND DATE APPLICATION NO. DATE 




US 2004067976 


Al 30040408 US 3003-648873 


20030827 






US 6803374 


B3 30041013 




PI WO 2003088967 Al 20031030 WO 3003-US11672 20030416 


PRAI 


US 2001-324874P 


P 30010936 




W: AS , AO, AL, AM, AT, AU, AZ, BA, BB, BO, BR, BY, BZ. CA, CH, CN. 




US 2002-259041 


Bl 20030926 




OO, CR, CZ, DB. DK, DM, DZ, EC, EE, BS, FI , GB, GD, GE, HR, HU, 




WO 2002-US30989 


W 20020926 




ID, IL, IN, IS, JP, KG, KR, KZ, LC, LK, LR, LT, LU, LV, MA, MD, 


OS 


MARPAT 136:267673 






MO, KK, MN, MX, MZ, NI , NO, NZ, PH, PL, PT, RO, RU SC SE SO 










SK, SL, TJ, TM, TN, TR, TT, TZ, UA, UZ, VC. VN, YU, ZA, ZM 










RW: GH, GM, KB, LS, MW, MZ, SD, SL, Sz! Tz! Uo] Zm| Zw! Am! AZ, BY, 


-> D 


6 






KG, KZ, MD, RU, TJ, TM, AT, BB. BG, Ch' Cy] Cz! De] Dx] EE* Es! 










PI, FR, GB, OR, HU, IB, IT, LU. MC, NL, PT, RO, Se| SI ' SK^ Tr! 
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BP, BJ, CF, CO, CI, CM, OA, GN, OO, OW, ML, MR, NB, SN, TD. TO 


AN 


2003:203407 CAPLUS 






CA 2481940 AA 20031030 CA 2003-24B194O 20030416 


DN 


138:238181 






AU 2003223627 Al 20031103 AU 2003-223627 20030416 


TI 


Preparation of substituted l-cyclohexyl-2-phenylbenximidazole- 5-carboxylic 


US 2004097483 Al 20040520 US 2003-417391 20030416 




acids as remedies for hepatitis C 




US 710S50S B2 20060912 


IN 


Hashimoto. Hiromasa; 


Mizutoni, Kenji; Yoshida. Atsuhito 




BP 1499316 Al 20050126 BP 2003-719766 20030416 


PA 


Japan Tobacco Inc., 


Japan 




R: AT, BB, CH, DB, DK, BS, PR, GB, OR, IT, LI, LU, NL, SB, MC, PT, 


SO 


U.S. Pat. Appl. Publ 


., 406 pp., Cont.-in-part of Appl. No. f 


•CT/JPOO/ 09181. 


IB, SI, LT, LV, FI. RO, KK, CY, AL, TR, BG, CZ, EE, HU, SK 




CODEN: USXXCO 




BR 2003009348 A 200S0301 BR 2003-9346 20030416 


DT 


Patent 






CN 1658874 A 20050824 CN 2003-813779 20030416 


LA 


English 






JP 2005529116 T2 20050929 JP 2003-58S719 20030416 


FAN.CNT 3 






ZA 2004007984 A 20051018 ZA 2004-7984 20041004 




PATENT NO. 


KIND DATE APPLICATION NO. 


DATS 


NO 2004O0SO02 A 20O5011B NO 2004-5002 20041117 











US 2003050320 
US 6770666 
WO 20O1O478B3 

Hi AS, AO, AL 



20030313 
20040803 
2001070S 
AT, AU, AZ, 
CR, CU, CZ, DK, DK, DM, DZ. 
HU, ID, IL, IN. IS. KB, KO , 
MA, MD, MO, KK, MM. KM, MX, 
SO, SI, SK. SL, TJ. TM. TR, 
KE, LS, MH, MZ, SD, 
BS. FI. FR. OB. OR, 
OA. ON, 
20010911 



20040715 
20040520 
19991327 
20001222 
20001225 
20010626 
20010B24 



RW: OH. GM 
DB, DK. 

BJ. CF. CO. CI 

JP 2001247550 A 

ZA 2003001393 A 

US 2004097438 A 

PRAI JP 1999-369008 A 

HO 2000-JP9181 A 

JP 2000-391904 A 

JP 2001-193786 A 

US 2001-939374 A 
OS MAR PAT 138:238181 
RB.CNT 40 THERE ARE 40 CITED 

ALL CITATIONS AVAILABLE IN 



-> S 2003:203407/AN 

LS 1 2003:203407/AN 



-> D 1-9 IBIB ABS HITSTR 



US 2001-939374 

HO 2000-JP91B1 

BA. BB. BO. BR, BY. BZ. 

SB. ES. FI. OB, GD, OB, 

KR, KZ. LC, LK, LR, LS, 

MZ. NO. NZ. PL, PT. RO, 

TT, TZ. UA. UO, US. UZ. 

SL, SZ. TZ. UO, ZW. AT. 

IB, IT, LU, MC, NL. PT, 

GV, ML, MR. NB, SN. TD, 

JP 2000-391904 

ZA 2003-1393 

US 2003-615329 



20010824 

20001222 
CA. CH. CN, 
GH. GM, HR, 
LT. LU, LV, 
RU, SO, SB, 
VN. YU, ZA, 
BE. CH, CY. 
SB, TR, BF, 
TO 

20001225 
20020626 
20030708 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



DOCUMENT TYPE: 



3005:1289687 CAPLUS 
144:51568 

Preparation of substituted 2 -quinolyl-oxazolea and 
their heterocyclic analog* useful aa pde4 inhibitors 
Kuang, Rongze; Blythin, David; Shih, Neng-Yang; Shue, 
Ho-Jane; Chen, Xiao; Cao, Jianhua; Gu, Danlin; Huang, 
Ying; Schwerdt. John H . ; Ting, Pauline C; Wong, 
Shing-Chun; Xiao, Li 
Schering Corporation, USA 
PCT Int. Appl., 233 pp. 
COD EN : PIXXD2 

Patent 
English 



KIND DATE 



WO 2005116009 
WO 2005116009 
W: AB, AG, 



Al 20051208 

Bl 20060126 

, AM, AT, AU, AZ, 

CN. CO, CR. CU, CZ, DE, DK, 

OE. GH, GM. HR, HU, ID, IL, 

LC, LK. LR, LS, LT. LU, LV, 

NO, HI. NO, NZ, OM, PO. PH, 

SL. SM. SY. TJ, TM, TN, TR, 
ZA. ZM, ZW 

BW. GH, GM, KE, LS, MM, MZ, 

AZ, BY. KO, KZ, MD, RU. TJ. 

EE, ES. FX, FR. GB. GR. HU. 

RO, SB, SI. SK, TR, BF, BJ. 

MR, NE , SN, TD, TO 



APPLICATION NO. 
WO 300S-US17134 



BR. BW. BY, 



DM, DZ, EC, BE, EG, 
IN, IS, JP, KE, KG, 



NA, SD, SL, SZ, TZ, 

TM, AT. BE, BG, CH, 

IE. IS, IT, LT, LU, 

CF, CO, CI, CM, OA, 



CA, CH, 



FI, GB, 

KM. KP. KR. KZ. 

MM, MX, MZ, NA, 

SD, SE, SG, SK, 

UZ, VC, VN, YU, 

UO, ZM, ZW, AM, 

CY, CZ, DB. DK, 

MC, NL, PL. PT, 

ON, GO, GW, ML, 



US 2006106062 
PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 



MARPAT 144:51568 




Title compde. I [Rl - H, alkyl. cycloalkyl; R2. R3 and R5 independently - 
H or halo; R4 - K, halo, alkyl. etc.; A - aubatituted oxazolyl, imidazole, 
thiazole or pyrrole] , and their pharmaceutical ly acceptable aalta, are 
prepared and disclosed as pde4 inhibitors. Thus, e.g.. II was prepared in a 
multistep synthesis from 2-trifluoromethyl-B-methoxyquinolin-5-yl 
carboxylic acid. In PDE4 assays, selected compda. possessed ICS0 values 
ranging from 0.01-1.8 nM. Also claimed are pharmaceutical corapns.. the 
use of the compda. as PDE4 inhibitors, and combinations with other 
actives. 
B71001-2S-1P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of substituted quinolyloxazoles and their heterocyclic analogs 
useful as PDE4 inhibitors) 
871001-25-1 CAPLUS 

Piperidine, 1- ( [5- (aninomethyl) -2- (8-methoxy-2- (trif luoromethyl) -S- 
guinolinylj -4-oxazolyl) carbonyl] -4- [2- (2-pyridinyl) -3H-imid»zo [4 , 5- 
b]pyridin-3-yl] - (9CI) (CA INDEX NAME) 



-O-rfcl 



618892-76-S 

Piperidine, 1- 111- I (2-amino- 5 -pyrimidinyl) methyl] -4-fluoro-4- 
piperidinyl] carbonyl] -4- 12- (2-pyridinyl) -3H- iraidazo [4 . 5-b] pyridin-3 -yl J - 
(9CI) (CA INDEX NAME) 




N — j 0 r ^ s v N _ 
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141: 185095 

Use of combinations of Hi and H3 histamine receptoi 
antagonists for the preparation of a medicament foi 
the treatment of allergic skin and allergic ocular 
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Hey. John A.; Kreutner. William; McLeod, Robbie L. 
Schering Corporation, USA 
PCT Int. Appl., 68 pp. 
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NAME) 

RN 61689S-64-0 CAPLUS 

CN Piperidine, 1- [(l- { (2-amino-4-pyrimidinyl ) methyl] -4-piperidinyl] carbonyl] - 
4- (2- (5-methyl-3-i«ox*zolyl) -3H-imidazo (4, S-b] pyridin-3-yl) - (9CI) (CA 
INDEX NAME) 


Ma 

/ 

RN 618895-68-4 CAPLUS 

CN Piperidine, 1- [ (l- [ (2 -amino- S-pyriraidinyl) methyl] -4-piperidinyl ] carbonyl] - 
4- [2-(3-ethoxy-S-fluorophenyl)-3H-imidazo[4,5-b]pyridin-3-yl] - (9CI) (CA 
INDEX NAME) 

F 

^=f f? f^N— CH 2 — ff^N 
RN 61889S-69-5 CAPLUS 

CN Piperidine, 1- Hi- I (2-emino- 5-pyriraidinyl) methyl 1 -4 -piper idinyl] carbonyl) - 
4- {2- (3-pyridinyl)-3H-i»idazo(4,S-b)pyridin-3-yl) - (9CI) (CA INDEX NAME) 

QSxr-O V. 

RN 616895-89-9 CAPLUS 

CN Piperidine, 1- ( tl- [ (2-aaino- S-pyri»idinyl ) methyl] -4-piperidinyl] carbonyl] - 
4-[2-<3-iuranyl)-3H-imid«K>[4,5-bJpyridin-3-ylJ- (9CI) (CA INDEX NAME) 


RN 616B95-92-4 CAPLUS 

CN Piperidine, 1- [ {1- [ (2-amino-5-pyrimidinyl) methyl) -4-£luoro-4- 

piperidinyl] carbonyl] -4- [2- (3-pyridinyl) -3H-imidazo(4,5-b)pyridin-3-yl] - 
(9CI) (CA INDEX NAME) 

RN 618895-94-6 CAPLUS 

CN Piperidine. 1- ( [1- [ O-amino-S-pyrimidinyDreethyl] -4-f luoro-4- 

piper idinyl J carbonyl] -4- [2- (S-methyl - 3- ieoxeaolyl ) -3H-imidazo{4, 5- 
b)pyridin-3-yl]- (9CI) (CA INDEX NAME) 

Me 

RN 618896-05-2 CAPLUS 

CN Piperidine, 1- [{1- [ (2 -amino- 5-pyrimidinyDmethyl] -4-f luoro-4- 

piper idinyl] carbonyl] -4- (3- (2-furanyl) -3H-imidaxol4. 5-b] pyridin- 3 -yl] - 
(9CI) (CA INDEX NAME) 



0 

RN 618B96-15-4 CAPLU3 

CN Piperidine, 1- I [1- [(2 -amino- 5 -pyrimidinyl) methyl) -4-piperidinyl] carbonyl] - 
4-[3-(3-pyridinyl)-3H-imidazo[4.S-b]pyridin-3-yl]- (9CI) (CA INDEX NAME) 

RN 618896-37-8 CAPLUS 

CN Piperidine, 1- { (1- [ (2 -amino- 5 -pyrimidinyl) methyl 1 -4-piperidinyl J carbonyl] - 
4- (2- (2,S-dimethyl-3-iurenyl)-3H-imidazo[4,S-b]pyridin-3-yl)- (9CI) (CA 
INDEX NAME) 

Me 

Me 

RN 618896-29-0 CAPLUS 

CN Piperidine, 1- ( U- ((3 -amino- 5 -pyrimidinyl) methyl J -4 -piperidinyl J carbonyl] - 
4-[2-<3-methyl-2-iuranyl)-3H-imidazo[4,S-b]pyridin-3-yl]- (9CI) (CA INDEX 
NAME) 


M ! /\ ^NH 3 

RN 618896-31-4 CAPLUS 

CN Piperidine, 1 - [ (l- { (3 -amino- 5 -pyrimidinyl) methyl] -4- fluoro-4 - 

piperidinyl] carbonyl] -4- 13- (3-fur*nyl) -3H- imidazo {4, 5-b} pyridin-3-yl] - 
(9CI) (CA INDEX NAME) 

R-^}o 
RN 618896-39-3 CAPLUS 

CN Piperidine, 1- [ [1- [ (2 -amino- 5 -pyrimidinyl) methyl] -4 -piperidinyl} carbonyl} - 
4- [2-(S-methyl-3-furanyl)-3H-imidazo[4,5-b}pyridin-3-ylJ- (9CI) (CA INDEX 
NAME) 

Me 

RN 618896-40-5 CAPLUS 

CN Piperidine. 1- ( [1- { (2- amino- S -pyrimidinyl) methyl) - 4 -piperidinyl 1 carbonyl] - 
4- [2-(2,4-difluorophenyl)-3H-imidazo[4,5-b]pyridin-3-yl]- (9CI) (CA INDEX 
NAME) 


N 

■XT' 

RN 618896-41-6 CAPLUS 

CN Piperidine. 1- [ [1- [(2-amino- 5 -pyrimidinyl) methyl] -4- fluoro-4- 

piperidinyl] carbonyl] -4- (2- (4 -pyrimidinyl) -3H- iraidazo (4 . 5-b] pyridin-3 -yl) - 
(9CI) (CA INDEX NAME) 

RN 618896-43-8 CAPLUS 

CN Piperidine, 1- { (1- I (2- amino- 5-pyrimidinyl) methyl] -4-piperidinyl) carbonyl} - 
4- (3- (3,4-difluorophenyl) - 3H- imidazo [4 , S-bl pyridin- 3 -yl] - (9CI) (CA INDEX 
NAME) 

P 

RN 618896-45-0 CAPLUS 

CN Piperidine. 1- ( [1- I (6-amino- 3 -pyridinyl) methyl} -4-f luoro-4- 

piperidinyl) carbonyl) -4- {2- (2-pyridinyl)-3H-iniidaio(4.5-b]pyridin-3-yl) - 
(9CI) (CA INDEX NAME) 


RN 618896-48-3 CAPLUS 

CN Piperidine, l-[[l- [ (6 -amino- 3 -pyridinyl ) methyl] -4-piperidinyl] carbonylj -4- 
13- (3 -pyridinyl) -3H- imidazo {4. S-b] pyridin-3 -yl]- (9CI) (CA INDEX NAME) 

RN 618896-53-9 CAPLUS 

CN Piperidine, 1- I (1- [ {6 -methoxy-3 -pyridinyl) methyl] -4 -piperidinyl] carbonyl] - 
4-[2-(3-pyridinyl)-3H-imidazo[4,S-b)pyridin-3-yl]- (9CI) (CA INDEX NAME) 

RN 618896-53-0 CAPLUS 

CN Piperidine, 1- ( [4 - fluoro- 1- ( (6- raethoxy-3- pyridinyl ) methyl) -4 - 

piperidinyl) carbonyl] -4- [3- (2-pyridinyl) -3H- imidazo [4 . 5-b) pyridin-3-yl] - 
(9CI) (CA INDEX NAME) 

RN 618896-S8-5 CAPLUS 

CN Piperidine. 1- { [X- I (3 . 6 -dichloro-4-pyridazinyl) methyl) -4- 

piperidinyll carbonyl) -4- (2- (2-pyridinyl) -3H- imidazo (4. 5-b] pyridin-3 -yl) - 
(9CI) (CA INDEX NAME) 



CI 

RN 618896-59-6 CAPLUS 

CN Piperidine. 1- t [1- { (2 -amino- 5-pyrimidinyl) methyl] -4-f luoro-4- 

pipe r id inyl J carbonyl} -4- (2- (2,4-dif luorophenyl) -3H-imidazo [4, 5-b) pyridin-3 - 
yl)- (9CI) (CA INDEX NAME) 

N 


RN 618 896-72-3 CAPLUS 

CN Piperidine, l- ( [4-£luoro-l- (3-furanylmethyl) -4 -piperidinyl} carbonyl} -4- (2- 
(3-pyridinyl)-3H- imidazo 14. 5-b] pyridin-3 -yl}- <9CI) (CA INDEX NAME) 

o N — 2 ^^ 0 


RN 618B96-64-3 CAPLUS 

CN Piperidine, 1- [ II- [ (1. 6-dihydro-6-oxo-3-pyridinyl)methyl) -4- 

piperidinyl) carbonyl] -4- [3- (2-pyridinyl) -3H-imidazo [4, 5-b] pyridin-3-yl) - 
(9CI) (CA INDEX NAME) 


RN 618896-73-4 CAPLUS 

CN Piperidine, 1- ( [4-f luoro-1- (3-furanylmethyl) -4 -piperidinyl) carbonyl] -4- [2- 
(3 -pyridinyl)-3H- imidazo (4, 5-bJ pyridin-3 -yl) - (9CI) (CA INDEX NAME) 


N= f U f^N— CH 2 — T<^NH 
RN 618696-6S-4 CAPLUS 

CN Piperidine, 1- [ tl- { (l, 6-dihydro-6-oxo-3-pyridinyl) methyl) -4-fluoro-4- 

piperidinyl] carbonyl] -4- [2- (2-pyridinyl) -3H-iraidazol4, 5-b) pyridin-3 -yl) - 
(9CI) (CA INDEX NAME) 


jO 

RN 618896-74-5 CAPLUS 

CN Piperidine, 1- { (4-f luoro-1- (2 -thienylmethyl) -4 -piperidinyl) carbonyl] -4- [3- 
(2 -pyridinyl) -3H- imidazo (4, 5-b] pyridin-3 -yl)- (9CI) (CA INDEX NAME) 


11 LJ-CH 2 -0 

o \^ vn * \ g / 


\ ^ N CH5 . S 


«-0 


p 


RN 61BB96-75-6 CAPLUS 

CN Piperidine, 1- { (4-fluoro-l- (3 -thienylmethyl) -4-piperidinyl} carbonyl] -4- (2- 
(2-pyridinyl) -3H-imidazo[4.5-b]pyridin-3-yl] - (9CI) (CA INDEX NAME) 

RN 618896-77-8 CAPLUS 

CN Piperidine, 1- { (1- [ (6-amino-4-pyrimidinyl ) methyl ) -4-fluoro-4- 

piperidinyl] carbonyl) -4- [2- (2-pyridinyl) -3H- imidaxo {4 , 5-b) pyridin-3-yl] - 
<9CI) (CA INDEX NAME) 


RN 618896-81-4 CAPLUS 

CN Piperidine. 1- [ [4-f luoro-1- (2-thiazolylmethyl ) -4-piperidinyl} carbonyl] -4- 
[2- (2-pyridinyl)-3H-imidazo[4,S-bJpyridin-3-yl)- (9CI) (CA INDEX NAME) 

RN 618896-83-5 CAPLUS I 
CN Piperidine, 1- [ (4-fluoro-l- (lH-pyrrol-2-ylmethyl) -4-piperidinyl) carbonylj - 
4- 12- (2-pyridinyl) -3H- imidazo |4. S-b] pyridin-3-yl] - (9CI) (CA INDEX NAME) 


/T\ ^ 
\ / H N 

N 


o * x N ^ 

H 


RN 618896-78-9 CAPLUS 

CN Piperidine, 4- {2- (2,4-dif luorophenyl) -3H- imidazo [4 , 5-b) pyridin-3-yl J - 1- { (4- 
f luoro-1- (3 -thienylmethyl ) -4-piperidinyll carbonyl) - <9CI) (CA INDEX NAME) 


-Q 

RN 618896-83-6 CAPLUS 

CN Piperidine, 1- { (4-f luoro-1- (lH-pyrazol-3-ylraethyl) -4 -piperidinyl) carbonyl) - 
4- {2- (2-pyridinyl)-3H-imidazo(4,5-b)pyridin-3-yl] - (9CI) (CA INDEX NAME) 



" k CH2 ^ x NH 

M 








RN 618896-84-7 CAPLUS 

CN Piperidine, 1- [ [4- fluoro- 1- (1 , 2 , 3-thiadiazol -4-ylmethyl) -4- 

piperidinyl) carbonyl] -4- [3- (3-pyridinyl) -3H- imidazo [4 . 5-b] pyridin-3-yl} - 
(9CI) (CA INDEX NAME) 


RN 616B96-87-0 CAPLUS 

CN Piperidine, 1-{[1- I (3, 5- dimethyl -4 -ieoxazolyUmethyl] -4-fluoro-4- 

pipe r id inyl] carbonyl) -4- (2- (2-pyridinyl) -3H-imidazo(4. 5-b]pyridin-3-yl) - 
(9CI) (CA INDEX NAME) 


N 




»~o 

RN 618896-85-8 CAPLUS 

CN Pip«ridine, 1- [ [4-fluoro-l- { [5- (methylthio) -2-thienyl] methyl) -4- 

piperidinyl ] carbonyl] - 4 - [2 - (3-pyridinyl ) - 3H- imidazo (4 , S -b] pyridin- 3 -yl ] - 
(9CI) (CA INDEX NAME) 


He 

RN 618896-88-1 CAPLUS 

CN Piperidine. 1- [ [4-fluoro-l- ( (5-methyl-3-iaoxazolyl)methyl) -4- 

piperidinyl ) carbonyl ) -4 - 12 - (2-pyridinyl ) -3H-imidazo [4 , S-b) pyridin- 3 -yl ] - 
(9CI) (CA INDEX NAME) 

N 


-O 

RN 61B896-B6-9 CAPLUS 

CN Piperidine, 1- { (4-fluoro-l- (4 -thiazolylmethyl ) -4-piperidinyl] carbonyll -4- 
[2- (2-pyridinyl) -3H-iraidazo[4.S-b]pyridin-3-yl]- (9CI) (CA INDEX NAME) 


r-O 

RN 618896-90-5 CAPLUS j 
CN Piperidine, 1- ( {4-fluoro-l- (1, 2, 4 -oxadiazol-3-ylmethyl) -4- | 


piperidinyl] carbonyl] -4- [2- (2-pyridinyl) -3H- imidazo (4. 5-bl pyridin-3-yl} - 
(9CI) (CA INDEX NAME) 


CN Piperidine, 1- ( [4-fluoro-l- I (2-methyl-4-thiazolyl)methyl) -4- 

piperidinyl] carbonyl] -4- [3- (3-pyridinyl) -3H- imidazo [4 , 5-b) pyridin- 3-yl) - 
(9CI) (CA INDEX NAME) 


I k^N— CH 2 -^ /Q 
N 


» k »— CB2— 






RN 618896-91-6 CAPLUS 

CN Acetamide. N-(4- ((4- f luoro-4 - [ [4- [2- (2-pyridinyl) -3H-iraidazo [4. S-b] pyridin- 
3-yl) -l-piperidinyl) carbonyl] -l-piperidinyl]oethyl] -2-thiazolyl] - (9CI) 
(CA INDEX NAME) 


RN 618897-37-3 CAPLUS 

CN Piperidine, 1- [ [6 - ( (2 -amino- S-pyrimidinyl) methyl J - 8-azabicyclo [3 .2 . 1] oct-3- 
yl] carbonyl] -4- [2- (2-pyridinyl) -3H- imidazo (4, S-b] pyridin- 3-yl) - (9CI) (CA 
INDEX NAME) 


O CH 2 \ N ^"NHAc 

-0 

RN 618896-95-0 CAPLUS 

CN Piperidine, 1- £ [l- I (5- (aminoraethyl) -2- furanyll methyl) -4-fluoro-4- 

piperidinyl) carbonyl] -4- (2- (3-pyridinyl) -3H- imidazo [4 . 5-b)pyridin-3-yl] - 
(9CI) (CA INDEX NAME) 

if 5 *) 
»-U 


N-=/ 

O 

RN 618897-43-1 CAPLUS 

CN Piperidine, 1- [ {1- ( [5- [ (dimethylamino) methyl) -2- furanyl] methyl] -4- 

piperidinyl] carbonyl] -4- (3- (3-pyridinyl) -3H- imidazo [4 , 5-b) pyridin-3-yl ) - 
(9CI) (CA INDEX NAME) 

— txx^y^ 

-0 

RN 618897-44-2 CAPLUS 


RN 618696-97-2 CAPLUS 


CN Piperidine, 1- [ [4-fluoro-l- (lH-tetrazol- 5-ylmethyl) -4- 

piperidinyl J carbonyl] -4- [2- (2-pyridinyl) -3H- imidazo [4, S-b) pyridin-3-yl J - 



(9CI> (CA INDEX MAKE) 

I k/N— CH 2 — <^ y N 
N 

-Q 

RN 616897-45-3 CAPLUS 

CN Piperidine, 4- [2- (2-pyridinyl) -3H- imidazo (4. 5-b)pyridin-3-yl) -1- [ [1- (1H- 
p yrrol-2-ylmethyl)-4-piperidinyl] carbonyl)- (9CI) (CA INDEX NAKB) 

H 

-O 

RN 61BS97-46-4 CAPLUS 

CN Piperidine. 4- (3- (2-pyridinyl) -3H- imidazo (4. 5-bJpyridin-3-yl] -1- 1(1- (2- 
thiazolylmethyl)-4-piperidinyl)carbcnyl]- (9CI) (CA INDEX NAKB) 

RN 618897-47-5 CAPLUS 

CN Piperidine. 4- (3- <2-pyridinyl) -3H- imidazo (4 , S-b) pyridin-3 -yl] -1- [ (l- (3- 
thienylmethyl) -4 -piperidinyl] carbonyl] - (9CI) (CA INDEX NAME) 




R -0 



RN 618897-48-6 CAPLUS 

CN Piperidine, i- [ (l - (2- fiiranylmethyl > -4 -piperidinyl] carbonyl } -4- [3 - (2- 
pyridinyl) - 3H- imidazo [4. 5-b] pyridin-3 -yl] - (9CI) (CA INDEX NAME) 



-JO 



RN 618697-49-7 CAPLUS 

CN Piperidine. 4- [2- (2-pyridinyl) -3H- imidazo [4 , S-bJpyridin-3-yl] -1- [ (1- (2- 
thienylmethyl) -4 -piperidinyl] carbonyl] - (9CI) (CA INDEX NAME) 



v 



J0 



RN 618697-50-0 CAPLUS 

CN Piperidine, 1- [{1- (3 - furanylmethyl) -4-piperidinyl)carbcnyl] -4- {3- (2- 
pyridinyl) -3H- imidazo [4. 5-b) pyridin-3-yl)- (9CI) (CA INDEX NAME) 




TO 



RN 616897-51-1 CAPLUS 

CN Piperidine, 4- (3- (3-pyridinyl) -3H- imidazo {4, 5-b) pyridin-3-yl] -l- Ul- (l.S.S- 
thiadiazol^-ylmethyl) -4-piperidinyl) carbonyl] - (9CI) (CA INDEX NAME) 



616697-61-3 CAPLUS 

Piperidine, 4- (2- (3-pyridinyl) -3H- imidazo (4 , 5-b) pyridin-3-yl I -1- ( (1- (1H- 
tetrazol-5-ylmethyl)-4-piperidinyl J carbonyl]- (9CI) (CA INDEX NAME) 



XX 



rp J~' 

O CH 2 — < ^N 
N 



0^0 



A H 

c— t^^j N — " 

N 

r-O 



RN 618897-59-9 CAPLUS 

CN Piperidine, 1- { (4-f looro-1- (4 -pyridazinylnethyl) -4 -piperidinyl] carbonyl] -4- 
13- (3-pyridinyl) -3H- imidazo (4 , 5-b] pyridin-3-yl] - (9CI) (CA INDEX NAME) 



V \ 



RN 616697-73-6 CAPLUS 

CN Piperidine, 1- I (1- I < 3 -amino- 5- pyriraidinyl) methyl] -4- 

[ (methyl aulfonyl) amino] -4 -piperidinyl) carbonyl) -4- [3- (2 -pyridinyl) -3H- 
imidazo[4.5-b}pyridin-3-yl)- (9CI) (CA INDEX NAME) 



I I 



02 



RN 616697-60-3 CAPLUS 

CN Piperidine. 1- ( (4-fluoro-l- (1H-1, 2. 3 - triazol -4-ylmethyl) -4- 

piperidinyl) carbonyl) -4- (2- (2 -pyridinyl ) -3H- imidazo [4 , 5-b) pyridin-3 -yl] - 
(9CI) (CA INDEX NAME) 



I— r^N NH ° 

^-rO-O" 

.-O 



616897-73-7 CAPLUS 

Piperazine. 1- [ (2 -amino- 5-pyriraidinyl >methyl] -4 - [ (4- (2 - (2 -pyridinyl) -3H - 
imidazo(4.5-b]pyridin-3-yl]-l-piperidinyl) carbonyl)- (9CI) (CA INDEX 



RN 618897-75-9 CAPLUS 

CN Piperidine. 1- I (l- ( [S- [ ( dime thylemino) methyl) -2 -furanyl) methyl] -4-fluoro-4- 
piperidinyl] carbonyl] -4- [2- (2 -pyridinyl) -3H- imidazo (4 . 5-bJpyridin-3-yl) - 
(9CI) (CA INDEX NAME) 

RN 616 897-76-0 CAPLUS 

CM piperazine, 1- I (2 -amino-5-pyrimidinyl) methyl J -4- [[4- {2- (2-pyridinyl) -3H- 
imidazo [4, 5 -b) pyridin- 3 -yljcyclohexyl) carbonyl]- (9CI) (CA INDEX NAME) 

"1 |? r^N— CH 2 — {^N 

Oder- 0 ^A- 

RN 618897-77-1 CAPLUS 

CN Piperidine, 1- III- [ (3-emino- 5- pyrimidinyl) methyl] -4-piperidinyl J carbonyl] - 
4-[3-(l-oxido-2-pyridinyl)-3H-imidezot4,5-b}pyjridin-3-ylJ - (9CI) (CA 
INDEX NAME) 

O k^N— CH2— i ^N 


RN 618097-76-2 CAPLUS 

CN Piperidine, 1- [ [1- {(3- (1 -piperidinyl) -5-tbia*olyl]methyl] -4- 

piperidinyl) carbonyl] -«- [2- (2-pyridinyl) -3H- imidazo (4. s-b] pyridin-3-yl] - 
(9CI) (CA INDEX NAME) 

--O 

RN 618897-79-3 CAPLUS 

CN Piperidine. 1- I {4 - f luoro- 1- { {2- (1 -piperidinyl) - S-thiazolyl) methyl) -4- 

piperidinyl J carbonyl 1-4- (3- (3 -pyridinyl) - 3H- imida*o [4 . S-b] pyridin-3 -yl) - 
(9CI) (CA INDEX NAME) 

-0 

RN 618897-80-6 CAPLUS 

CN Piperidine. 1- { (1- [ (2- (4-morpholinyl) - 5-thiazolyl]methyl) -4- 

piperidinyl] carbonyl] -4- {2- (2-pyridinyl) -3H-imidazo [4. 5-b] pyridin-3-yl) - 
(9CI) (CA INDEX NAME) 


« k^N— ch 2 -<j. >-r> 

RN 618897-81-7 CAPLUS 

CN Piperidine. 1- [ (4-f luoro-1- [ [2- (4-morpholinyl) -5-thiazolyl)methyl J -4- 

piperidinyl) carbonyl) -4- [2- (2-pyridinyl ) -3H- imidazo [4, S-b]pyridin-3-yl] - 
(9CI) (CA INDEX NAME) 

O k/N— CH 2 -< s ^— N^ 
RN 618897-82-8 CAPLUS 

CN Piperidine. 1- ( [1- ( (2-amino-S-pyrimidinyl)methyl} -4 -piperidinyl] carbonyl] - 
4- (2- < 3 -methyl -2 -pyridinyl ) -3H- imidazo (4, 5-b] pyridin -3-yl) - (9CI) (CA 
INDEX NAME) 

RN 618897-63-9 CAPLUS 

CN Piperidine. 1 - ( (1- I (2-emino-S-pyrimidinyl )methyl J -4- f luoro-4 - 

piperidinyl) carbonyl) -4- (2- (3-methyl -2-pyridinyl) -3H- imidazo (4, S-b] pyridin - 
3-ylJ- (9CI) (CA INDEX NAME) 


RN 618897-84-0 CAPLUS 

CN Piperidine, 1- ( (1- (4-pyridazinylmethyl) -4 -piperidinyl) carbonyl} -4- {3- (2- 
pyridinyl) -3H- imidazo [4 . S-b] pyridin-3-yl] - (9CI) (CA INDEX NAME) 

RN 618897-85-1 CAPLUS 

CN Piperidine. 1- ( [1- [ ( 1 -methyl -IH-pyrrol- 3 -yl) methyl] -4- 

piperidinyl} carbonyl] -4- [3- (3-pyridinyl) - 3H- imidazo [4, S-bJ pyridin- 3-yl) - 
(9CI) (CA INDEX NAME) 

0 k *— ™2— %s*~~ m 

RN 618897-86-3 CAPLUS 

CN Piperidine. 1- [ [4- fluoro-l- ( (l-raethyl-lH-pyrrol-3-yl>methyl) -4- 

p iper id inyl] carbonyl) -4- {3- (2-pyridinyl) -3H- imidazo (4, S-b] pyridin -3-yl] - 
(9CI) (CA INDEX NAME) 



0^ , 
-Q 

RN 618897-68-4 CAP L ITS 

CM piperidino, 1- [[l- (lH-pyra*ol-3-ylmethyl) -4 -piperidinyl J carbonyl) -4- [2- (3- 
pyridinyl)-3H-imidB*o|4.S-bJpyridin-3-ylJ- (9CI) (CA INDEX NAME) 

0 k^N— CH 2 — <^ /NH 
N 

jO 

RN 618897-91-9 CAPLUS 

CM Piperidine, 4- [2- (2-pyridinyl) -3H- imidazo{4, 5-b)pyridin-3-yl) -1- ( (l- (1H- 
pyrrol-3-ylmethyl)-4-piperidinyl)carbonyl) - (9CI) (CA INDEX NAME) 

.-0 

RN 616897-92-0 CAPLUS 

CN Piperidine, 1- [ (4-f luoro-1- (lH-pyrrol-3-ylmethyl) -4-piperidinyl) carbonyl) - 
4- [2- (2-pyridinyl) -3H-imidazo(4.S-b]pyridin-3-yl)- (9CI) (CA INDEX NAME) 


«-0 

RN 618897-96-6 CAPLUS 

CN Piperidine. 4-f luoro-1- (4 -pyridinyl carbonyl) -4- [ [4- (2- (2-pyridinyl ) - 3H- 
i<aid*zo(4,5-bJpyridin-3-yl]-l-piperidinyl) carbonyl)- (9CI) (CA INDEX 
NAME) 

9 r rr J -0 

Od-Q-'-H 

RN 618897-99-7 CAPLUS 

CN Piperidine. 1- ( (l- ( (S-nitro-3 -thienyUmethyl) -4-piperidinyl)carbonylJ -4- [2- 
(2- P yridinyl)-3H-iiBida*o[4.S-b)pyridin-3-yll - (9CI) (CA INDEX NAME) 

-0 

RN 618898-00-3 CAPLUS 

CN Piperidine, 1- I [1- t (S-e»ino-3-thienyl)methyl) -4 -piperidinyl) carbonyl) -4- [2- 
(2-pyridinyl)-3H-imida*o(4,5-b}pyridin-3-yl)- (9CI) (CA INDEX name) 


ifO— ™*-0--™ J 

RN 618898-01-4 CAPLUS 

CN Piperidine. 1- ( [4-f luoro-1- ( <S-nitro-3-thienyl ) methyl) -4- 

piperidinyl] carbonyl] -4- (2- (2-pyridinyl) - 3H- inidazo [4 , 5-b)pyridin-3-yl] - 
(SCI) (CA INDEX NAME) 

RM 618898-02-5 CAPLUS 

CN Piperidine, 1- ( (l- I (S-amino-3-thienyl)methyl) -4-f luoro-4- 

pipe r id inyl) carbonyl) -4- (3- (3-pyridinyl) -3H-imidazo[4, 5-b]pyridin-3-yl] - 
(9CI) (CA INDEX NAME) 

--0 

RN 618898-11-6 CAPLUS 

CN Piperazine, 1 - i (2-aaino- 5 -py rim id inyl) methyl) -4 - [ {l- f luoro-4 - (2- (2- 

pyridinyl)-3H-imida*o(4,5-b)pyridin-3-yl)cyclohexyl)carbonyl) - (9CI) (CA 
INDEX NAME) 


RN 618898-12-7 CAPLUS 

CN Piperidine, 1- ( [4- f luoro-1- [ (5-nitro-2 - furanyl) methyl) -4- 

piperidinyl) carbonyl) -4- [2- (2-pyridinyl) -3H-imidazo [4 , 5-b] pyridin-3-yl] - 
(9CI) (CA INDEX NAME) 

RN 618898-13-8 CAPLUS 

CN Piperidine, 1- | (1- I (S-nitro-2- furanyl) methyl) -4 -piperidinyl) carbonyl) -4- [2- 
(2-pyridinyl)-3H-iraidazo{4.5-b]pyridin-3-yl)- (9CI) (CA INDEX NAME) 

RN 618896-14-9 CAPLUS 

CN Piperidine, 1- [ (1- 1 (2-amino-5-pyrimidinyl) methyl) -4-hydroxy-4- 

piperidinyl] carbonyl) -4- [3- (3-pyridinyl) -3H- imidaxo (4 , 5-b] pyridin- 3-ylJ - 
(9CI) (CA INDEX NAME) 



m 618698-31-6 CAPLUS 

CN Piperidine. 1- I {1- (cyclohexylmethyl) -4-piperidinyl) earbonyl] -4- [2- (2- 
pyridinyl)-3H-imidazo(4.5-b)pyridin-3-yl]- (9CI) (CA INDEX HAME) 



JO 



RN 61689B-24-1 CAPLUS 

CN Piperidine. 1- { [l- (cyclohexylmethyl) -4-f luoro-4 -piperidinyl) earbonyl) -4- [2- 
(2-pyridinyl)-3H-imidazo[4.5-b]pyridin-3-yl)- (9CI) (CA INDEX NAME) 



m— j o N _ 



.-O 



RN 618898-27-4 CAPLUS 

CN Piperidine, X- [ II- [ (S-amino-2-furanyl ) methyl) -4-f luoro-4- 

piperidinyl) earbonyl] -4- [2- (2-pyridinyl) - 3H- imidazo [4 , S-b) pyridin-3 -yl) - 
(9CI) (CA INDEX NAME) 



RN 618898-28-5 CAPLUS 

CN Piperidine, 1- [ (l- [ (2-amino- S - pyrin id inyl) methyl) -3-hydroxy-4- 



piperidinyl]carbonyl]-4-{2- (2-pyridinyl) -3H- imidazo [4, 5-b) pyridin-3 -yl) - 
(9CI) (CA INDEX NAME) 



\ 7 

RN 616898-40-1 CAPLUS 

CN Piperidine, 1- [ [1- ( <3-amino-2-thienyl)methyl] -4-piperidinyl) earbonyl) -4- (2- 
(2-pyridinyl)-3H-imidazo[4.S-b]pyridin-3-yl]- (9CI) (CA INDEX NAME) 



^ if ^ 



RN 616898-4S-6 CAPLUS 

CN Piperidine. 1- [ (1- I (3-emino-2-thienyl)methyl) -4-f luoro-4- 

piperidinyUcarbonyl] -4- [2- (2-pyridinyl) -3H-imidezot4,S-b)pyridin-3-yl] - 
(9CI) (CA INDEX NAME) 



V 



■-0 



RN 618898-50-3 CAPLUS 

CN Piperidine, 1- { (1- (benfco lb) thien-2-ylmethyl ) -4- f luoro-4 - 

piperidinyl J earbonyl] -4- {2- (2-pyridinyl) -3H-imidazo{4 . S-b] pyridin-3-yl) - 
(9CI) (CA INDEX NAME) 



rj-'- 



"4 _ i _nr°*-0 



RN 618698-S6-9 CAPLUS 

CN Piperidine, 4- [2- (5-methyl -3 - iaoxazolyl > -3H-imidazo[4. 5-b] pyridin-3-yl) -1- 
( El- (4-pyridazinylmethyl) -4-piperidinyl) earbonyl] - (9CI) (CA INDEX NAME) 



RN 618898-80-9 CAPLUS 

CN Piperidine, 1- ( (4 - f luoro- 1- (2-pyridinylmethyl) -4 -piperidinyl) earbonyl) -4- 
[2- (2-pyridinyl) - 3H- imidazo (4 , 5-b) pyridin-3 -yl J - (9CI) (CA INDEX NAME) 



■°-rO 



RN 618898-81-0 CAPLUS 

CN Piperidine, 1- { (4-f luoro- 1- (3 -pyridinylmethyl) -4 -piperidinyl] earbonyl) -4 - 
[2- (2-pyridinyl) -3H-imidazo [4, 5-b)pyridin-3-yl)- (9CI) (CA INDEX NAME) 



RN 618898-78-5 CAPLUS 

CN Piperidine, 4- (2- (2-pyridinyl) -3H- imidazo (4, 5-b]pyridin-3-yl] -1- ( [1- (4- 
pyridinylmethyl) -4-piperidinyl] earbonyl] - (9CI) (CA INDEX NAME) 



coo 



-to 



CH 2 — 



RN 618898-82-1 CAPLUS 

CN Piperidine, 1- { (4-f luoro- 1- (4 -pyridinylmethyl > -4 -piperidinyl) earbonyl) -4- 
[2- (2-pyridinyl) -3H- imidazo [4, S-b) pyridin-3-yl) - (9CI) (CA INDEX NAME) 



RN 618898-79-6 CAPLUS 

CN Piperidine, 4- [2- (2-pyridinyl) -3M- imidazo [4, S-b] pyridin-3 -yl] -1- I {1- (2- 
pyridinylmethyl) -4 -piperidinyl) earbonyl)- (9CI) (CA INDEX NAME) 



.45 



RN 618898-83-2 CAPLUS 

CN Piperidine, 4- (2- (2-pyridinyl) -38- imidazo [4, 5-b) pyridin- 3-yl) -1- I [1- (3- 
pyridinylmethyl) - 4- piperidinyl) earbonyl)- (9CI) (CA INDEX NAME) 



RN 618899-73-3 CAPLUS 

CN Piperidine. 1- 1 [1- [3- {2 -aaino-4 -pyridinyl ) propyl] -4 -piperidinyl J carbonyl] - 
4-t3-(3-pyridinyl)-3H-inidazot4,5-b]pyridin-3-yl]- (9CI) (CA INDEX KAKB) 

RN 618899-94-8 CAPLUS 

CN Piperidine. 1- ( (1- (phenylmethyl) -4-piperidinyl) carbonyl] -4 - (2 - (3- 
pyridinyl) -3H-imidazo[4. 5-b) pyridin-3-yl] - (9CI) (CA INDEX NAME) 

CH2-Ph 

jO 

RN 616899-96-0 CAPLUS 

CN Piperidine. 1- t (4-f luoro-1- (phenylmethyl) -4 -piperidinyl) carbonyl] -4- {3- (3- 
pyridinyl)-3H-imidazo(4,5-b)pyridin-3-yl}- (9CI) (CA INDEX NAME) 


CH 2 ~Ph 

jO 

RN 618900-00-8 CAPLUS 

CN Piperidine, 1- I (1- <4-piperidinylaethyl)-4-piperidinyl]carbonyl] -4- [2- (3- 
pyridinyl)-3H-imidazo[4,5-b)pyridin-3-yl)- (9CI) (CA INDEX NAME) 

oS-o-^"- 0 "" 

RN 618900-03-1 CAPLUS 

CN Piperidine, 4- (2- ( 2 - pyridinyl > -3H-imidazol4 , 5-b) pyridin- 3-yl] - 1- t U- (3- 
thienyleulfonyl) -4-piperidinyl) carbonyl) - (9CI) (CA INDEX NAME) 

o 

-Q 

RN 618900-04-2 CAPLUS 

CN Piperidine, 1- 1(1- (5- iaoxazolylmethyl > -4-piperidinyll carbonyl] -4- [3- (2- 
pyridinyl) -3H-imidazo [4, S-b) pyridin-3 -yl) - (9CI) (CA INDEX NAME) 


» l^N— CH 2 -^ ^N 
0 

-O 

RN 618900-39-1 CAPLUS 

CN Piperidine, 1- [ (l-ethyl-4-piperidinyl) carbonyl] -4- {2- (5-methyl-3- 

iaox*zolyl)-3H-imidazo(4.5-b]pyridin-3-yl] - (9CI) (CA INDEX NAME) 

WO. 

Et 

Me 

N 

IT 618900-87-1 

RL: RCT (React ant) ; RACT (React ant or reagent) I 
(preparation of 1- (4-piperidinyl) bent iaidazolea aa hiatamine H3 antagonieta) 
RN 618900-07-1 CAPLUS 

CN Piperidine. 4- [2- (5-methyl - 3- iaoxazolyl) -3H-imidazo(4, 5-b] pyridin-3-yl) -I- 
(4-piperidinylcarbonyl)- (9CI) (CA INDEX NAME) 

Me 

N 


IT 61S900-73-5P 618900-79-1P 

RL: RCT (Reactant); SPN (Synthetic preparetion) ; PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation of 1- (4-piperidinyl) benzimidazolee aa hiatamine H3 antagoniate) 
RN 618900-73-5 CAPLUS 

CN Piperidine, 1- { (4-f luoro-4-piperidinyl)cerbonyU -4- (3- (2-pyridinyl) -3H- 
imidato (4, S-b] pyridin-3 -yl) - (9CI) (CA INDEX NAME) 

-0 

RN 618900-79-1 CAPLUS 

CN Piperidine. 1- [ (4-f luoro-4 -piperidinyl) carbonylj -4- (3- (l-oxido-3- 
pyridinyl) -3H-imidazo(4,5-b)pyridin-3-yl] - (9CI) (CA INDEX name) 

o ^- NH 
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TITLE: Preparation of phenylbenz imidazole compounda uaeful 

for treating hepatitie C virue 
INVENTOR(S): Prieatley. El don Scott; Decicco, Carl P.; Hudyma. 

Thoaaa N.; Zheng. Xiaofan 
PATENT ASSIONEE(S): Briatol-Myera Squibb Company, USA 
SOURCE: PCT Int. Appl . . 74 pp. 

CODBN: PIXXD3 
DOCUMENT TYPE: Patent 
LANGUAGE: English 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 

PATENT WO. KIND DATE APPLICATION NO. DATE 

HO 3003036587 A3 30030403 HO 2002-US30989 30030926 

HO 2003036587 A3 30031106 

H: AE. AO, AL, AM, AT. AU. AZ, BA, BB, BO. BR, BY, BZ. CA. CH, CN. 
CO, CR. CU. CZ, DE. DK, DM. DZ, EC, BE, ES. FI . OB, OD, OB, OH, 
OM, HR, HU. ID, IL. IN. IS, JP, KB, KO, KP, KR. KZ, LC, LK. LR. 



LS. LT, LU, 

PL. PT, RD, 

UA, UO, UZ, 

RW: OH, GM. KE, 

KG. KZ. MD, 

pi. pr. os, 

CO, CI. CM. 
US 2003134853 
BP 1439759 

R: AT. BE. CH, 

IB. SI, LT, 
US 2004067976 
US £803374 
PRIORITY APPLN. INFO. : 



LV, MA, 

RU. SO. 

VN, YU. 

LS, MH, 

RU. TJ. 

OR. IB, 

OA. ON, 

AI 

A3 

OB, DK, 

LV, PI, 



MD, MO. MX, 

SB, SO. 81, 

ZA, ZM, ZW 

MZ, SD, SL, 

TM. AT, BE, 

IT, LU, MC, 

00. ON, ML, 

20030717 

20040623 

KS, PR, CB, 

RO. MK, CY, 

30040408 

30041013 



OTHER SOURCE (S) : 



MARPAT 138:387673 



SZ, TZ, UO, ZM, 
BO. CB. CY. CZ, 
ML, PT, SB, SX, 
MR, KB. SN, TD. 

US 3003*359041 

BP 3003-773657 
OR, IT, LI, LU, NL, 
AL, TR, BO, CZ, 

US 3003-648873 

US 3001-334S74P 
US 3003-359041 
WO 3003-US30989 



ZW, AM, AZ. BY. 
08. OK. SB, ES, 
TR. BP. BJ, CP, 
TO 

30020936 
30020926 
». SB, MC. PT, 
BE. SX 

3OO30837 

P 20010926 
Bl 30020926 
W 30030926 




Coopda . of formula I [0 - CH, N; Rl - tetrazolyl, MeCONHSOS, PhCONHS02, 
etc.; R3 - CH2-eryl, CHPh3, etc.; R3 » cycloalkyl] *re prepared which are 
useful in creating viral hepatitis C. Thus, II was prepared and had an IC50 
of 0.14 tiM against HCV NS5B RdRp (RKA- dependent RNA polymerase). 
503857-63-4P 5Q38S7-64-SP 503BS7-6S-6P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of phenyl iraidazopyridine corapds . for treating hepatitis C viral 
infection) 
503857-63-4 CAPLUS 

(l. l'-Biphenyl] -4-carboxamide, 4' -cyano-3- t [4- l3-cyclohexyl-6- ( lH-tetrazol- 
5-yl)-3H-iraidazo (4, 5-b) pyridin-2-yl)phenoxy) methyl) -N-methyl- (9CI) (CA 
INDEX NAME) 



N N 




$03857-64-5 CAPLUS 

(1,1' - B l phenyl ] -4 - cerboxamide , 4 1 - chloro- 2 - ( [4 - [3 - cyclohexyl - 6 - ( 1H - 
tetrazol-5-yl)-3H-imidazo [4. 5-b) pyridin-3-yllphenoxy) methyl} -N-methyl- 
(9CI) (CA INDEX NAME) 




S038S7-65-6 CAPLUS 

3H-Imidazo [4, 5-b) pyridine- 6 -carboxamide. 3- [4- [ (4 ' -chloro-4 -methoxy tl. 1 ' - 
biphenyl] -2 -yl ) methoxy) phenyl) -3 -cyclohexyl -N- (methyl sulfonyl) - (9CI) (CA 
INDEX NAME) 



Me- S- NH-C. 




RACT 



S03859-38-9P S03859-39-0P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); 
(React ant or reagent) 

(preparation of phenyl iraidazopyridine compds. for treating hepatitis C viral 

infection) 
503859-36-9 CAPLUS 

lH-Tetrazole-l-propanenitrile, 5- |3-eyclohexyl-2- {4- 1 {(1,1- 
dimethylethyl)dimethylailyl]oxy] phenyl) -3H-iraidazo[4, 5-b] pyridin-6-yl] - 
(9CI) (CA INDEX NAME) 



9 



Cr- 31- Bu-t 



Al 20040334 
DB, DK, BS, PR, 
LV, PI, RO, MK, 
A 3004071S 
Tl 3O050B33 
Al 30040439 
A 20030422 



EP 2002-74372S 
OB, OR, IT, LI, LU, NL, 
CY. AL. TR 

ZA 2003-1393 

TR 3003-544 

US 3003-344997 

NO 2003-833 

JP 3001-193786 ; 

JP 3001-3S1537 1 

WO 3003-JP6405 1 



20020636 
IB, MC, PT, 

20030636 
30030636 
30030318 
30030221 
20010626 
20011116 
20020626 



MARPAT 138:66657 



CH2-CH2-CN 
RN 503859-39-0 CAPLUS 

CN lH-Tetrazole-l-propanenitrile, 5- [3-cyclohexyl-2- (4-hydroxyphenyl) -3H- 
imidazo(4, 5-b) pyridin-6-yl] - (9CI) (CA INDEX NAME) 



L6 
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2003 : 5773 CAPLUS 
138:66657 

Pused cyclic compounds and medicinal use thereof 
Hashimoto, Hiromasa; Mizutani, Kenji; Yoahida. 
Atsuhito 

Japan Tobacco Inc., Japan 
PCT Int. Appl., 603 pp. 
CODBN: PIXXD3 
Patent 



EP 1400241 

Ri AT. BE. C 
IE, SI, L 
ZA 3003001393 
TR 300300544 
US 2004082635 
NO 2003000832 
PRIORITY APPLN. INFO. : 



OTHER SOURCE (S) : 



"""i 

( ) 



Fused cyclic compds. represented by the following general formula (I) or 
pharmaceutical ly acceptable salts thereof and remedies for hepatitis C 
containing these compds.: I wherein each symbol is as defined in the 
description. Because of having an effect against hepatitis C virus (HVC) 
based on an HCV polymerase inhibitory effect, these compds. are useful as 
remedies or preventives for hepatitis C. 
4B0462-66-6P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(fused cyclic compds. as hepatitis C virus polymerase inhibitors and 
antiviral agents) 
480463-66-6 CAPLUS 

3H-Inidazo(4,5-b]pyridine-6-carboxylic acid. 2- (4- ( (4 1 -chloro-4- 
methoxyd,!' -biphenyll -3-yl )methoxy) phenyl] -3 -cyclohexyl- (9CI) (CA INDEX 



PATENT NO. 
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Al 
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WO 3003-JP640S 
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AT 
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BA 
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CA, CH. CN 
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DE 
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DZ 
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OM, 
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SO 


61, SK, 


8L 


TJ. TM, TN, TR. 


TT, 
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US. UZ, 


VN. 


YU, 


ZA 


ZM, ZW 










RM: OH, OM. 


KE, 


LS. 


MW 


MZ, SD. 


SL 


SZ. TZ, UO. ZM. 


zw. 


AT, BE, CH 


CY, DE. 


DK, 


ES, 


PI 


PR. OB, 


OR 


IB. IT. LU, MC. 


NL, 


PT. SB. TR 


BP, BJ, 


CP, 


CO, 


CI 


CM. OA, 


ON 


OQ, GW, ML, MR, 


NB, 


SN. TD. TO 


JP 3003313846 




A3 




30030730 




JP 3003-185241 




20020625 


CA 3433800 




AA 




3003033$ 




CA 2002-2423800 




20020626 


BR 3003005684 




A 




30030617 




BR 2002-5684 
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EP 1301487 
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JP 3004503761 
US 6479S0B 
CA 3439176 
WO 3002070739 
MO 3003070739 



3003:51438 
136:118447 

Preparation of benzimidazolecarboxylatea and related 

compounds aa viral polymerase inhibitors 

Beaulieu. Pierre Louie; Fazal, Oulrez; Oillard. James, 
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PCT Int. Appl . . 333 pp. 
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ES, FR, GB, 
RO, MK, CY, 

30040139 

30031113 
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AB Title compda. (I; X - CH, N; Y - O. S; Z - OH. NH2. NMeR3 . NHR3 . OR3, 5-6 
membered (substituted) heterocyclyl; A • N, COR7, CR5; R5 - H, halo, 
alkyl; R7 - H, alkyl; X and A are not both N; R6 • H. halo, alkyl, OR7; R7 
- H . alkyl; Rl - (substituted) hetero <bi) cyclyl . Ph, phenylalkyl. 
alkenyl. phenylalkenyl , cycloalkyl, alkyl, CPS; R2 - (substituted) alkyl, 
cycloalkyl. cycloalkylalkyl . bicycloalkyl , adamantyl. Ph. pyridyl; R3 - H, 
alkyl, cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, alkenyl, 
cycloalkyl alkenyl , arylelkenyl, dialkylamino, heterocyclyl, etc.; n - 0, 
1], were prepared Thus, Me 3-anino-4-cyclohexylaminobenzoate (preparation 
given), 2 -pyridinecarboxaldehyde, and Oxone were stirred in DM7 to give 
80% St l-cyclohexyl-3-pyridin-2-yl-lH-benzinidazole-5-carboxylate, which 
was saponified with aqueous NaOH in MeOH to give 91% 

1 - cyclohexyl - 2 -pyridin- 2-yl - 

lH-benzimidezole-5-carboxylic acid. The latter inhibited hepatitis C 
virus RNA dependent polymerase (NS5B) with IC50 - 1-5 nM. 

IT 390B14-90-1P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 



<Ua« 



as viral 



(preparation of benzioidazolecarboxylates and related < 
polymerase inhibitors) 
RN 390814-90-1 CAPLUS 

CN L-Tryptophan, N- [ (3 -cyclohexyl -2- (3-pyridinyl) - 3H-iraidazo (4,5 -b) pyridin- 6- 
yljcarbonyl) -S- hydroxy- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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deprotection, coupling with BocNHCMe3C02H, and deprotection with HC1 gave 
dipeptide amide salt II. 
IT 185056-48-8P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation}.- THU (Therapeutic use) ,- 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
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dihydrochloride, (R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• 2 HCl 
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R50MN (Aryl) , R8R9NCO, R3b03C. (un) substituted carbo- or heterobicyclic 
ring; Rl - (un) substituted Cl-10 alkyl, aryl, etc.; R2c - H, Cl-6 alkyl, 
C3-7 cycloalkyl; CRlR3c - (un) substituted C3-8 ring; R2 - H, Cl-6 alkyl, 
C3-7 cycloalkyl; R3a - H, Cl-6 alkyl; R2b - H, Cl-8 alkyl. CI -8 
halogenated alkyl, C3-8 cycloalkyl, alkylaryl, aryl; R3a, R12 > 
independently H. halo. Me, OMe. CF3 ; T - bond, phenylene, S- or 6-nembered 
heterocycle containing 1-3 hetero atoms; R3b « H, CONRSR9, S02R8R9, C02H. 
C02(Cl-6 alkyl). NR3S03R9. NR3CONRBR9, NR3S03NRBR9. NR3COR9. imidazolyl. 
thiazolyl, tetrazolyl; R4 , RS - independently H, (un) substituted Cl-6 
alkyl; R6 - H. Cl-6 alkyl; R6CR2c - C3-B ring; R50 - (un) substituted 
oorpholino, piperazino. C3-7 cycloalkyl, Cl-6 alkyl; M - CO. S02; A - 
bond. Zl(CH2)xCR7R7a(CH2)y; Zl - NR3, O, bond; R7, R7a - independently H, 
CPS , Ph. (un) substituted Cl-6 alkyl; RS - H, (un) substituted Cl-6 alkyl; 
R9 - H. (un) substituted Cl-6 alkyl, Ph, thiazolyl. imidazolyl, furyl, 
thienyl), are growth hormone releasing peptide mimics. Heterocyclic 
dipeptide derive. I are useful for the treatment and prevention of 
osteoporosis (no data). Thus, condensation of Boc-D-Ser (CH2Ph) -OH (Boc - 
Me3C02C) with 4-(2-oxo-l-benzimidazolinyl)piperidine, followed by 



Absolute stereochemistry. 
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676742-27-7P 876742-30-2P 906642-12-4P 

906642- S6-6P 906642-SB-BP 906643-06-9P 

906643- 54-7P 906643-77-4P 906643-7B-SP 

906643- 79-6P 906643-60-9P 906643-93-4P 

906644- 13-1P 906644-14-2P 906644-21-1P 
906644-22-3P 906644-34-4P 906644-25-SP 
906644-26-6P 906644-37-7P 906644-3B-8P 
906647-02-7P 

RLs PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of indoles for prevention or treatment of Hepatitis C virus 
infection) 
876742-27-7 CAPLUS 

lH-Indole-3-carbonitrile, l-cyclobutyl-6- (dif luoromethoxy) -3- [4- (3-oxo-l- 
pyrrolidinyl) phenyl] - (9CI) (CA INDEX NAME) 




B76742-30-2 CAPLUS 
Cycloproponesulfonamide, N 
indol - 3 -yl] phenyl ] - (9CI) 



[4- [3-cyano-l-cyclobutyl-6- (dif luoromethoxy) -1H- 
(CA INDEX NAME) 





-C-NH C > 




b 



NH-C-0-CH2-Ph 



■ 



RN 906642-56-6 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



RN 906643-77-4 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 




i-c-c— 




RN 906643-78-5 CAPLUS 





RN 906643-06-9 CAPLUS 



RN 906643-79-6 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 




^1 — NH- C-NH- 



I ^ HH-C-0 



b 




NH-C-OBu-t 





NH- C~OPr- i 




RN 906644-23-3 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



Rotation <♦) . 




RN 906644-34-4 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 





KH-C-OPr-i 




NH-C-OPr-i 



N— — — ' 




C-CH ^ 




NH-C-NHPr-i 



RN 906647-02-7 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 




IT 906644-46-0P 906644-47-1P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of indolea Cor prevention or treatment of Hepatitis C virus 
infection) 
RN 906644-46-0 CAPLUS 
CN INDEX NAME NOT YET ASSIGNED 




II I a 



ClCH 2 -CH 2 -0' 




IT A 



3 OF 17 CAPLUS COPYRIGHT 3006 ACS on STN 
3006:167831 CAPLUS 
144:354003 

Preparation of indolea for prevention or treatment of 
Hepatitis C virua (HCV) infection. 

Hwang, Peter Seongwoo; Takaaugi, James; Ren, Hongyu; 
Wilde, Richard Gerald; Turpoff, Anthony; Arefolov, 
Alexander; Karp. Gary Mitchell; Chen, Guangming; 
Campbell, Jeffrey Allen 
PTC Therapeutics, Inc., USA 
PCT Int. Appl., 769 pp. 
COD EM : PIXXD3 
Patent 
English 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 2 
PATENT INFORMATION: 



PATENT NO. 

WO 2006019831 

N: AS. AO, AL, 

CN. CO, CR. 

GB, OH, CM, 

LC. LK. LR. 

NO. NX. NO. 

SL, SM. SY. 

ZA, ZM, ZH 

RW: AT, BE, BO. 

IS, IT. LT. 

CP. CO. CI, 

OM, KE, LB, 

KG, KZ, KD, 
US 3006169606 
PRIORITY APPLN. INFO. : 



KIND DATE 



APPLICATION NO. 



Al 20060223 HO 3O0S-US24881 20050714 

AM. AT, AU, AZ, BA, BB, BO, BR, BW, BY. BZ, CA, CH. 

CU. CZ, OE, OK, DM. OZ. EC, EE, EO, ES. FI . OB. GD. 

KR, HU, ID, lb. IN, IB, JP. KE, KG, KM. KP, KR. KZ. 

LS. LT, LU, LV, MA, MD, MG, MX, MN. MW. MX, MZ. NA, 

NZ. OM. PO. PM, PL, PT, RO, RU, SC, SD. SB. SO. SK, 

TJ. TM, TN, TR, TT, TZ. UA. 1X3. US. UZ. VC. VN, YU, 



CH, CY, CZ, DE, DK, EE, ES, PI . PR, 

LU, LV, MC, NL. PL, PT, RO, SE. 51, 

CM. GA, GN, GQ, ON, ML, MR, NE, SN, 

KW, MZ, NA, ED, SL, SZ, TZ, UO, ZM, 

TJ, TM 



Al 



20060824 



OTHER SOURCB (S) : 



US 2006-331180 
US 2004-S874B7P 
US 2004-634979P 
US 2005-64SSB6P 
US 2005-66S349P 
US 2005-67S440P 
US 2005-180961 
WO 200S-US34881 



GB, GR, HU. IE, 

SK, TR. BF. BJ, 

TD, TO, BW, GH. 

ZW. AM. AZ. BY. 

20060113 
P 20040714 
P 30041213 
P 20050124 
P 200S0338 
P 300S0438 
A3 300S0714 
A3 200S0714 



MARPAT 144:2S40D2 




Title compds. [I; X ■ H, N02, cyano, CHO. { aubot ituted) axyl, heteroaryl. 
C03Rx, etc.; Rx - alkyl; Y - H, haloalkyl, halo, (substituted) amino, 
benzofuryl, benzothienyl , dibenzof uryl , naphthyl, indolyl, etc.; 2 - H, 
(substituted) alkyl. alkylene, aryl, methylenedioxyphenyl , etc.; R » H , 
halo, alkoxy; Rl - H, OH, halo, haloalkyl, N02. heteroaryl, heterocyclyl , 
etc.; R2 - H, N02, halo, OH, alkyl. haloalkyl, amino, alkoxy, amide, 
heteroaryl, etc.; R1R2 - OCH20, OCH2CH20; R3 - H, CH2OC0Rx] , were prepared 
Thus, title compound (II) showed IC50 <0.5 uM in an HCV-PV screen for 
viral RNA reduction 
876742-27-7P 876742-30-2P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of indoles for prevention or treatment of Hepatitis C virus 
infection) 
876742-27-7 CAPLUS 

lH-Indole-3-carbonitrile, 1-cyclobutyl -6- (dif luoromethoxy) -2- [4- (2-oxo-l- 
pyrrolidinyl) phenyl) - (9CI) (CA INDEX NAME) 




876742-30-3 CAPLUS 

Cyclopropeneaulfonamide, N- (4- (3-cyano-l-eyelobutyl-6- (dif luoromethoxy) -1H- 
indol - 3 -yl] phenyl)- (9CI) (CA INDEX NAME) 
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874676-49-0P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of indole derivs. aa viral polymerase inhibitors) 
RN 87467S-97-S CAPLUS 

CN 2-Propenoic acid, 3- {4- { [ [1- ( I U-cyclohexyl -2- (5-f iuoro-2-pyridinyl) -3- 
methyl-lH-indol- 5 -yl] carbonyl] amino] cyclobutyl] carbonyl] amino] -2- 
ethoxyphenyl] -, (2E)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




Title compds. I (Rl - H or alkyl; R2 « alkyl, alkynyl, aryl, etc.; R3 - 
(un) substituted cycloalkyl; R5 » H, alkyl, alkenyl, cycloalkyl, etc.; R6 * 
H, halo, or alkyl; or R5 and R6 are linked to form (un) substituted oxygen 
heterocycle; R7 - H, halo, NH2, alkoxy, etc.; R9 and R10 are independently 
alkyl or R9 and RIO are bonded together to form an (un) substituted 
cycloalkyl or heterocycle; X - C; A or B • N while the other of B or A - 
C, wherein the bond between two carbon atoms represent a double bond and 
the bond between a carbon and nitrogen atom is a single bond] , and their 
pharmaceutics lly acceptable salts, are prepared and disclosed as viral 
polymerase inhibitors. Thus, e.g., II was prepared by 2-ethoxy-4- 
aminocinammic acid Bt ester (preparation given) with 1-aminocyclobutan- 1 - 
ylcarbonyl chloride followed by reaction with 3 -cyclopentyl- 2-pyridin- 2-yl - 
l-methylindole-6-carboxylic acid followed by hydrolysis. Assays of RNA 
polymerase inhibition are described (no data) . I are to be used as an 
inhibitor of RNA dependent RNA polymerases, particularly those viral 
polymerases within the Plaviviridae family, more particularly to HCV 
polymerase. Pharmaceutical compns. are claimed. 

874675- 97-5P B74675-98-6P 874675-99-7P 

874676- 00-3P 874676-01-4P 874676-02-5P 
874676-03-6P 674676-04-7P 874676-05-8P 
874676-06-9P 874676-07-0P B74676-08-1P 
874676-09-3P B74676-11-6P B74676-13-7P 
B74676-13-8P 874676-14-9P 874676-1S-0P 
B74676-16-1P B74676-17-3P 874676-18-3P 
B74676-19-4P B74676-30-7P 674676-33-9P 
874676-33-0P 874676-34-1P 874676-3S-3P 
874676-36-3P 874676-37-4P 874676-38-SP 
B74676-39-6P 874676-30-9P B74676-31-0P 
674676-32-1P 874676-33-2P B74676-34-3P 
874676-3S-4P 874676-36-5P 874676-37-6P 
874676-3B-7P 874676-39-8P 874676-40-1P 
874676-41-3P 874676-43-3P 874676-43-4P 
874676-44-SP 874676-4S-6P 874676-46-7P 



RN 874675-98-6 CAPLUS 

CN 3-Propenoic acid, 3 - (4- ( [ [1- ( I (l-cyclohexyl-2- (5- f luoro-2 -pyridinyl) -3 - 
methyl -lH-indol-5-yl) carbonyl] amino] cyclobutyl] carbonyl ] amino] -2- 
methoxyphenyl) -. (2B>- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 874675-99-7 CAPLUS 

CN 3-Propenoic acid. 3- (4- [ ( (1- [ 1 (l-cyclohexyl-2- (5-f luoro-3-pyridinyl) - 
methyl - 1H- indol - S -yl ] carbonyl ) amino] cyclobutyl ] carbonyl] amino] - 2- (3- 
propynyloxy) phenyl] -. (2E) - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




874676-00-3 CAPLUS 

2-Propenoie acid, 3- (4- [ ( (1- 1 ( [l-eyclohexyl-2- (5-f luoro-3 -pyridinyl) -3- 
methyl-lH-indol-S-yl]carbonyl]amino)eyciobutyl] carbonyl) amino] -3- 
methoxyphenyll -2 -methyl-, (28)- (9CI) (CA INDEX NAME) 




RN 874676-01-4 CAPLUS 

CN 2-Propenoic acid, 3- (4- I ( [1- [ { U-cyclohexyl-2- (S-f luoro- 2 -pyridinyl) -3- 
methyl - 1H - indol - 5- yl 1 carbonyl I amino} cyclobut yl } carbonyl ] amino] - 2- 
ethoxyphenyl] -2 -methyl-. (38)- (9CI) (CA IKDSX NAME) 

Double bond geometry aa ahovn. 




874676-02-S CAPLUS 



CN 2-Propenoic acid, 3- (4- [ I [1- [{ (l-cyclohexyl -2- (5- f luoro-2-pyridinyi) -3- 
mothyl-lH- indol- 5-yi) carbonyl) amino] cyclopentyl] carbonyl) amino] -2- 
methoxyphenyl)-, (2B>- (9C1) (CA INDEX NAME) 

Double bend geometry aa ahown. 




RN 874676-03-6 CAPLUS 

CN 2-Propenoic acid, 3 - [4 - [ [ [1- ( [ (l-cyclohexyl -2- (S- f luoro- 3 -pyridinyl) -3- 
me t hy 1 - 1H - indol - 5 - y 1 ] ca rbonyl ] aa ino] - J - eye 1 openten - 1 - y 1 ] ca rbonyl ] amino] - 
ethoxyphenyl) -. <2B)- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahovn. 




RN 674676-04-7 CAPLUS 

CN 2-Propenoic acid. 3- (4- ( [ [1- ( ( (l-cyclohexyl -3- <4-methoxy-3-pyrimidinyl) -3- 
methyl -1H- indol- 5 -ylj carbonyl] amino] cyclobutyl) carbonyl] amino) -2- 
ethoxyphenyl)-. (2B)- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahovn. 




RN 874676-05-8 CAPLUS 

CN 2-Propenoic acid. 3- (4- ( I [l- { I (l-cyclohexyl -2- < 5-f luoro- 2 -pyridinyl) -3- 
raethyl-lH- indol -5-yl) carbonyl) amino] cyclobutyl] carbonyl) amino) -2- 
ethoxyphenyl)-2-fluoro-. (2Z) - (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 




RN 874676-06-9 CAPLUS 

CN 2-Propenoic acid, 3- (4- [ [ |l- [ ( (l-cyclohexyl -3 -methyl -3 -phenyl -1H- indol-S- 

yl> carbonyl) amino] cyclobutyl) carbonyl] amino] -2 -ethoxyphenyl] -, (28) - (9CI) 
(CA INDEX NAME) 

Double bond geometry aa ahown. 



indol -5-yl) carbonyl] amino] cyclobutyl] carbonyl] a 
(28)- (9CI) (CA INDEX NAME) 



Double bond geometry aa ahovn. 



o] -2 -ethoxyphenyl] - 




RN 874676-08-1 CAPLUS 

CN 2-Propenoic acid, 3- [4- [ [{1- [ [ [l-cyclohexyl -3 -methyl -3- (3-thienyl) -1H- 
indol- 5-yl] carbonyl] amino] cyclobutyl) carbonyl) amino] -2-ethoxyphenyl) - . 
(2E)- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 





RN 874676-09-2 CAPLUS 

CN 2-Propenoic acid, 3- [4- ( [(1- (( (l-cyclohexyl -3 -methyl -2- (3-thienyl) -1H- 
indol- 5-yl] carbonyl] amino] cyclobutyl] carbonyl] amino] -2-ethoxyphenyl) - . 
(2E)- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 



RN 674676-07-0 CAPLUS 

CN 3-Propenoic acid. 3- (4- ( £ [l- [ ( [l-cyclohexyl-3-methyl-3- (2-thiazolyl) -1H- 




>-2-pyrimidinyl)-l-cyclohexyl-3- 



RN 874676-11-6 CAPLUS 

CM 2- Propanoic acid. 3 - (4- M {1 - I U2- (5-1 

Ht hyl - 1H- indol - 5 - yl ) carbonyl 1 amino] eyclobutyl J carbonyl ] amino) - 2 - 
ethoxyphenyl]-, (2E)- (9CI) (CA INDEX MAKE) 

Double bond geometry a* shown. 




RN 874676-12-7 CAPLUS 

CN Butanoic acid, 2- ( [4- { I [1- [ I [l-cyclohexyl-2- (S-£ luoro- 2 -pyridinyl) -3- 
methyl -1H- indol- 5 -yl] carbonyl] amino] eyclobutyl] carbonyl] amino} -2- 
ethoxyphenyl] methylene]-, (2B) - (9CI) (CA INDEX NAME) 

Double bond geometry a* shown. 




874676-13-8 CAPLUS 

Butanoic acid, 2- ([«-([(!- [ [ [l-cyclohexyl-2- (5- f luoro- 2 -pyridinyl) -3 - 



methy 1 - 1H - indol - 5 - yl ] carbonyl ] amino) eye lobutyl ] ca rbony 1 ] amino] - 2 - 
metboxyphenyljmothylene)-, (2B) - (SCI) (CA INDEX NAME) 

Double bond geometry a* shown. 




RN 874676-14-9 CAPLUS 

CN 2-Propenoic acid, 3- [4- ( [ [1- ( ( (l-cyclohexyl-3-methyl-2- (2 -pyridinyl ) -1H- 
indol - 5 - y 1 ) carbony 1 ) amino) cy clobut y 1 ] ca rbony 1 ] am ino) - 2 - et hoxypheny 1 ] - , 
(2B)- (9CI) (CA INDEX NAME) 

Doublo bond geometry shown. 




RN 874676-15-0 CAPLUS 

CN 2-Propenoic acid. 3- (4- [{(l- [ [ Jl-cyelohexyl-2- (3-furanyl) -3-methyl-lH- 
indol-5-yl] carbonyl] amino] eyclobutyl) carbonyl] amino) -2-ethoxyphenyl] - , 
(2B)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



H02C^ B 




(9CI) (CA INDEX NAME ) 
Double bond geometry a* shown. 




RN 074676-16-1 CAPLUS 

CN 2-Propenoic acid, 3- [4- ( [(1- { [ (l-cyclohexyl-3-methyl-2-pyrazinyl-lH-indol- 
5-yl) carbonyl] amino] eyclobutyl) carbonyl] amino) -2-ethoxyphenyl) - , (2B) - 
(9CI) (CA INDBX NAME) 

Double bond geometry as shown. 



RN 674676-19-4 CAPLUS 

CN 2-Propenoic acid, 3- (4- [ (2- [[ [l-cyclohexyl-2- (5- fluoro-3 -pyridinyl) -3- 
methyl-lH-indol-5-yl] carbonyl) amino] -2-methyl-l-oxopropyl] amino) -2- 
o t hoxypheny 1] -, (2E)- (9CI) (CA INDBX NAME) 

Double bond geometry as shown. 





RN 674676-17-2 CAPLUS 

CN 3-Propenoic acid. 3- [4- [ [2- [ [ [l-cyclohexyl-3-mothyl-3- (2-pyridinyl) -1H- 
indol - S - yl ] carbonyl ) amino) - 2 -methyl - 1 -oxopropyl ) amino] - 2 - ethoxypheny 1 ] - , 
(2E)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



RN 674 676-20-7 CAPLUS 

CN 2-Propenoic acid, 3- (4- ( [2- [ [ 12- (5 -chloro- 2 -pyridinyl) -l-cyclohexyl-3- 
methyl -1H- indol- 5 -yll carbonyl] amino] -2-methyl-l-oxopropyl) amino] -2- 
ethoxyphenyl] -, (2E) - (9CI) (CA INDEX NAME) 

Double bond geometry as ahown. 





674676-16-3 CAPLUS 

2-Propenoic acid, 3- (4- ([2- ( [ [1-cyclohexyl -2- (3- f uranyl) -3 -methyl - 1H- indol - 
S-yl] carbonyl) amino] -2-methyl-l-oxopropyl] amino) -2-ethoxyphenyl) - , (2S> - 



874676-22-9 CAPLUS 

2-Propenoic acid, 3- [4- ( [ [1- | I (1-cyclopentyl -2- (3-furanyl) -3-methyl-lH- 
indol-5-yl) carbonyl) amino] eyclobutyl] carbonyl) amino) -2-ethoxyphenyl J - . 



(3B)- (9CI) (CA INDEX NAME) 
Double bond geometry aa shown. 




RN 674676-23-0 CAPLUS 

CN 3-Propenoic acid, 3- [4- ( [2- ([ (l-cyclopentyl-2- (3-furenyl) -3-methyl-lH- 
indol - 5 -yl) carbonyl} amino] -2 -methyl -l-oxopropyl] amino] - 2 -ethoxyphenyl] - 
(28)- (9CJ) (CA INDEX NAME) 

Double bond geometry «a shown. 




RN 874676-24-1 CAPLUS 

CN 2-Propenoic acid, 3- (4- 1 1(1- ( [ (l-cyclopentyl-2- (S- f luoro-2-pyridinyl ) -3- 
methyl - 1H- indol - S-yl] carbonyl) amino] cyclobutyl} carbonyl] amino] -2- 
ethoxyphenyl) (3E)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown . 




874676-25-2 CAPUTS 

2-Propenoic acid, 3- (4- [ [2 - [ [ [l-cyclopentyl-2- (5-f luoro- 2-pyridinyl) -3- 
methyl - 1H - indol - 5 -yl ) carbonyl 3 amino] - 2 -methyl - 1 -oxopropyl ] amino] -2 - 



ethoxyphenyl]-. <2E)- (9CI) (CA INDEX NAME) 
Double bond geometry aa shown . 




RN 574676-36-3 CAPLUS 

CN 2-Propenoic acid, 3- {4- II [X - ft [l-cyclohexyl-3-raethyl-2- (2-pyridinyl) -1H- 
indol- S-yl] carbonyl] amino] cyclobutyl] carbonyl] amino] -2 -ethoxyphenyl] -2- 
fluoro-, (2Z)- (9CI) (CA INDEX NAME) 

Double bond geometry aa shown. 




RN 874676-27-4 CAPLUS 

CN 2-Propenoic acid, 3- (4- ( ( {1- ( ( [l-cyclohexyl-2- (5-f luoro-2-pyridinyl) -3- 
methyl- 1H- indol- S-yl] carbonyl] amino) cyclobutyl] carbonyl] amino) -2- (2- 
methoxyethoxy) phenyl] -, (2B) - (9CI) (CA INDEX NAME) 

Double bond geometry aa ehown. 




RN 874676-28-5 CAPLUS 

CN 2-Propenoic acid, 3 - (4 -[[ (l- ([ [l-cyclopentyl-2- ( S- f luoro- 2-pyridinyl) - 
methyl -1H- indol -S-yl] carbonyl) amino) cyclobutyl] carbonyl] amino] -2- (2- 
methoxyethoxy) phenyl] -, (2E>- (9CI) (CA INDEX NAME) 

Double bond geometry aa shown. 





RN 874676-31- 0 CAPLUS 

CN 2-Propenoic acid, 3- [4- (t (l- [[ [l-cyclohexyl-2- (5-f luoro-2-pyridinyl) -3- 
met hyl - 1H - indol - S - y 1 ] ca rbonyl ] amino) eye lopropy 1 ] carbonyl ] amino] -2- 
ethoxyphenyl] (2B) • (9CI) (CA INDEX NAME) 

Double bond geometry aa shown. 



RN 874676-29-6 CAPLUS 

CN 2-Propenoic acid, 3- [4- [ { [1- [ [ (1 -cyclohexyl- 3-methyl -2- (1-methyl-lH- 

pyrazol-4-yl) -1H- indol- S-yl] carbonyl) amino] cyclobutyl] carbonyl] amino) -2 - (2- 
methoxyethoxy) phenyl] -, (2E) - (9CI) (CA INDEX NAME) 

Double bond geometry as ehown. 





RN B74676-32-1 CAPLUS 

CN 2-Propenoic acid, 3- [4- [[ [1- [[ [l-cyclohexyl-2 - <S- fluoro-2-pyridinyl) -3 - 
methyl-lH-indol-5-yl] carbonyl J amino) cyclobutyl] carbonyl ] amino] -2- 
hydroxyphenyl) -, (2B) - (9CI) (CA INDEX NAME) 

Double bond geometry a a shown. 



RN 874676-30-9 CAPLUS 

CN 2-Propenoic acid. 3- [4- { [ [1- [ [ (l-cyclohexyl-3-methyl-2- (1-methyl- 1H- 

pyrazol-4-yl) -1H- indol -5-yl) carbonyl) aainoj cyclobutyl) carbonyl] amino] -2- 
ethoxyphenyl) -, (2E)- (9CI) (CA INDEX NAME) 

Double bond geometry a a shown. 




RN 874676-33-2 CAPLUS 

CN 2-Propenoic acid, 3- [4- [ [2- [[ (l-cyclohexyl-2- (5-f luoro-2-pyridinyl) -3- 



methyl - lH-mdol -5-yll carbonyl ) ataino) - 2 -methyl - l-oxopropyl ] amino) -2- (2- 
methoxyethoxy)phenylJ-. (2E) - (9CI) (CA INDEX NAME) 

Double bond geometry am shown. 




RN 074676-34-3 CAPLUS 

CN 2-Propenoic acid. 3- [4- [ [2- { ( (l-cyclohexyl-2- (5-fluoro-2-pyridinyl) -3- 

me t hyl - 1H- indol- 5 -yl] carbonyl] amino] -2 -methyl - l-oxopropyl 1 arai.no] -2- (US) -2- 
methoxy-l-methylethoxy] phenyl]-. (2B) - (9CI) (CA INDEX NAKB) 

Absolute stereochemistry. 




RN 874676-35-4 CAPLUS 

CN 2-Propenoic acid, 3- (4- ( [ {1- |{ [l-cyclohexyl-2- (S- f luoro-2-pyridinyl ) -3- 
raet hyl - 1H- indol -5 -yl] carbonyl] amino] cyclobutyl) carbonyl] amino) -2- [(IS) -2- 
methoxy-l-methylethoxy) phenyl]-. (2E)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
Double bond geometry aa shown. 




RN 874676-36-5 CAPLUS 

CN 3-Propenoic acid, 3- (4- { t [1- 1 Ha- (S-ehloro-2-pyridinyl) -l-cyclohexyl-3- 
methyl - 1H- indol - S-yl] carbonyl) amino) cyclobutyl] carbonyl] amino) -2 - 
ethoxyphenyl) -, (2E) - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 874676-37-6 CAPLUS 

CN 2-Propenoic acid, 3- [4- [[ [1- {[ (l-cyclohexyl-2- (5- f luoro-2-pyridinyl) -3- 
methyl - 1H - indol - 5 -yl ] carbonyl ] amino) cyclobutyl ] carbonyl ] amino] - 2 - [ 2 - 
(dimethylamino)ethoxylphenyl)-, (2E) - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 874676-40-1 CAPLUS 

CN 2-Propenoic acid, 3- (4- ( ( (l- I { {1-cyclohexyl -2- (5- f luoro- 2-pyridinyl) -3- 
methyl-lH- indol- 5-yl] carbonyl] amino] cyclobutyl] carbonyl J amino] -2- 1(1- 
methyl-3-pyrrolidinyl)oxy] phenyl)-. (2E) - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



RN 874676-38-7 CAPLUS 

CN 2-Propenoic acid, 3- (4- (( (1- [( {l-cyclohexyl-2- <S-f luoro-2-pyridinyl) -3- 
methyl -1H- indol -S-yl] carbonyl] amino) cyclobutyl) carbonyl) amino] -2- (2- 
ethoxyethoxy)phenyl]-. (2E) - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 





874676-41-2 CAPLUS 

2-Propenoic acid, 3- [4- [ ( [l- { ( [l-cyclohexyl-2- (5-f luoro-2-pyridinyl) -3- 
me t hy 1 - 1H - indol - 5 - y 1 ] carbonyl ] amino J eye 1 obu ty 1 ] carbonyl ] am ino] - 2 - ( 2 - 
£uranylmethoxy)phenyl]-, (2B) - (9CI) (CA INDEX NAME) 



Double bond ge< 



letry as 



RN 874676-39-8 CAPLUS 

CN 2-Propenoic ecid, 3- {4- (( (1- ( ([l-cyclohexyl-2- (5-f luoro- 2-pyridinyl) -3- 
methyl - lH-indol - 5 -yl) carbonyl) amino) cyclobutyl] carbonyl ) amino] -2 - (3 - 
< dimethy lamina )propoxy] phenyl)-, <2B>- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 





RN 874676-42-3 CAPLUS 

CN 2-Propenoic acid, 3- (4- {( (1- ( I [l-cyclohexyl-2- (5-f luoro- 2-pyridinyl) - 
me thyl-lH- indol- 5 -yl] carbonyl) amino] cyclobutyl] carbonyl] amino) -2- (3- 
furanylmethoxy) phenyl] -, (2E) - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 874676-43-4 CAPLUS 

CN 2-Propenoic acid, 3- [4- [ ( [1- 1 1 [l-eyclohexyl-2- (5- f luoro-2-pyridinyl) -3- 
methyl-lH- indol -5-yl} carbonyl] amino) cyclobutyl) carbonyl] amino) -2- [2- (4- 
morpholinyl )ethoxy] phenyl] -, (28)- (9CI) (CA INDEX MAMS) 

Double bond geometry ahown. 




RN 874676-44-S CAPLUS 

CN 2-Propenoic acid. 3- (4- ( ( (1- [ | 1 1 - cyclohexyl - 2 - (5-fluoro-2-pyridinyl) -3- 
methyl-lH- indol- 5-yl) carbonyl] amino] cyclobutyl] carbonyl] amino] -2 - (3- 
pyridinyltnethoxy) phenyl) (2B) - (9CI) (CA INDEX NAME) 

Double bond geometry am ihown. 




074676-45-6 CAPLUS 

2-Propenoic acid. 3- [4- [ ( (l- U [1-cyclohexyl -2 - (S - f luoro-2-pyridinyl ) -3 - 
methyl -lH-indol- 5 -yljcarbonyl] amino) cyclobutyl Jcarbonyl] amino) -2- ( (1R) -2- 



methoxy-1 -met hylethoxy] phenyl) -. (28)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as ahown. 




RN 874676-46-7 CAPLUS 

CN 2-Propenoic acid. 3- [4- [ ( |l- | ( U-cyclohexyl -2- (5- f luoro-2-pyridinyl) -3- 
methyl - 1H- indol - S-yl ] carbonyl] amino] cyclobutyl] carbonyl] amino] -2- 
l(tetrahydro-2-furanyl)methoxy)phenyl] -, (2B>- (SCI) (CA INDEX NAKB) 

Double bond geometry as ahown. 




874676-49-0 CAPLUS 

2H-l-Benzopyran-3-carboxylic acid. 7- t ( (l - [ Ul-cyclohexyl-2- (5>f luoro-2- 
pyridinyl ) - 3 -methyl- 1H- indol - 5-yl] carbonyl ] amino] cyclobutyl] carbonyl ) amino 
]- (9CI) (CA INDEX NAME) 
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(Prep* rot ion) ; USES 



(Therapeutic ui«)j BIOL (Biological atudy) ; 
(Use*) 

(preparation of indolylcarbonylaminomethylbenzimidazolee aa viral polyraar< 
inhibitors) 
RN 663888-53-3 CAPUJS 

CN 3-Propenoic acid, 3- (2- (1- (| {l-cyclopentyl-3-methyl-3- (3-pyridinyl ) -1H- 
indol- 5-yl) carbonyl) amino] cyclobutyl) -1-methyi-lH-benzimidazol-S-yl) - . 
(2B) - (9CI) (CA INDEX KAHB) 

Double bond geometry aa shown. 




RN 863666-53-3 CAPLUS 

CN 2-Propenoic acid, 3- [2- [l- [ I (l-cyclopentyl-2- (3-furanyl) - 3 -methyl -1H- indol - 
5-yl) carbonyl) amino] cyclobutyl) -l-raethyl-lH-bcnziraid«zol-5-yl] -, <3E) - 
(SCI) (CA INDEX NAME) 

Double bond geometry aa ahown. 




063686-54-4 CAPLUS 

2-Propenoic acid, 3- (2- {1- ( ( f 1-cyclopentyl -2- (3-furanyl) -3-methyl-lH- indol - 
5-yl)carbonyl] amino) cyclobutyl) - 1 -methyl -lH-benzimidazol- 6- yl) - , (2B> - 
(9CI) (CA INDEX NAME) 



Double bond geometry aa ■how . 




RN 663666-55-5 CAPLUS 

CN 2-Propenoic acid, 3- [3- [1- [ Hl-cyclopentyl-3-methyl -2- (2-pyridinyl > -1H- 
indol - 5-yl ] carbonyl] amino) cyclobutyl ] - 1 -methyl - 1H- benzimidazol - 6 - yl ) - , 
(3B)- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 




RN 663868-56-6 CAPLUS 

CN 2-Propenoic acid, 3- (2- (1- ([ [l-cyclopentyl-2- (3-furanyl) -3 -methyl -1H- indol - 
5-yl) carbonyl) amino) -3 -cyclopenten-l-yl) -l-methyl-lH-benzimidazol-6-ylJ -, 
(2B)- (9CI) (CA INDEX NAME) 

Double bond geometry as ohovn . 




863866-51-7 CAPLUS 



CN 2-Prop«noic acid, 3 - (3 - [1- 1 ( [1-cyclopentyl -2- (3 - furanyl) -3 -methyl- 1H- indol - 
5 -yl) carbonyl] amino) -3-cyclopenten- 1-yl] - 1-raethyl- lH-benzimidazol - 5-yl) - , 
(2E)- (9CI) (CA INDEX NAME) 

Double bond geometry aa shorn. 





RN 663866-59-9 CAPLUS 

CN 3-Propenoic acid, 3- (2- {l- ( [(l-cyclohexyl-3-methyl-2- (2-pyridinyl) -1H- 
indol - 5 - y 1 ] carbonyl ] amino] cyclobut y 1 ] - 1 -me t hy 1 - 1H - benzimida zol - 6 - yl ] - . 
(2E)- (9CI) (CA INDEX NAME) 

Double bond geometry aa ihowi. 



RN 663886-58-8 CAPLUS 

CN 2-Propenoic acid, 3- (2- (l- ([ tX-cyclohexyl-3-methyl-2- (2-pyridinyl) -1H- 
indol- 5-yl] carbonyl] amino] cyclobutyl) - 1 -methyl - lH-benzimida zol -S-yl] -. 
<2B>- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 




RN 863686-60-3 CAPLUS 

CN 3-Propenoic acid, 3- [2- U- [ [<l-cyclohexyl-3-methyl-2-pyrazinyl-lH-indol-5- 
yl) carbonyl] amino] cyclobutyl) - l-methyl - lH-benzimidazol- 6-yl 1 (2E)- (9CI) 
(CA INDEX NAME) 

Double bond geometry aa ahown. 




663668-61-3 CAPLUS 

3-Propenoic acid, 3- (3- (l- t ( (l-cyclohexyl-3 -methyl-2-pyrazinyl - lH-indol -5- 
yl ) carbonyl) amino] cyclobutyl J -l-methyl- lH-benzimidazol- 5-yl) -, (2B) - (9CI) 
(CA INDEX NAME) 

ile bond geometry aa abovn. 




RN 863888-63-4 CAPLUS 

CN 2-Propenoic acid. 3- [2- [l- { I (l-cyclohexyl-2- (3-furanyl) - 3 -methyl -lH-indol - 
5-yl] carbonyl) amino] cyclobutyl) * l-methyl - IH-benzimidazol - 6-yl) - . (2£) - 
(9CI) <CA INDEX HAKE) 

Double bond geometry as ahown. 




RN 863888-63-5 

CM 2-Propenoic acid. 3- [2- [1- I [ (l-cyclohexyl-2- (3-furanyl) - 3 -methyl -lH-indol - 
S-yl) carbonyl J amino) cyclobutyl J - l-methyl - IH-benzimidazol - 5-yl] -. <2B) - 
(9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 




RN 663888-64-6 CAPLUS 

CN 2-Propenoic acid, 3- {2- (1- [ ( (l-cyclohexyl-3-methyl-2- (2-pyridinyl) -1H- 

indol - 5 -yl] carbonyl) amino] -3 -cyclopenten- 1 -yl) -l-methyl-lH-benzimidazol-6- 
yl)-. (2E)- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 




RN 863888-65-7 CAPLUS 

CN 2- Propanoic acid, 3 - (2- (1- [( [l-cyclohexyl -2- (3- f uranyl) -3 -methyl - 1H- indol- 
S-yl) carbonyl] amino] -3 -cyclopenten- 1-yl J - l-methyl - IH-benzimidazol -6-yl] - , 
(2B)- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 




RN 863888-66-8 CAPLUS 

CN 2-Propenoic acid, 3- [2- {l- ( ( [2- (S-chloro-2-pyridinyl) -l-cyclohexyl-3- 

methyl -lH-indol- 5 -yl) carbonyl) amino] cyclobutyl) -l-metbyl-lH-benziraid«zol-6- 
yl]-. (2E)- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 



B ,C0 2 H 




RN 863888-67-9 CAPLUS 

CN 2-Propenoic acid. 3- (2- [1- [ ( [2- (5-chloro-2-pyridinyl) -l-cyclohexyl-3- 

methyl -lH-indol- 5 -yl) carbonyl) amino) cyclobutyl] - l-methyl -IH-benzimidazol -5- 
yl]-. (2E)- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 



0* 





RN 863888-68-0 

CN 2-Propenoic acid, 3 - (2- (1- ( [ (l-cyclohexyl - 2- (5- f luoro-3-pyridinyl ) -3 - 

methyl- lH-indol-5-yl] carbonyl) amino] cyclobutyl] - l-methyl -IH-benzimidazol- 6- 
ylj-, (2E>- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 



RN 863888-70-4 CAPLUS 

CN 2-Propenoic acid, 3- [2- [1- ( ( (X-cyclopentyl-2- (5- f luoro- 2-pyridinyl) -3 - 

methyl -lH-indol-5-yl) carbonyl J amino) cyclobutyl] - 1 -methyl -IH-benzimidazol- 5- 
yl]-, (2E)- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 




CJ 



863888-69-1 CAPLUS 

2-Propenoic acid. 3- (2- (1- ( [ (l-cyclohexyl-2- < 5- f luoro- 2-pyridinyl) -3- 
methyl-lH-indol-S-yl) carbonyl) amino] cyclobutyl) -1-methyl- IH-benzimidazol- 5- 
yl)-. (2B)- (9CI) (CA INDEX NAME) 



Double bond geometry aa ahown. 




RN 863888-71-5 CAPLUS 

CM 2-Propenoic acid. 3- (2- II- ( ( (l-eyclopentyl-2- (5-fluoro-2-pyridinyl) -3- 

methyl-lH- indol -5-yl} carbonyl] amino] cyclobutyl] - l-methyl-lH-benzimidazol-6- 
yl]-. (38)- (»CI) (CA INDEX HAMS) 

Double bond geometry «s ahown. 




RN 863888-72-6 CAPLUS 

CN 2-Propenoic acid, 3- (2- (1- ( { [l-cyclohexyl-3-methyl-2- (2-pyridinyl) -1H- 
indol -5-yl J carbonyl] amino) cyclobutyl} - 1-methyl -IH-benzimidazol- 6-yl 1-2- 
methyl-, (2B) - (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 




RN 863888-73-7 CAPLUS 

CN 2-Propenoic acid. 3 - [2 - U- ( I (2- (5-chloro-2 -pyridinyl ) -l-cyclohexyl-3- 

met hy 1 - 1H - indo 1 - 5 - y 1 1 carbonyl ] am ino J cyclobutyl J-l-methyl-lH- benz imi da zol - 6 - 
yl) -2-methyl-, (2E) - (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 




RN 863888-74-8 CAPLUS 

CN 2-Propenoic acid. 3- [2- (1- [ I [l-cyclohexyl-2- <5-fluoro-2-pyridinyl) -3- 

methyl-lH-indol- 5-yl) carbonyl} amino) cyclobutyl} -1 -methyl -lH-benzimi da zol- 6- 
yl) -2-methyl-. (2B) - (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 




863888-75-9 CAPLUS 

2-Propenoic acid, 3- (2- [1- ( I [l-cyclohexyl-2- (3-furanyl) - 3 -methyl -lH-indol- 
S-yl ) carbonyl J amino) cyclobutyl 1 - 1 -methyl - 1H -benzimidazol -6-ylJ - 2-methyl - . 
<3B>- (9CI) (CA INDEX NAME) 

nd geometry aa ahown. 




RN 8 63888-76-0 CAPLUS 

CN 2-Propenoic acid. 3- (2- (1- [ I (l-cyclohexyl-2- ( 5 -methoxy- 2 -pyridinyl) -3- 

methyl-lH-indol- 5-yl) carbonyl) amino} cyclobutyl) -l-methyl-lH-benzimidazol-6- 
yl}-. (2B>- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 




9 




RN 863888-77-1 

CN 2-Propenoic acid. 3- [2- (l- [ ( Il-cyclohexyl-2- (5-f luoro- 2 -pyridinyl ) -3- 
methyl -1H- indol- 5 -yl] carbonyl] amino J cyclobutyl] -1,6 -dimethyl -1H- 
benzimidazol-S-yl) -, (2E)- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 



or"- 



RN 863888-79-3 CAPLUS 

CN 2-Propenoic acid, 3 - [2- (1- [[ [1-cyclohexyl- 3-methyl-2- (2-pyridinyl )- 1H- 

indol-5-yl] carbonyl] amino] cyclobutyl] -1, S-dimethyl - lH-benzimidazol-6-yl] - 
(2B)- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 



8 CQ 2 H 





RN 863888-80-6 CAPLUS 

CN 2-Propenoic acid, 3- [2- [1- [[ (1-cyclohexyl -2- (S-f luoro- 2 -pyridinyl ) - 
me t hyl - 1H - indol - 5 - y 1 ) ca rbony 1 1 amino] cyclobuty 1 ] - 1 , 5 - dimet hyl - 1H - 
benzimidazol- 6-yl]-. (2B) - (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 





663888-78-2 CAPLUS 

1H- indole- 5 -carboxamide. l-cyclohexyl-2- (5- f luoro-2-pyridinyl ) - 3-methyl -N- 
ll-{l-methyl-6- (1M- 1. 2 . 3-triazol -4-yl) - 1H- benzimidazol -2 -yl] cyclobutyl} - 
(9CI) (CA INDEX NAME) 



RN 863886-81-7 CAPLUS 

CN 2-Propenoic acid. 3- (2- (1- ( t [l-cyclohexyl-2- (4-methoxy-2-pyrimidinyl> -3- 

methyl-lH- indol -5-yl] carbonyl] amino} cyclobutyl] -l-methyl-lH-benzimidazol-6- 
yl)-, (2E)- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 




RN 663888-82-6 CAPLUS 

CN 3-Propenoic acid. 3- {3- {1- [( [l-cyclohexyl- 3- (5-fluoro-3-pyridinyl) -3- 
metbyl-lH-indol-5-yl]c«rbonyl) amino) cyclobutyl] -1, S-dimethyl-lH- 
benzimidezol-6-ylJ-3-methyl-. (3S)- (9CI) <CA INDEX NAME) 

Double bond geometry aa shown. 




RN 663888-83-9 CAPLUS 

CN 2-Propenoic acid, 3- |3- {l- 1 1 II -cyclohexyl -2 - (5- f luoro-2-pyridinyl) - 3 - 
me t hy 1 - 1H - indol - 5 - y 1 } ca rbony 1 ) amino) -3- eye lopent en - 1 - y 1 ) - 1 - met hyl - 1H - 
benzimidazol-6-yl}-, (3R) - (SCI) (CA INDEX NAME) 

Double bond g cone try a* ahown. 




RN 863688-84-0 CAPLUS 

CN 3-Propenoic acid. 3- (3- (1- { I [l-cyclohexyl -3- (S-f luoro-3-pyridinyl) -3- 

methyl-lH- indol -5-yl) carbonyll amino) cyclobutyl] -l -methyl- lH-benzimidezol-«- 
yll-3-fluoro-. (3Z)- (9CI) (CA INDEX NAME) 

Double bond geometry a a ahown. 




863888-85-1 CAPLUS 

3-Propenoic acid. 3- (3- [1- [ [ [l-cyclohexyl- 3- (3-fluoro-4-pyridinyl) -3- 
methyl -1H- indol -5-yl) carbonyl) amino} cyclobutyl) -1-methyl- lH-benzimidazol-«- 
yll-, (3B)- (9CI) (CA INDEX NAME) 



Double bond ge< 



letry aa i 




RN 663688-66-3 CAPLUS 

CN 3-Propenoic acid, 3- {3- [1- I [ (l-cyclohexyl- 3 -methyl -2-phenyl-lH- indol- 5- 

yUcarbonyl) amino] cyclobutyl) - 1-methyl - lH-benzimidazol -6-yl] - , (2E) - (9CI> 
(CA INDEX NAME) 

Double bond geometry aa ahown. 




RN 863886-87-3 CAPLUS 

CN 2-Propenoic acid, 3- (3- (1- I [ (l-cyclohexyl- 3 -methyl -2 -phenyl- 1H- indol -S- 
yl> carbonyll amino) cyclobutyl) - 1-methyl- lH-ben*imidazol -6-yl) -2-methyl-. 
(2B)- (9CIT (CA INDEX NAME) 

Double bond geometry aa ahown . 




RN 863888-88-4 CAPLUS 

CN 2-Propenoic acid. 3- (2- (1- [ I [l-cyclohexyl- 3 -met hyl-3 - (3 -thiazolyl ) -1H- 
indol- 5 -yUcarbonyl) amino] cyclobutyl) - 1 -methyl -lH-benzimidazol- 6-yl) - , 
(2E)- (9CI) (CA INDEX NAME) 





863888-91-9 CAPLUS 

2-Propenoic acid, 3- (2- [1- ( I [l-cyclohexyl- 3 -methyl-3- (2-thienyl) -lH-indol- 
5 -yUcarbonyl] amino) eyclobutyll -1 -methyl -lH-benzimidazol- 6-yl) -2-methyl-. 
(3B)- (9CI) (CA INDEX NAME) 



Double bond ge< 



ietry aa i 



RN 863886-B9-S CAPLUS 

CN 2-Propenoic acid, 3- [3- [l- [ [ [l-cyclohexyl -3 -methyl -3- (3-thiazolyl) -1H- 
indol - S - y 1) carbony 1] amino] cycl obutyl ] - 1 - met hyl - 1H - benz iraida zol - 6 -y 1 ) - 2 - 
methyl-, (2B) • (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown . 





RN 863 888-93-0 CAPLUS 

CN 2-Propenoic acid. 3- [2- [l- [ ( {l-cyclohexyl -3 -met hyl-2- (3-thienyl) -lH-indol - 
5 -yl] carbonyl ) amino] cyclobutyl ) - 1 -methyl - 1H -benzimidazol - 6 - yl] - 3 -met hyl - , 
<3E>- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 



RN 663888-90-8 CAPLUS 

CN 2-Propenoic acid, 3- (3- (1- [[ [1 -cyclohexyl - 3- methyl -2- (3-thienyl) -1H- indol - 
5-yl] carbonyl] amino] cyclobutyl 1 - 1 -methyl - lH-benzimidazol - 6-yl] - , (2B) - 
(9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 




863888-95-3 CAPLUS 

2-Propenoic acid, 3- [3- (l- [ [ (3- (S-bromo-3-pyrimidinyl) - l-cyclohexyl- 3- 
methyl-lH- indol -5-yl) carbonyl] amino] cyclobutyl] -1-methyl - IH-benzimidazol -«- 
yl]-, (3E)- (9CI> (CA INDEX NAMB) 



Double bond geometry aa ahown. 




* .co 2 H 



NH M T. 



RN 863888-96-4 CAPLUS 

CN 2-Propenoic acid. 3 - [3- (l- ( Ha- (5-bro»o-3-pyriaiidinyl) - 1 -cyclohexyl -3- 

aethyl-lH- indol -5-yl] carbonyl] amino) eyclobutylj - 1 -methyl - 1H -benzimidazol -fi - 
yll -2 -methyl- . (3E)- (9CI) (CA INDEX NAME) 

Double bond geoctetry *■ shown . 




RN 863888-97-5 CAPLUS 

CN 2 -Propanoic acid, 3 - [3- [ 1- { [ [1-cyclohexyl -2- (3 -methoxy- 3 -pyridinyl) -3 - 

mothyl- 1H- indol - 5 -yl] carbonyl] amino J eyclobutylj -l-methyl-lH-benzimidazol-6- 
yl]-, (2B)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




863688-98-6 CAPLUS 

2-Propenoic acid, 3- [2- [l- { [ [l-cyclohexyl-3- (2 - f luoro-4 -pyridinyl > -3- 
methyl -lH-indol-5-yllcarbonyl) amino] eyclobutylj -1-methyl- lH-benzimidazol -6- 
ylj -2 -methyl-, (3B) - <9CI) (CA INDEX NAME) 



Double bond ge< 



letry as ahown. 




RN 663888-99-7 CAPLUS 

CN Butanoic acid. 2- [ [2- [1- [( [l-cyclohexyl-3- ( 5- fluoro- 3 -pyridinyl ) -3-aethyl- 
1H - indol- S -yl ] carbonyl ] amino] cyclobuty 1 ) - 1 -methyl - 1H - benzimidazol - 6 - 
yl) methylene]-. (2E) - (9CI) (CA INDEX HAMS) 

Double bond geometry aa ahown. 




RN 663889-00-3 CAPLUS 

CN 2-Propenoic acid. 3- {3- |l- ( ( 12- (5-chloro-2-pyridinyl) -1-cyclohexyl - 3- 
methyl- 1H- indol - 5-yl] carbonyl ] amino] - 1 -methylethyl) - 1 -methyl - 1H- 
benzimidazol-6-yl}-, (2E)- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown . 




B63B89-Q1-4 CAPLUS 

2-Propenoic acid, 3- [2- [1- [ { [l-cyclohexyl-2- (5-f luoro-2-pyridinyl) -3- 
methyl-lH- indol -5-yl] carbonyl J amino] - 1-methyl ethyl ] - 1-methyl - 1H- 
benzimidazol-6-yl]-, (2B>- (9C1) (CA INDEX NAME) 



Double bond geometry as shown. 




RN 663889-02-S CAPLUS 

CN 2-Propenoic acid, 3- [2- [1- [{ (l-cyclohexyl-2- (3-furanyl) -3-methyl- 1H- indol - 
5-yl) carbonyl] amino] -1 -methylethyl) - l-methyl-lH-benzimidazol-6-yl] -. (26) - 
(9CI) (CA INDEX NAME) 

Double bond geometry aa shown. 





RN B63BB9-0S-B CAPLUS 

CN 2-Propenoic acid, 3- [2- [l- [[ [l-cyclohexyl-2- (2, 6-diraethyl-3-pyridinyl) -3- 

met hy 1 - 1H - indol - 5 - y 1 ] ca rbony 1 ] amino) eye lobut y 1 ]-l-methyl-lH- benz ira idazo 1 - 6 - 
yl]-, (2B)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



RN 863889-03-6 CAPLUS 

CN 2-Propenoic acid, 3- (2- (1- ( | (2- (2 -chloro- 3 -pyridinyl) - 1-cyclohexyl -3 - 

oethyl-lH-indol-5-yl] carbonyl] amino) eyclobutylj - 1-methyl - 1H- benzimidazol -6- 
ylj-, (2B)- (9CI) (CA INDEX NAME) 

Double bond geometry aa shown. 





663889-06-9 CAPLUS 

2- Propenoic acid, 3- [2- [l- [[ (2- (2-amino-5-f luoro- 3 -pyridinyl) -1-cyclohexyl - 

3 - methyl -1H- indol -5-yl] carbonyl] amino] eyclobutylj - 1-methyl -lH-benzimida zol- 
€-yl]-. (3B)- (9CI) (CA INDEX NAME) 



863689-04-7 CAPLUS 

2-Propenoic acid. 3- [2- (1- [ [[2- (4 -chloro- 3- pyridinyl ) -1-cyclohexyl- 3- 
methyl-lH- indol -5-yl] carbonyl] amino] eyclobutylj -1-methyl-lH-benzimidazol-fi- 
ylj -, (2B)- <9CI) (CA INDEX NAME) 

>le bond geometry as shown. 




RN 863669-07-0 CAPUTS 

CN 2-Propenoic acid. 3- [2- U- ( ( (1-cyclohexyl • 2 • (3-f luoro-S-methyl-3- 

pyridinyl) -3-methyl-lH-indol-S-yl] carbonyllemino] cyclobutyl) -1-methyl -1H- 
benzimidazol-6-yl]-. (2B)-.(9CI> (CA INDEX NAMB) 

Double bond geometry as shown. 




RN 863869-06-1 CAPLUS 

CM 3-Propenoic acid, 3- [2- [1- ( [ {l-eyclohexyl-2- (4-fluoro-5-methyl-3- 

pyridinyl) -3-methyl-lH-indol-S-yl] carbonyl)amino] cyclobutyl] -1-methyl-lH- 
benzimidazol-6-yl) -. (2B)- (9CI) (CA INDEX NAME) 

Double bond geometry *• shown. 




8636B9-09-2 CAPLUS 

2-Propenoic acid, 3- (2- [1- [ [ [l-cyclopencyl -2- (3-furanyl) -3 -methyl -lH-indol- 
5-yl] carbonyl] amino] -1 -methyl ethyl J -1-methyl- lH-benzimidazol-6-yl} -, (2B) - 
(9CI) (CA INDEX HAMS) 



Double bond ge< 



ietry aa shown. 




RN 663689-10-5 CAPLUS 

CN 2-Propenoic acid, 3- (2- (l- [ [ (1-cyelohexyl -2- (5-f luoro-2-pyridinyl) -3- 
laet hyl - lH-ind^l- 5 -yl] carbonyl] amino] -1-methylethyl] -1-methyl- 1H- 
beniimidazol-6-yl] -2-methyl-. (2E)- (9C1) (CA INDEX NAME) 

Double bond geometry «■ shown. 




RN 663689-11-6 CAPLUS 

CN 2-Propenoic acid, 3- (2- {1- 1 [ [1-cyclohexyl -2 - (2-f luoro-3-pyridinyl) -3- 

met hy 1 - 1H- indol- 5 -yl] carbonyl] amino) cyclobutyl} -1-methyl- IH-benzimidazol- 6- 
yU -, (2B)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



H02C. 8 




RN 863869-12-7 CAPLUS 

CN 2-Propenoic acid, 3- [2- [1- ( ( (l-cyclopentyl-2- (5-fluoro-2-pyridinyl> -3- 

methyl -1H- indol- 5- yl) carbonyl) amino] cyclobutyl] - 1 -methyl - IH-benziraidazol -6 - 
yl) -2-methyl-, (2E) - (9CI) (CA INDEX NAMB) 

Double bond geometry aa shown. 




RN 663889-13-8 CAPLUS 

CN 2-Propenoic acid, 3- {2- [1- ( [ (1-cyclohexyl -3-methyl -3 -phenyl -1H- indol- 5- 

yl) carbonyl) amino] -1-methylethyl] - 1-methyl- lH-benzimidazol -6-yl) (2B) - 
(9CI) (CA INDEX NAMB) 

Double bond geometry as shown. 





RN 663689-16-1 CAPLUS 

CN 2-Propenoic acid, 3 - {2- (1- [ [ [1-cyclohexyl -3 -methyl- 2- ( lH-pyrazol - 1-yl) - 1H- 
indol - 5 -yl ) carbonyl } amino] cyclobutyl ] - 1 -methyl - lH-benzimidazol- € -yl ] - . 
(2B)- (9CI) (CA INDEX NAME] 

Double bond geometry aa a hown . 



RN 663689-14-9 CAPLUS 

CN 3-Propenoic acid, 3- 12- [1- [ I (l-cyclohexyl-3 -methyl- 2- (3-thienyl) -lH-indol- 
S-yl] carbonyl] amino] - 1-methylethyl] - 1 -methyl - lH-ben2imidazol-6-yl] (2E) - 
<9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



a 





863689-19-4 CAPLUS 

2-Propenoic acid. 3 - (2- (1- I [ {1-cyclohexyl -3 -methyl -2- (2-pyridinyl) -1H- 
indol-5-ylJ carbonyl] amino) cyclopropyl] -1 -methyl - lH-benzimidazol - 6 -yl] - , 
(2B)- (9CI) (CA INDEX NAMB) 



Double bond get 



letry as shown. 



RN 863889-15-0 CAPLUS 

CN 2-Propenoic acid. 3- [2- (l- ( ({l-cyclohexyl-3 -methyl- 2- (3-thienyl) -lH-indol- 
5 - y 1 ] ca rbony 1 ] amino] cyclobutyl] -1-methyl - 1H- ben zimidazol -6-yl}-. ( 2 E ) - 
(9CI) (CA INDEX NAMB) 

Double bond geometry as shown. 




RN 663689-20-7 CAPLUS 

CN 2-Propenoic acid. 3- [2- {1- [ { (1-cyclohexyl -2- (5-f luoro-2-pyridinyl) -3- 

met hyl-lH-indol- 5- ylj carbonyl] amino] cyclopropyl] - 1-methyl- lH-benzimidazol - 
6-yl)-, (2B)> (9CI) (CA INDEX NAMB) 

Double bond geometry as shown. 




RN 863889-31-8 CAPLUS 

CN 2«Propenoic acid, 3- 12- fl- [ ( [l-cyclopentyl-2- (5- f luoro-2 -pyridinyl ) -3 - 

methyl- lH-indol«S-yl)carb©nyl) amino) cyclopropyl] -1-methyl- lH-benzimidazol- 
C-yl] -, <2E>- (9CI) |a INDEX HAME) 

Double bond geometry *• thorn. 




RN 863889-22-9 CAPLUS 

CN 2-Propenoic acid. 3- (2- [1- ( [ 1 1 - cyclopentyl - 2 - (5-f luoro-2-pyridinyl) -3- 
methyl-lH-indol-S-yl]carbonyll amino] cyclobutyl] -5-methoxy- 1 -methyl -1H- 
benzimidazol-6-yl)-. (2B)- (9CI) (CA INDEX NAME) 

Double bond geometry as •how . 




RN 863889-23-0 CAPLUS 

CN 2-Propenoic acid, 3- [2- [1- ( ( U -cyclohexyl -2- (5-f luoro-2-pyridinyl) -3- 
methyl-lH-indol-5-yl]c*rbonyl] amino] cyclobutyll - 5-methoxy- 1 -methyl -1H- 
benzimid*zol-6-yl] -. (2B>- (SCI) (CA INDEX NAME} 

Double bond geometry aa shown. 




RN 863889-34-1 CAPLUS 

CN 2-Propenoic acid, 3- |2- tl- f f tl-cyclohexyl-3-methyl-2- ( 1 -methyl - lH-pyrazol - 
4-yl) -lH-indol-5-yl)cerbonyl] amino) cyclobutyll -l-methyl-lH-benzimidazol-6- 
yl}-, <2E)- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 




RN 863889-25-2 CAPLUS 

CN 2-Propenoic acid, 3- {2- [1- { ( [2- (5-chloro-2 -pyrimidinyl ) -l-cyclohexyl-3- 

raet hy 1 - 1H - indol - 5 - y 1 ) carbony 1 J amino J cycl obut y 1 ] - 1 - me thy 1 - 1H - ben z imidazol - 6 • 
ylj-, (2B>- (9CI) (CA INDEX NAME) 

Double bond geometry aa ahown. 
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2005: 141029 CAPLUS 
142:240430 

Preparation of heterocyclic compounds as hepatitis 
virus polymerase inhibitors 



DOCUMENT TYPE: 



Oka, Takahiro; Yata, Shinji; Ikegashira, Kazutaka; 

Noji. Satoru; Akeki. Tatsuo; Hirashima, Shintero; 

Niwa. Yasushi; Ando, Izuru; Sato, Toshihiro 

Japan Tobacco Inc., Japan 

PCT Int. Appl.. 467 pp. 

CODEN: PIXXD2 

Patent 

Japanese 



monohydrochloride (9CI) (CA INDEX NAME) 



KIND DATE 
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NO 2005014S43 

H: AE, AO, AL, 
CN, CO, 



GH. GH. 
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NO, NZ. OM, PO, 
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PRIORITY APPLN. INFO. : 
OTHER SOURCE (S) : 



142:240430 



844894-86-6 

1H- Indole- 5 -carboxylic acid, 2- [4- [(2- (4-acetyl-l-piperazinyl) -5- (2-oxo 
pyrrol idinyl) phenyl] met hoxyl phenyl} - 1-cyclohexyl - 3- methyl- (9CI) (CA 
INDEX NAME) 



G 2- -G>" 



R5 
R6 



^3) 




The title compds . I (Ol - CR1. II; Q2 > CR2, N; 03 ■ CR3 , N; G4 ■ CR4 , N; 
OS, G6.08. 09 - C, N; 07 - O. etc.; Rl - R4 - H. halo, etc.; R5, RG . H. 
halo, etc.; ring Cy - (un) substituted cycloalkyl, etc.; ring A ■ aryl , 
etc.; X - H , halo, etc.] are prepared Thus, 2- (4 - [2- (4 -chlorophenyl) - 5- (2- 
oxopyrrolidin-l-yl)benzyloxy) phenyl] -3 -cyclohexyl - 1 -methyl- l-H- indole- 6- 
carboxylic acid was prepared in a multistep process starting from Me 
3-aminobenzoate. In an in vitro teat for hepatitis c virus polymerase 
inhibiting activity, compds. of this invention showed IC50 values of < 
0.01 uM to < 1 MM. Formulations are given. 
B44B92-52-0P 844894-B6-6P B44B94-87-7P 
B44B94-88-8P B44894-B9-9P B44694-91-3P 
B44B94-93-SP B44B95-B9-2P 

RL: BSU (Biological study, unclassified); PAC (Pharmacological activity); 
SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PRBP (Preparation); USES (Uses) 

(preparation of heterocyclic compds. as hepatitis C virus polymerase 

inhibitors) 
844893-53-0 CAPLUS 

1H- Indole- S- carboxylic acid, l -cyclohexyl- 3 -methyl-2- [4- 1 [a- (4- 
morpholinyl) -5- ( 2 -oxo- 1- pyrrol idinyl) phenyl J methoxy] phenyl) -, 



844894-87- 7 CAPLUS 

1H- Indole- 5-earboxylic acid, 1-cyclohexyl- 3 -methyl-2- [4 -[ [2- (4- 
(methylsulfonyl) - 1-piperazinyl] -5- (2 -oxo- 1- pyrrol idinyl) phenyl] methoxy) p 
nyl]- (9CI) (CA INDEX NAME) 




844894-88-0 CAPLUS 

1H- Indole- S-carboxylie acid, l-cyclohexyl-3-methyl-2- (4- t [2- [4- (1- 
oethylethyl) -1-piperazinyl] -5- < 2 -oxo- 1 -pyrrol idinyl } phenyl } methoxy] phenyl] - 
. monohydrochloride (9CI) (CA INDEX NAME) 




844894-89-9 CAPLUS 

1H- Indole- 5 -carboxylic acid, 1 - cyclohexyl - 2 - [4- I [2- (4-morpholinyl) -5- (2- 
oxo- 1 - pyrrol id iny 1 ) phenyl J met hoxy ] phenyl J - (9CI) (CA INDEX NAME) 




RN 644894-91-3 CAPLUS 

CN 1H- Indole- S-carboxylic acid. 2- [4- { [5- (acetyl methyl amino) -2- (4- 
oorphol inyl ) phenyl 1 met hoxy) phenyl ) - 1 - cyclohexyl - 3 -met hyl - , 
monohydrochloride (9CI) (CA INDEX NAME) 



0 




ax 



• HCl 

844894-93-5 CAPLUS 

1H- Indole -5-carboxylic acid. 1-cyclohexyl -2- {4- [ {2- (4-hydroxy- 1- 
piperidinyl) -5- ( 2 -oxo- 1 -pyrrol idinyl) phenyl) met hoxy] phenyl] -3 -methyl - 
(9CI) (CA INDEX NAME) 




AT, BE. CH, 
IB, 51, LT, 



JP 2006515364 
US 2006189673 
PRIORITY APPLN. INFO. 



OTHER SOURCE (S) : 



DE, DK. ES, FR, OB, OR, IT, LI, LU, NL, 
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T2 20060525 JP 2006-500428 
Al 20060824 US 2006-405144 

US 2003-441674P 
US 2004-7SS544 
WO 2004-CA17 

MARPAT 141:174170 



SE, MC, PT, 
HU, SK 

20040119 
20060417 
P 20030122 
Al 20040112 
W 20040119 



RN 844895-89-2 CAPLUS 

CN 1H- Indole- 5- carboxylic acid, l-cyclohexyl-2- [4- (phenylmethoxy) phenyl) - 
(9CI) (CA INDEX NAME) 



m1 m2 j2L 
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A preparation of heterocyclic compound*, useful as 
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PCT Int. Appl.. 77 pp. 

CODEN: PIXXD2 
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KIND 
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WO 2004064925 Al 2004080S WO 2004-CA17 
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LR. Lfl, LT, LU. LV. MA, 
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CA 2S11301 
BP 1587585 



Al 
B3 



20040923 
20060829 
20O408OS 
200S1026 



US 2004-755S44 




The invention relate* to a preparation of heterocyclic coapds . of formula I 
{wherein: Rl is (cyclo) alkyl , cycloalkenyl , 4 to 7-membered heterocyclic 
ring, etc.; R2 is halogen or (un) substituted (hetero) aryl ; B is N and A is 
:CH-, or :N-, etc.; B is :C- and A is O, S, or NH, etc.; Ml and M4 are 
independently selected from CR3; M2 and M3, when not linked to -C(:Y)Z, is 
CR3; R3 is H, halogen, CN, or azido, etc.], useful as inhibitors of RNA 
dependent RNA polymerases, particularly those viral polymerases within 
Flaviviridae family, more particularly to hepatitis C virus (HCV) 
polymerase. For instance, NS5B RNA dependent RNA polymerase inhibition of 
pyridinyl indole derivative II was determined (compound 101, table 1; IC50 < 

733035-61-SP 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); TKU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Use*) 

(preparation of heterocyclic compds.. useful as inhibitors of RNA dependent 
RNA polymerase*) 
733035-61-S CAPLUS 

1H-I ndole - S - ca rboxam ide . 1 - cyclopent y 1 - 2 - ( 3 - f urany 1 ) - 3 - met hyl - N - 
(phenylsulfonyl)- (9CI) (CA INDEX NAME) 
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icapds . 



[wherein Rl • (un) substituted indolyl or an aza derivative 



Title < 

thereof; R2 • (un) substituted (hetero) aryl , quinolyl. hcterocycloalkyl ; 
R13, R13 > elkyl, hydroxyl, elkoxy. etc., or R13 - O; m - independently 
0-3; n ■ 1-3; p - 1*3; q ■ 1-5; X ■ a bond or alkylene; Y - CO, CS. COCH3, 
etc.; Z ■ a bond, alkylene. alkenylene. CO, etc.; Ml • CH or N; M3 - CR3 
or N; and salts or solvates thereof} were prepared as histamine H3 
antagonists in treatment of H3 receptor related diseases. For example, 
reaction of II with 3- (4-piperidinyl) -2- (3-pyridinyl) indole, followed by 
deprotection and substitution with 2 -chloromethyl pyridine gave III, which 
showed 1.50 nM binding constant with histamine H3 . Thus. I and their 
pharmaceutical compds . . as well as in combination with Hi receptor 
antagonists, are useful as histamine H3 antagonists for the treatment of 
inflammatory diseases, allergic conditions and central nervous system 
disorders (no data) . 

639S06-16-4P 639506-17-5P 639506-18-6P 
639506-19-7P 639S06-21-1P 639506-23-3P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 



(Uac 



(preparation of indole derivs. as histamine H3 antagonists) 
639506-16-4 CAPLUS 

Piperidine, 1- [ [1- t (3 -amino-4-pyridinyl) methyl J -4-piperidinyl) carbonyl] -4- 
[5-fluoro-3- (3-pyridinyl) -lH-indol- 1-yl)- (9CI) (CA INDEX NAME) 




>-0 



639506-17-5 CAPLUS 

Piperidine, l- { [1- [ (3-emino-4-pyridinyl)methyl) -4-piperidinyl) carbonyl J -4- 
{3- (3-pyridinyl) - 1H- indol - 1-yl] - (9CI) (CA INDEX NAME) 




639505-53-5P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(React ant or reagent) 

(preparation of indole derivs. as histamine H3 antagonists) 
639505-53-5 CAPLUS 

1H- Indole, 5-fluoro-l- [1- (phenylmethyl) -4-piperidinyl] -2- (2-pyridinyl) - 
(9CI) (CA INDEX NAME) 



RN 639506-18-6 CAPLUS 

CN Piperidine, 1- ( [l- (3-pyridazinylmethyl) -4-piperidinyl] carbonyl] -4- [2- (2- 
pyridinyl )-lH- indol - 1 -yl } - (9CI) (CA INDEX NAME) 




RN 639506-19-7 CAPLUS 

CN Piperidine, 1- {{1- (4-pyridazinylmethyl) -4-piperidinyl J carbonyl) -4- {2- <2- 
pyridinyl)-lH-indol-l-yl] - (9CI) (CA INDEX NAME) 
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CN Piperidine, 1- ( [4-fluoro-l- (3-pyridazinylmethyl) -4 -piperidinyl) carbonyl] -4- 
{2- (2-pyridinyl) -lH-indol-l-yl] - (9CI) (CA INDEX NAME) 



INVENTOR(S) : 



PATENT ASSIGNEE (S) : 
SOURCE: 
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THERE ARB 4 CITED REFERENCES AVAILABLE FOR THIS 
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2003:97397 CAPLUS 
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Preparation of indole- 6 - carboxamide* and related 
compounds as hepatitis C viral polymerase inhibitors 
Beaulieu, Pierre Louis; Fazal, Gulrez; Goulet, Sylvia; 
Kukolj, George; Poirier, Martin; Tsantrizos, Youla S.; 
Jolicoeur, Eric; Gillard. James; Poupart, Marc-Andre; 
Rancourt, Jean 

Boehringer Ingelheim (Canada) Ltd.. Can. 
PCT Int. Appl., 336 pp. 
CODRN: PIXXD2 

Patent 
English 
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CN Piperidine. 1- [ [4-fluoro-l- (4-pyridazinylmethyl) -4-piperidinyl) carbonyl] -4- 
{5- fluoro-2- (2-pyridinyl) -1H- indol -1-yl) - (9CI) (CA INDEX NAME) 
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□B 


GR, IT, LI. 
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LT. 


LV. 


FI, 


RO, MX. 
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ZA 2004000340 
NO 2004000322 
US 2006160796 
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333 
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30040108 
30040113 
30040133 
30060117 
P 3001072S 
P 20011207 
A3 20020718 
W 20030718 



B ^ *?L 




An isomer, enantiomer, diaatereoieomer or tautomer of I (variable* defined 
below; e.g. (6) -3- [4- [3- [ [1- (3 - cyclohexyl -3- f uran- 3-yl - 1H- indol -6 ■ 
yl Jmethanoyl } amino] -2 -raethylpropenoylamino] phenyl 1 acrylic acid (ahown aa 
II}), a salt or a derivative thereof, as inhibitora of HCV NS5B polymerase are 
claimed. For I : A ie O. S, NR1. or CR1 ; aolid line/dotted line 
combination - single or double bond; R2 » H. halogen. R31, OR31, SR31, 
CO0Rai,SO2N(R33)3. N(R22)2, COM(R22)2, NR33C(0)R32 or NR22C (O) NR33 ; B ia 
NR3 or CR3, with the proviao that one of A or B ia either CR1 or CR3; K ia 
N or CR4 ; L ia N or CR4 ; K i* N or CR4 ; Yl ia O or S; Z is N(R6a)R6 or 
0R6, wherein R6a ia H or alkyl or NR61R62; and R6 ia H, alkyl. cycloalkyl. 
alkenyl, Het. alkyl -aryl, alkyl -Note recycle or CR7R6C( : Y3)NR9G; Y3 ia 0 or 
S; R9 ia H, (Cl-6)alkyl, (C3-7)cycloalkyi or (Cl-6)alkyl- (C3-7) cycloalkyl. 
aryl, Het, (Cl-6)alkyl-aryl or {CI- 6 ) alkyl -Het . all of which optionally 
are substituted with R90; or R9 ia covalently bonded to either of R7 or Ra 
to form a 5- or 6-membered heterocycle; other variables are defined in the 
claims. About 3S0 I were tested for inhibitory activity against the 
hepatitis C virus RNA dependent polymerase (NS5B) , e.g. ICS0 < 500 nM for 
II. Forty-five example prepns. of I and intermediates are included. For 
example, 3 -cyclohexyl -2 - (furan- 3 -yl) -1H- indol -6-carboxylic acid (0.16 
mmol). (B) -3- (4- (3-Amino-3-methylpropanoylamino)phenylj acrylic acid Bt 
ester (0.019 mmol) and O- <7-azabenzotriazol-l-yl> -N, N.N" ,N' - 
tetraraethyluronium hexaf luorophoaphate (0.33 cool) were dissolved in DMSO 
(1 mL) ; iPr2EtN (0.6 mmol) was added; the mixture was atirred for 1 h at 
room temperature then treated with 2.5 N NaOH (0.3 mL) for 1 h at SO* to 
affect hydrolysis of the cinnamate eater function; the mixture was then 
acidified to pH 1 with trif luoroacetic acid and II waa iaolated by 
preparative reversed- phase HPLC (0.033 g) . Prepns. of the above reactants 
are also included. 

494799-30-3P, 1 , 3-Dicyclohexyl- 3 -phenyl indole- S-carboxylic acid 



RL: BYP (Byproduct); PRBP (Preparation) 

(preparation of indola-6-carboxamidea and related compds. as hepatitis C 

viral polymerase inhibitors) 
494799-30-3 CAPLUS 

1H- Indole- 5 -carboxylic acid. 1. 3-dicyclohexyl-3-phenyl- (9CI) (CA INDEX 
NAME) 
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MARPAT 138:153435 



An isomer, enantiomer, diaatereoisomer, or tautomer of I (variables 
defined below; e.g. 3 -cyclohexyl -2-phenylindole-6-carboxylic acid), a aalt 
or a derivative thereof, aa an inhibitor of HCV NSSB polymerase are claimed. 
For I: A ia O, S, NR1 , or CR1 (Rl defined within); the dotted/solid line 
combination » single or double bond; R2 - H, halogen, R21, 0R21, SR21, 
COOR21, S02N(R32)2, N(R22)2, , CON(R22)2, NR22C(0)R32 or NR33C(0)NR33 (R31 
and R33 defined within); B - NR3 or CR3, with the proviso that one of A or 
B is either CR1 or CR3 (R3 defined within) ; K - N or CR4 (R4 defined 
within); L - N or CR4; M - N or CR4; Yl - O or S; Z - N(R6a)R6 or 0R6 (R6a 
- H or alkyl) or NR61R63 (R61 and R63 defined within). About 50 I were 
tested for inhibitory activity against the hepatitis C virus RNA dependent 
polymerase (NSSB), e.g. IC50 < 500 nM for 3- cyclohexyl -1 -methyl -2- 
pyrazinyl indole -6-carboxylic acid. Twenty-two example prepns. of I are 
included. For example, 3 -cyclohexyl -2 -phenyl indole -6 -carboxylic acid was 
prepared atarting from 3 -amino- 4 - iodobenzoic acid via intermediates Me 

3- amino-4-iodobenzoate. Me 3-trifluoroacetamido-4- iodobenzoate, 

4- phenylethynyl-3- (2,2,2-trifluoroethanoylamino)benzoic acid Me eater. Me 
3- (cyclohexenyl) -2-phenyi indole- 6-carboxylat«, and Me 3 -cyclohexyl- 2- 
phenylindole-6-carboxylate. 

494799-30- 3P. 1, 3 -Dicyclohexyl -3-phenylindole- S-carboxylic acid 
RL: BYP (Byproduct); PREP (Preparation) 

(preparation of indole- 6 -carboxylic acids and related compds. as hepatitis c 

viral polymerase inhibitors) 
494799-30-3 CAPLUS 

1H- Indole- S-carboxylic acid. 1,3- dicyclohexyl -3-phenyl- (9CI) (CA INDEX 
NAME) 



PATENT NO. 




KIND DATE 


APPLICATION NO. 




DATE 


WO 


2003000254 




Al 


20030103 


MO 3003-JP6405 




20020626 




W: AE, AG, 


AL, 


AM, 


AT, AU, AZ, 


BA, BB, BO, BR. BY, 


BZ. 


CA, CH. CN, 




CO, CR, 


CU, 


CZ, 


DB, DK. DM. 


DZ, EC, BB, BS, PI. 


GB, 


GD, GB, GH, 




GM, HR, 


KU. 


ID, 


IL, IN, IS. 


KB, KG, KR. KZ. LC. 


LK, 


LR. LS, LT, 




LU, LV. 


MA. 


KD, 


MG, MK. MN. 


MM, MX, MZ. NO, NZ. 


OM, 


PH. PL, PT. 




RO. RU. 


SD, 


SE, 


SG, 81. SK. 


SL. TJ, TM, TN, TR, 


TT, 


TZ. UA. UO. 




US. UZ, 


VN, 


YU, 


ZA, ZM, ZM 










RM: OH, GM. 


KE, 


LB, 


MM, MZ. SD. 


SL. SZ, TZ. UO. ZM, 


ZM, 


AT. BB. CH. 




CY, DE. 


DK, 


ES, 


PI, PR, OB. 


GR. IB, IT. LU, MC, 


NL, 


PT, SB. TR, 




BP, BJ. 


CF, 


CO, 


CI, CM, OA, 


ON, GO. GM. ML. MR, 


NB, 


SN, TD. TO 


JP 


2003212846 




A2 


20030730 


JP 3002-185241 




20020625 


CA 


2423800 




AA 


30030335 


CA 3003-3433800 




30020636 


BR 


200200S684 




A 


20030617 


BR 2002-5684 




20020626 


BP 


1400241 




Al 


30040324 


BP 2002-743728 




20020626 




R: AT, BB, 


CH, 


DB, 


DK, BS, FR, 


GB, GR, IT, LI, LU, 


NL, 


SB, MC, PT, 




IB, SI. 


LT, 


LV, 


PI, RO, MK, 


CY. AL, TR 






ZA 


2003001393 




A 


20040715 


ZA 2003-1393 




20030626 


TR 


200300544 




Tl 


30050832 


TR 2003-544 




20020626 


US 


2004082635 




Al 


20040439 


US 2003-344997 




20030218 


NO 


2003000832 




A 


30030433 


NO 2003-832 




30030331 


UTY APPLN. INFO 








JP 2001-193786 




A 20010626 












JP 2001-351537 




A 20011116 












MO 2002-JP6405 




N 20030636 



OTHER SOURCE (S) : 



I g6-t- — j— J 

\ R* 



MARPAT 138:66657 



9 



Lll ANSWER 10 OP 17 CAPLUS COPYRIGHT 3006 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 
INVENTOR (S) : 

PATENT ASSIGNEE (S): 
SOURCE : 

DOCUMENT TYPE: 



3003:5773 
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Fused cyclic compounds and medicinal use thereof 
Hashimoto, Hiromasa; Mizutani, Kenji; Yoshida, 
Atsuhito 

Japan Tobacco Inc., Japan 
PCT Int. Appl.. 603 pp. 
CO DEN: PIXXD3 
Patent 



Fumed cyclic compds . represented by the following general formula [I J or 
pharmaceutical ly acceptable salts thereof and remedies for hepatitis C 
containing theae compds.: I wherein each symbol ia as defined in the 
description. Because of having an effect againat hepatitis C virus (HVC) 
based on an HCV polymerase inhibitory effect, these compds. are useful as 
remedies or preventives for hepatitis C. 

347173-49-3P, 2-{4- (2- (4 -Chlorophenyl) - 5-methoxybenzyloxy] phenyl) - 

1-cyclohexyl-lH- indole- 5-carboxylic acid 347174 -32-7P , Methyl 

3-{4- (3- (4-chlorophenyl) -S-methoxybenzyloxyJ phenyl] - 1 - cyclohexyl - 1H - indol e- 

5-carboxylate 

RL: RCT (Roactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(React ant or reagent) 

(fused cyclic compds. as hepatitis C virus polymerase Inhibitors and 

antiviral agenta) 
347173-49-3 CAPLUS 

lH-Indole-5-carboxylic acid, 2- [4- ( (4 • -chloro-4-methoxy(l. 1 ■ -biphenyl) -2- 
yl Jmethoxy) phenyl] -1-cyclohexyl- (9CI) (CA INDEX NAME) 




347174-32-7 CAPLUS 

1H- Indole- S -carboxylic acid, 2- [4- { (4 ' -chloro-4-methoxy {1 , 1 ' -biphenyl 1 -2- 
yl )methoxy] phenyl) -1-cyclohexyl-, methyl ester (9CI) (CA INDEX NAME) 
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The title compda. I [the dotted line in rings Bl and B2 indicates a single 
or double bond; Gl - N, CR1; G2 - N, CR2, G3 - N, CR3; G4 - N, CR4 ; G5, 
G6. GB, G9 - C, N; G7 - O. etc.; Rl - R4 - H. nitro, etc.; ring Cy « 
(un) substituted cycloalkyl ring, etc.; ring A • C3-CB cycloalkyl, etc. R5, 
R6 m H, halo, etc.; X ■ H, cyano, etc.] are prepared The ben z imidazole 
derivative II in vitro showed IC50 of 0.011 uM against hepatitis c virus 
polymerase. A formulation is given. 
347173-49-3P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 



BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of heterocyclic compda . as remedies for hepatitis C) 
347173-49-3 CAPLUS 

1H- Indole- 5- carboxylic acid, 2- [4- I (4 1 -chloro-4 -methoxy [1 , 1' -biphenyl] -2- 
yDmethoxy] phenyl] -1-cyclohexyl- (9CI) (CA INDEX NAME) 




347174-32-7P 

RL: RCT (Reaetant) ; SPN (Synthetic preparation); P 
(Reactant or reagent) 

(preparation of heterocyclic compda . aa remedies 
347174-32-7 CAPLUS 
1H- Indole- 5 -carboxylic acid, 2- (4- [ (4 « -chloro-4 -methoxy {1, 1' -biphenyl] -2 
yl) methoxy] phenyl) -1-cyclohexyl-, methyl eater (9CI) (CA INDEX NAME) 



P (Preparation); RACT 
for hepatitis C) 




1933-47 

CODEN: AJCHAS; ISSN: 0004-9425 
PUBLISHER: Commonwealth Scientific and Induatrial Research 

Organization 
DOCUMENT TYPE: Journal 
LANGUAGE: Engliah 

AB With the facile displacement being used of THF from Yb (pin) 3 (THF) 4 (pin ■ 

2 -phenyl indol-l-yl, } in toluene solution, the complexes Yb (pin) 2 (dme) 2 (dme 

- 1,2-dimethoxyethane) , Yb (pin) 2 (tmen) (tmen - N,N,N* ,N' - tetrame thy le thane - 

1,2-diamine) and Yb (pin) 2 (diglyme) (THF) (diglyme - bis (2-methoxyethyl) 

ether) were prepared from the resp. ligands and Yb(pin) 2 (THF) 4 . 

Yb(pin) 2 (diglyme) (THF) [monoclinic, space group P21/c, a 15.35(1), b 

16.179(5), c 14.45(2) A, E» 107-51(8)", Z - 4, R 

0 044 for 2956 (I > 3o(D) 'observed' reflections] has a 

monomer ic six- coordinate structure with transoid N donor atoms, N-Yb-N 

143-6(4)" and an irregular coordination polyhedron described 

as either a distorted trigonal prism or a monocapped square pyramid. 

Attempted crystallization of Yb (pin) 3 (THF) by partial desolvation of 

Yb (pin) 2 (THF) 4 in hot toluene, containing a trace of dme, gave a mixture of red 

Yb(pin) 2 (THF) and orange (Yb(pin) 2 (dme) J 2 . The latter was independently 

synthesized by partial desolvation of Yb (pin) 2 (dme) 2 in toluene. An x-ray 

crystal structure showed [Yb(pin) 2 (dme) ] 2 [monoclinic, space group P2l/c, 

a 11.614(2), b 15.945(7), c 15,327(4) A, P 

110- 19 (2)", Z • 2 dimers. R 0-070 for 2314 (I 

2 3<t(I)) 'observed' reflections] to be a dimer with two bridging 
pin liganda, coordinated through N only. There is an approx. square 
pyramidal five -coordinate Yb environment with an apical dme 0, and with 
two bridging nitrogens, a terminal N, and a dme O in the basal plane. 
IT 173612-62-9P 

RL: PRP (Properties); SPN (Synthetic preparation); PREP (Preparation) 
(preparation and cryetal structure) 
RN 173612-62-9 CAPLUS 

CN Ytterbium, [1, 1 ' -oxybie [2-raethoxyethane] -O.O' , O' • } bis (2-phenyl- 1H- indol- 1- 
yl) (tetrahydrofuran) -, (TP-6-342) - (9CI) (CA INDEX NAME) 



REFERENCE COUNT: 
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ACCESSION NUMBER: 



27 THERE ARE 27 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 

CAPLUS COPYRIGHT 2006 ACS on STN 
1996:49268 CAPLUS 
124:163257 

Organoamido- and aryloxo-lanthanoids . XII. The 

coordination chemistry of bis (2-phenylindol- 1- 

yl) ytterbium (II ) , and the x-ray crystal structures of 

Yb(pin) 3 (diglyme) (thf) and [Yb (pin) 2 (dme) )2 (pin - 

2-phenylindol-l-yl, diglyme . bis (2-methoxyethyl) 

ether, thf ■ tetrahydrofuran, drae ■ 

1,2-dimethoxyethane) 

Abrahams, Carmel T.; Deacon, Olen B . ; Forsyth, Craig 
M-; Patalinghug, Wyona C; Skelton, Brian W. ; White, 
Allan H. 

Chem. Dep., Monash Univ., Clayton, 3168, Australia 
Auetralian Journal of Chemistry (1995), 48(12), 





173612-64-1P 

RL: RCT (Reactant) ,- SPN (Synthetic preparation); PREP (Preparation); RACT 
(React ant or reagent) 

(preparation and dimarizat ion in toluene) 
173612-64-1 CAPLUS 

Ytterbium, bie (l,2-dimethoxyethane-0,0* ) bis (2 -phenyl -lH-indol-l-yl) - (9CI) 
(CA INDEX MAMB) 



i i 



PREP (Preparation) 



173612-6S-2P 

RL: SPN (Synthetic preparation); 

(preparation of) 
173612-65-2 CAPLUS 

Ytterbium, bia (2-phenyl-lH-indol-l-yl> (N. N, N* , N' - tetramethyl- 1, 2 - 
ethanediamine-N.N 1 ) -, (T-4)- (9CI) (CA INDEX NAME) 



H . II 

H. j 

i 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

AUTHOR (S) : 
CORPORATE SOURCE: 



1995:515146 CAPLUS 
123:32900 
Syntheaie of aome 
di phenyl indoles 
El -Divan J. , H. I.; Shmeiae, 
Chem. Nat. Microbial Prod. 
Cairo, Egypt 

Polish Journal of Chemiatry (1995), 69(3), 470-5 

CODEN: PJCHDO; ISSN: 0137-5003 

Polish Chemical Society 

Journal 

Engl i ah 



- aubat i tuted- 5 - set hoxy- 2,3- 



M. H.J Saleh. N 
Dep . . Nat . Res . Cent . . 



The title corapda . were prepared from 5-methoxy-2, 3 -diphenyl indole (I, R ■ 
H) . E.g. reaction of I (R . H) with Bt02CCC13 gave I (R - CHC12) . 
Reaction of the latter with hydrazine gave I (R - CH(NHNH2) 2] . 
164026-79-3P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of) 
164026-79-3 CAPLUS 

lH-lndole, l- (2-imidazolidinyl> -5-methoxy-2, 3-diphenyl- (9CI) (CA INDEX 



HN NH 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



R(S) : 

PATENT ASSIGNEE (S) : 



CAPLUS 



DOCUMENT TYPE: 



1994:334877 
120:334877 

Electrophotographic toner, 
their preparation 
Be met h, Horat; Koecber, Matthias 
Bayer A.-O., Germany 
Oer. Offen., 13 pp. 



Patent 



new indole derivatives and 



APPLICATION NO. 



PR, OB, LI 



JP 06049026 
PRIORITY APPLN. INFO. : 
E(S) : 



MARPAT 120:334877 



DOCUMENT TYPE : 
LANGUAGE: 

FAMILY ACC. NUM. COl 
PATENT INFORMATION: 



ox; 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


DB 41399SS 


Al 


19930609 


DB 1991-4139955 


19911204 


CH 685011 


A 


19950228 


CH 1992-3334 


19921027 


OB 2263094 


Al 


19930609 


GB 1992-25226 


19921202 


OB 2262094 


B2 


199S070S 






PRIORITY APPLN. INFO. : 






DE 1991-4139955 


A 19911204 


OTHER SOURCE (S) : 


MARPA1 


r 119:183060 







The title toner comprises a charge controlling agent from an indole derivative 
I (R1-R3 - H , alkyl, elkoxy, halogen, nitro. cyano, aryl; R4 - H, alkyl. 
cycloalkyl, aralkyl, aralkyl. a substituted indole group to form a dimer 
of I; the benzene ring may optionally be substituted}. The compound I and 
some of ita dimer derive, are also claimed. Preparation of the above compound 
comprises reacting I [Rl - H] with RllX tRll > substituent, X - halogen, 
sulfate, alkyl sulfonate, aryl aulfonate etc.]. The material providea 
improved charging properties. 
15S430-33-4P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation and uae of, aa charge controlling agent in electrophotog . 

toner) 
155430-33-4 CAPLUS 

1H- Indole, 3,3'- (1-octadecenylidene) bis (1 -cyelohexyl-2 - (4-methoxyphenyl) - 
(9CI) (CA INDEX NAME) 



CH- (CH •* IS -Me 




The title compds. bis (alkyl indolyl)benzoxazinee I (R1-R6 - H, alkyl, 
alkoxy, etc.; R7 - aryl) and analogs thereof and inks containing them are 
claimed. I are useful in themosetting marking inks. Condensation 
reaction of 7 -nitro- 2 -phenyl- 3 . 1 -benzoxazin-4-one with 

1 -methyl -2 -phenyl indole gave I (Rl - Me; R2 - Ph; R3 - R4 - R6 - H, R5 - 

NO 2 , R7 • Ph) (II). Thermal printer sheets were manufactured from bisphenol 

a distearylamide derivative, kaolin, hydrolyzed polyvinyl ale. and II. 

150017-03-1P 

RL: PREP (Preparation) 

(preparation of, as thermosetting marking ink) 
150017-03-1 CAPLUS 

4H-3,l-Benzoxazin-7-amine. 6-chloro-4 , 4-bia ( 1 - cyclohexyl - 2-phenyl- lH-indol - 
3-yl)-N,N-diethyl-3-phenyl- (9CI) (CA INDEX NAME) 



Lll ANSWER 15 OF 17 CAPLUS COPYRIGHT 2006 ACS on STN 
ACCESSION NUMBER: 1993:583060 CAPLUS 

DOCUMENT NUMBER: 119:183060 

TITLE: Indolylbenzoxazine and its use in thermosetting 

marking inka 
INVSNTOR(S): Bemeth, Horst 

PATENT ASSIGNBB(S): Bayer A.-G.. Germany 

SOURCE : Oer. Offen., 12 pp. 

CODEN : OWXXBX 
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TITLE: 



AUTHOR (S) : 



CORPORATE SOURCE: 



DOCUMENT TYPE: 



CAPLUS COPYRIGHT 3006 ACS on STN 
1990:552054 CAPLUS 
113:152854 

Glycoeylation of 2, 3 -di phenyl indole and derivatives 
synthesis of 0- , N- , and C-glycopyrano sides 
El-Deeoky, El Sayed I.; Abdel Rahman, Hassan A. R.; 
Schmidt, Richard R. 

Pax. chca., Univ. Konstanz, Konstanz, D-7750, Oermany 
Liebiga Annalen der Chemie (1990), (9), 077-01 
CODEN: LACHDL; ISSN: 0170-2041 
Journal 
English 

OTHER SOURCE (S) : CAS REACT 113:152054 

01 For diagram (s), see printed CA Issue. 

AB Reaction of different glycosyl donors with 5-hydroxy-N-methyl-2, 3- 

diphenyl indole led only to O-glycosylation. Depending on the O-protection 
of the glycosyl donors, the P-producta were obtained mainly or 
exclusively. The N-unsubst ituted indole and donors 1 (R • COCMe3) and II, 
reap., also yielded only O-glycosylated products. Depending on the ' 
glycosyl donor, i.e. I (R ■ Ac, CH3PM , S-methoxy-2, 3 -diphenyl indole led 
to N- (III) and/or C-glycosides IV (R - Ac, CH2ph) . The structures were 
assigned with the help of 1H-NMR data. 

IT 127473-49-0P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of) 

RN 137473-49-8 CAPLUS 

CN lH-Indole, 5-methoxy-2.3-diphenyl-l- (2,3,4, 6-tetra-O-acetyl- 0-D- 
glucopyranosyl) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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CORPORATE SOURCE: 



COPYRIGHT 2006 ACS on STN 
1977:139740 CAPLUS 
06:139740 

Synthesis and pharmacological properties of 

3 -acetoacetyl indoles and their derivatives 

De Cointet, Paul; Pigerol, Charles; Broil, Madeleine; 

Eymard, Pierre; Werbenec, Jean P. 

Cent. Rech. Oroupe LABAZ, Cent. Rech. Etud. 

Pharmacol . , Grenoble, Fr. 

European Journal of Medicinal Chemistry (1976), 11(5), 
471-9 

CODEN: EJMCAS; ISSN: 0323-5234 

Journal 

Prench 



3 -Acetoacetyl indoles I (R • H. Me; Rl - Ph. H. Me. cyclopropyl. 
cyclopentyl, cyclohexyl; R2 - CH2Ac) were prepared by treating the 

3 - unsubst ituted indoles with diketene. I (R - Me, 2-tetrahydropyranyl , 
CH2Ph; Rl - Ph. R2 . CH2COR3, R3 - CHPrt. morpholinomethyl , 

piper idinomethyl, Ph, 4-C1C6H4, 4-Bt2NCH2CH20C6H4) were prepared by treating 
I (R2 - He) with RJ CO 2 Me . I (R - H. Rl - Ph. R2 - CH2COR3) were obtained 
by acid cleavage of the tetrahydropyranyl derive. I (R ■ H, Rl ■ Ph, R2 ■ 
CAcR4RS, R4 - H, R5 - CI, Br. Et , CH2CH2AC . R4RS - NOH, 2-HOC6H4CH, 

4- Me2NC6H4CH, CH3) were prepared from I (R2 • CH2Ac) . I (R • H, Rl ■ Ph. R2 
• CH:CMeNR6R7, NR6R7 - NHS, acrpholino, piperidino, 4-C1C6H4NH) were 
obtained from I (R - H, Rl - Ph, R3 - CH2Ac> . I (R - H, Rl - Ph, R2 . 
morpholinomethyl. piperidinomethyl , 4-methylpiperazinomethyl) were prepared 
from I (R - H, Rl - Ph, R2 - CHClAc) . Various I had anticonvulsant, 
neuroleptic, tranquil izing, sedative, thymoanaleptic, anticholinergic, 
analgesic, and antiinflammatory activity. 

62367-7S-3P 63367-79-7P 62367-01-1P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; BIOL (Biological 
study) ; PREP (Preparation) 

(preparation and pharmacol . activity of) 
62367-75-3 CAPLUS 

1, 3-Butanedione, 4- (4-morpholinyl) -1- (2-phenyl-l- (tetrahydro-3H-pyran-3- 
yl)-lH-indol-3-yl)- (9CI) (CA INDEX NAME) 



9 

. - N. .Ph 



U^J C-CH2-C-CH2— N^J 



II II 
o O 



RN 62367-79-7 CAPLUS 

CN 1.3-Propanedione. l-phenyl-3- [2-phenyl-l- (tetrahydro-2H-pyran-2-yl) -1H- 
indol-3-yl]- (9CI) (CA INDEX NAME) 



9 

ox" 



C- CH2-C- Ph 
II II 

o o 

RN 62367-01-1 CAPLUS 

CN 1,3-Propanedione, 1 - (4 -chlorophenyl ) -3 - [2 -phenyl - 1- (tetrahydro-2H-pyran-2 - 
yl) -lH-indol-3-yl) - (9CI) (CA INDEX NAME) 
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Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 
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•> S 1- CYCLOHEXYL- 2- (4 -PHENOXY) - PHENYL- INDOLE 
MISSING OPERATOR ' LOHEXYL-2- (4- PHENOXY* 

-> S 1 -CYCLOHEXYL- 2- (4 -PHENOXY) -PHENYL- INDOLB/CN 
MISSING OPERATOR • LOHEXYL-2 - (4- PHENOXY' 

-> S PHENOXY AND INDOLE AND CYCLOHEXYL 
1092230 PHENOXY 

346377 INDOLE 

663043 CYCLOHEXYL 
L12 96 PHENOXY AND INDOLE AND CYCLOHEXYL 

-> S L12 AND 1-CYLOHEXYL 
19290120 1 

0 CYLOHEXYL 
0 1- CYLOHEXYL 

( 1 ( W) CYLOHEXYL) 
LI 3 0 LI 2 AND 1-CYLOHEXYL 

-> S 2- PHENOXY 

20951920 2 
1092230 PHENOXY 
L14 564 4 0 2 -PHENOXY 

(2 (W) PHENOXY) 



D 1-5 



LIS 



SINCE FILE 
ENTRY 
09.17 

SINCE FILE 
ENTRY 
-12. 7S 



TOTAL 
SESSION 
402.62 

TOTAL 
SESSION 
-19.50 
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RN 063564-74-3 REGISTRY 
ED Entered STN: 31 Sep 2005 

CN 1H- Indole- 5 -carboxamide, 2.3-dibydro-2-oxo-N- [ (cis-4- (2- 
phenoxyethyljcyclohexyllmethyl] - (9CI) (CA INDEX NAME) 
OTHER NAMES: 

CN 2-Oxo-N- ( [cis-4- (2-phenoxyethyl) cyclohexyl J methyl) indoline-S- 

carboxamide 
FS STEREOS KARCH 
MP C24 H20 N2 03 
SR CA 

LC STN Files: C 
Relative stereochemistry 



jcr^oor 



DATA AVAILABLE IN THB 'PROP' FORMAT*' 



1 REFERENCES IN PILE CA (1907 TO DATS) 

1 REFERENCES IN PILE CAPLUS (1907 TO DATE) 



ANSWER 2 OP S REGISTRY COPYRIGHT 2006 ACS on STN 
6*2892-73-7 REGISTRY 
Entered STN: 12 Sep 2005 

1H - 1 ndole - 2 - ca rboxamide . ( 2 S > - 2 - cy c lohexy 1 - N- 

<pyra7.inylcarbonyl)glyeyl-3-methyl-L-valyloctahydro-N- I (IS) -1- (l-hydroxy-2- 

oxo-2-(phenoxyamino> ethyl) butyl]-. (2S. 3aS. 7«S) - (SCI) (CA INDEX 

NAME) 



LC STN File.: CA. CAPLUS. USPATFULL 
Absolute stereochemistry. 




•PROPERTY DATA AVAILABLE IN THE 1 PROP ' FORMAT* • 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

.15 ANSWER 3 OF 5 REGISTRY COPYRIGHT 2006 ACS on STN 

M BS301B-28-7 REGISTRY 

ID Entered STN: 27 Jun 2005 

rN Spiro(lH-pyrido[3,4-b}indole-l. 3 '-pyrrolidine! -2 (3H) -carboxamide, 

N-cyclohexyl-4, 9-dihydro- 6-methoxy- 1 * - (2-phenoxyethyl) - (9CI) (CA 
INDEX NAME) 

IF C30 H38 N4 03 



LC STN Files: CA. CAPLUS, TOXCENTBR. USPATFULL 




i — c-hh — K^y 



••PROPERTY DATA AVAILABLE IN THB 1 PROP* FORMAT •• 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILB CAPLUS (1907 TO DATE) 

LIS ANSWER * OF 5 REGISTRY COPYRIGHT 2006 ACS on STN 

RN 425641-16-3 REGISTRY 

ED Entered STN: 05 Jun 2002 

CN 1H- Indole- 3 -propanamide . a-methyl-cx- [ ( (S-methyl-2- 

phenoxypheny 1 ) aul f ony 1 J amino] -N- [ |1- (2-pyridinyl) eye lohexyl] methyl] - 
(aS)- (9CI) (CA INDEX NAME) 

FS STEREOSEARCH 

MF C37 H40 N4 04 S 

SR CA 

LC STN Files: CA. CAPLUS, CAS REACT, TOX CENTER, USPATFULL 
Abaolute etereochemietry . 




••PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT* * 

5 REFERENCES IN FILE CA (1907 TO DATE) 

5 REFERENCES IN FILB CAPLUS (1907 TO DATE) 

LIS ANSWER 5 OF 5 REGISTRY COPYRIGHT 2006 ACS on STN 

RN 103S12-41-0 REGISTRY 

ED Entered STN: 02 Aug 19B6 

CN Indole- 3 -methanol, a- (cyclohexylaminomethyl) - l-decyl - 2 



(6CI) (CA INDEX NAME) 

MF C32 H46 N2 02 
SR CAOLD 

LC STN Files: CA, CAOLD. CAPLUS 



rrr oph jd 

CH- CH 2 - NH— 



•PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 

1 REFERENCES IN FILB CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

1 REFERENCES IN FILE CAOLD (PRIOR TO 1967) 
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chain node a 
10 12 13 
ring nodea 

1234S6789 
chain bond* : 
8-10 9-13 
ring bonda : 

1-2 1-6 2-3 3-4 4-S 5-6 5-7 6-9 7-8 B-9 
exact /norm bonda : 

1-2 1-6 2-3 3-4 4-S 5-6 5-7 6-9 7-B 8-10 9-13 

exact bonda : 

8-9 

iaolated ring ayatema : 
containing 1 : 
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L16 STR 




Structure attributea muat be viewed using STN Expreae query preparation. 



-> S L16 
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L17 0 SEA SSS SAM L16 
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FULL SCREEN SEARCH COMPLETED - 114334 TO ITERATE 



100.0* 
SEARCH TIME 



t SSS FUL L16 



Match level : 
l:Aton 2: Atom 3:At< 
12: Atom 13:Atom 
Generic attributea : 

10: 

Saturation 

Type of Ring Syetem 

13: 

Saturation 



UAtom S:Atora 6: Atom 7 : Atom 8 :Atom 9:Atom 10: Atom 



Unsaturated 

Monocyclic 
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ANSWER 1 OF 1 CAPLUS 
AN 2003:5773 CAPLUS 
DN 130:66657 

TI Fused cyclic compounds and medicinal 
IN Hashimoto, Hi romasa; Mizutani, Ken j i 
PA Japan ToESSCC Inc., Japan 
SO PCT Int. Appl., 603 pp. 

CODEN: PIXXD2 
DT Patent 
LA Japanese 
FAN.CNT 3 



use thereof 
Yoshida. Atsuhito 



PATENT NO. 




KIND 


DATE 


APPLICATION NO. 




DATE 


PI WO 


2003000254 




Al 




20030103 


WO 2002 


JP6405 




20020626 




W: AB. AG, 


AL, 


AM, 
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AU, AZ. 


BA. BB, BO 


BR. BY, 


BZ, 


CA. CH, CN, 






cu. 


CZ, 


DE 
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